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ae Ra, Rs, Rc, Rci | W € TakuMmn, 9K BUSHAYEHO TYT, KOMNO3UUIT, LLIO BKIOYAIOTb 3a3HayeHi Cnonyku
Ta cnocobu 3acToCyBaHHS 3a3HAYEHMX CNOMNYK.
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HdaHuii BMHaxig BiAHOCMTBCA A0 OPraHidHMX CMNONyK, WO 3aCTOCOBYIOTbCS AnA Tepanii abo
npodinakTukn y ccaBuiB, i, 30kpema, A0 iHribitopie aytotakcuny (ATX), ki € iHribitopamu npoaykuii
nisogochatnannosoi kucnotu (LPA) i, Takum 4YnHOM, mogynatopamu pieHiB LPA i acouinosaHoro
curHaniiry, Ansi nikyBaHHa abo npodinakTuky 3axBOPIOBAHb HUPOK, 3aXBOPIOBAHb MEYiHKM,
3ananbHUX CTaHiB, 3axXBOPOBaHb HEPBOBOT CUCTEMU, 3axXBOPIOBaHb AUXANbHOT CUCTEMMU, CYAUHHUX i
CEpUEBO-CYAMHHMX  3axBOPIOBaHb, ((PIOPO3HMX  3axBOPIOBaHb, paky, OYHWX 3axBOPIOBaHb,
MeTaboniyHUX MNOPYLUEHb, XOMNECTAaTUYHOT Ta iHWKMX (POPM XPOHIYHOro cBepbiHHA | rocTporo i
XPOHIYHOTO BiATOPrHEHHA TPaHCNNaHTaTa opraHis.

B naHomy BMHaxodi 3anponoHoBaHi HOBi cnonyku dyopmynu (1)

Ra

O\/W

Re1 Rc

(1

ae

RaBUbGpanun 3 rpynu, Lo CKNagaeTbCa 3 HACTYMHUX;

iy GCi-Ce-ankin,

i) uiaHo-C4-Cs-ankin,

iy Cs-Cs-umknoankin,

iv) rano-Ci-Ce-ankokcm,

v} rano-Ci-Ce-ankin,

vi) apwun, 3amiwennn Ra, Ra1 i Rae,

vii} reTepoumknoankin, samiweHnin Rg, Ra1i Rag, i

viii) retepoapun, 3amiweHnii Ra, Ra1i Raz;

Rs BubpaHun 3 rpynu, Lo CKNagaeTbCs 3 3 HACTYMHUX;

iy GCi-Ce-ankin,

iy Cs-Cs-umknoankin,

iy C1-Ce-ankincynbdoHin,

iv) Cs-Cs-umknoankincynbdoHin,

v} Ci-Ce-ankincynbcoHinamido,

vi) Cs-Cs-yuknoankincynsdoHinamiHo,

vii}) amiHokapOoHin,

viii) uiaHo,

iX) rarnoreH,

x) rano-Ci-Cs-ankokcu,

xi) rano-Ci-Ce-ankin,

Xii} reTepouuknoarnkin, i

Xiii} retepoapun, 3amiweHun ogHum H, Ci-Ce-ankinom abo tpuankincnnin-Ci-Ce-ankokcu-Ci-Ce-
ankinow;

Rci Rc1 He3anexHo BubpaHi 3 rpynu, Wo cknagaeTtbes 3 HaCTYNHUX:

iy H,

i}y Ci-Ce-ankin,

iy Cs-Cs-umknoankin,

iv) rano-Ci-Ce-ankokcm,

v) rano-Ci-Ce-ankin, i

Vi) ranoren;

abo Rsi Rc, pasomM 3 aTomamu BYrneLo, 40 AKMX BOHW NPUEOHAHI, YTBOPIOKOTb KiNbLEBY CUCTEMY,
BMOpaHy 3 rpynu, Lo CKNagaeTbCs 3 HACTYMHUX;

iy Cs-Cs-umknoankin, samiweHmn ogHum abo geoma 3amiCHUKaMu, HesanexHo subpanHumu 3 H,
C1-Cs-ankiny, rano-C1-Cs-ankokeu, rano-C1-Cs-ankiny i Cs-Ce-Luknoankiny,

i} reTepoumknoankin, samiweHun ogHUM abo ABOMA 3aMiCHMKaMK, HE3aneXHo BubpaHummu 3 H,
C1-Cs-ankiny, rano-C1-Cs-ankokeu, rano-C1-Cs-ankiny i Cs-Ce-Luknoankiny,

i) apwun, 3amiweHnin ogHUM abo gBOMa 3aMiCHUKaMU, He3anekHo BubpaHumu 3 H, ranoreny, C1-
Ce-ankiny, rano-Ci-Cs-ankokcu, rano-Gq-Ce-ankiny i Cs-Cs-umknoankiny, i

iv) retepoapun, 3amiweHurn ogHum abo ABOMa 3amiCHUKaMu, HesanexHo BubpaHumn 3 H,
ranoreHy, C1-Cs-ankiny, rano-C+-Cs-ankokcu, rano-C+-Cs-ankiny i Cs-Cs-uuknoarnkiny;

W BubGpaHuii 3 kinbuesux cuctem A, B, C, D, E,Fi G;
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Al A3i A*gBensioTtb coboto -CH- i A2 asnse coboto -CRp2-,

A' aBnsie coboto -N-, A2 aense coboto -CRpz-, A® aBnsie coboto -CH- abo -N-, i A* gaBnse cobolo -
CH-,

Al A3i A*gBnaoTb coboto -CH- i A2 asnisie coboto -N-,

A, A2j A*aenstoTb coboto -CH- i A3 sensie coboto -N-, abo

A'i A3 asnsioTtb coboto -CH-, A2aBnsae coboto -CRpz- | A* aBnsie coboto -N-;

oauH 3 ASi A aBnsie co6oto -NRbps-, a iHwun siBnsie coboto -CRLRw-;

Rp1 BUOpaHun 3 rpynu, O CKNagaeTbCs 3 HACTYMHUX:

iy H,

i}y Ci-Ce-ankin,

i) rano-Ci-Ce-ankokcwm,

iv) rano-Ci-Ce-ankin, i

v} Cs-Cs-uuknoarkiny;

Rpz2 BUOpaHun 3 rpynu, O CKNagaeTbCa 3 HACTYMHUX;

iy H,

i) ranoreH,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHin,

iv) Ci-Ce-ankokcukapOoHin,

v} Ci-Ce-ankinkapboHin,

vi) Cs-Cs-uuknoankinkapOoHin,

vii} Ci-Ce-ankin,

viii) Cs-Cs-Luuknoankin,

ix) riapokcn-C1-Ce-ankokey,
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X} rigpokcu-Ci-Cs-ankin(C1-Cs-ankin)amiHo,
xi) rigpokeun-Cq-Ce-ankinamiuo,

xii) riapokcu-C1-Ce-ankin,

xiii) auriapokcn-C1-Ce-ankokey,

xiv) auriapokcun-C1-Cs-ankin(C1-Ce-ankinyamino,
xv) aurigpokceu-C1-Ce-ankinamino,

xvi) auriapoken-C1-Ce-ankin,
xviiyrano-C1-Cs-ankokcu,

xviii) rano-C1-Ce-ankin,

XiX) reTepoLmkioarnkin,

XX) reTepouuknoankinkapOoHin, i

XXi) aMiHOKapOOHin, 3amiLleHnin No aToMy asoTy ogHUM abo gBoma HesanexHo sudpaHumm C1-Ce-
ankinamu;

Rps BUOpaHui 3 rpynu, O CKNagaeTbCa 3 HACTYMHUX;
i) H,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHin,
iy C1-Ce-ankokcukapOoHin,

iv) Ci-Ce-ankinkap6oHin,

v} Cs-Cs-uuknoankinkapOoHin,

vi) Cs-Ce-anin,

vii} Cs-Cs-uuknoanin,

viii) rano-C+-Ce-ankokcu,

ix) rano-C+-Ce-ankin,

X} rigpokcun-Cq-Ce-ankin, i

xi) auriapoken-C1-Ce-ankin,

Rps BUOpaHui 3 rpynu, LLO CKNagacTbCa 3 HACTYMHUX;
i) H,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHin,
iy C1-Ce-ankokcukapOoHin,

iv) Ci-Ce-ankinkap6oHin,

v} Cs-Cs-uuknoankinkapOoHin,

vi) Cs-Ce-anin,

vii} Cs-Cs-uuknoanin,

viii) rano-C+-Ce-ankokcu,

ix) rano-C+-Ce-ankin,

X) retepouuknoankinkapboHin,

xi) amMiHokapOOHin, 3amilleHnn No aToMy asoTy ogHUM abo aBoma HesanexHo BubpaHumm Cq-Ce-
ankinamm, i

Xii} apun, 3aMillleHui OAHMM-TPbOMA 3aMiCHUKaMW, He3danexHo eubpanumun 3 H, C1-Ces-ankiny,
Cs-Cs-umnknoankiny, rano-C1-Ce-ankiny i rano-C1-Ce-ankokcu,

Ros, Rpsi Ro7 He3anexHo BubpaHi 3 rpynu, WO CKNagaeTbes 3 HACTYMHUX;

iy H,

i}y Ci-Ce-ankin,

iiiy C1-Ce-ankokcu

iv) rano-Ci-Ce-ankokcm,

v} rano-Ci-Ce-ankin,

vi) Cs-Cs-uuknoankin, i

vii} Cs-Cs-LLMKNOArnkoKkcu;

Rps BUOpaHui 3 rpynu, LLO CKNagacTbCa 3 HACTYMHUX;

iy H,

i}y Ci-Ce-ankin,

i) C1-Ce-ankoken,

iv) rano-Ci-Ce-ankokcm,

v} rano-Ci-Ce-ankin,

vi) Cs-Cs-uuknoankin,

vii} C1-Ce-ankokcun-C1-Ce-ankinkapOoHin,

viii) C1-Ce-ankokcukap6oHin,

ix) Ci-Ce-ankinkap6oHin,

x}  Cs-Cs-umnknoankinkapOoHin,

Xi) retepouuknoankinkapOoHin, i
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Xii) aMmiHokapOOHin, 3amiLleHnn No aToMy asoTy ogHUM abo gBoma HesanexHo sudpaHumm C1-Ce-
ankinamu;

Rc BUBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:

iy H,

iy Ci-Ce-ankoken,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHinamiHo-C1-Cs-ankin,

iv) C1-Cs-ankokcu-C1-Ces-ankinkapboHin(C1-Ces-ankin)amiHo-C1-Ce-ankin,

v} Ci-Ce-ankokcukapOoHin,

vi) Cs-Ce-anin,

vii} C1-Ce-ankincynboHin,

viii) Cs-Cs-LuknoankincynsdoHin,

ix) kapbokcw,

X} uiaHo,

xi) Cs-Cs-umknoanin,

xii) Cs-Cs-LuMKnoankokcy,

xiii) Cs-Cs-umknoankinkap6oHinamiHo-C1-Cs-ankin,

xiv) Cs-Cs-unknoankinkapooHin(C1-Cs-ankin)amiHo-C1-Cs-ankin,

xv} Ci-Ce-ankinkap6oHinamiHo-C1-Cs-ankin,

xvi) C1-Cs-ankinkapboHin(C+-Ces-ankin)amiHo-C1-Ce-ankin,

xviiyrano-C1-Ce-ankin,

xviii) rano-Ci-Ce-ankokeu,

XiX) ranoreH,

XX} rigpokcu,

Xxi) aMmiHOkapOOHin, 3amiweHun no atomy asoty Rni Ro,

xxii)aMmiHokapBoHin-C1-Ce-ankokcu, 3amileHuin no atomy asoty Rni Ro,

Xxiii) retepoapun, 3amileHunii ogHum H, C1-Cs-ankinom, Cs-Cs-uuknoankinom, rano-Ci-Ce-
ankinom, rano-Ci-Ce-ankokcu,6eHsunom abo apunom, aebGeH3un i apun 3amilleHi 0AHUM-TpboMa
3amicHukamu, HesanexHo BubpaHumu 3 H, Ci-Ce-ankiny, Cs-Cs-umknoankiny, rano-Ci-Ce-ankiny i
rano-C1-Ce-ankokcm,

XXiv) rerepoumknoankin-Ci-Cs-ankokcu, 3amiwieHmn ogHum H, Ci-Ce-ankinom, Csz-Cs-
yuknoankinom, rano-Ci-Ce-ankinom, rano-Ci-Cs-ankokcu, 6eHsunom abo apunom, aebeHsun i apun
3aMilleHi OAQHMM-TPbOMAa 3aMiCHMKaMu, HesanexHo BubpaHumm 3 H, Ci-Ce-ankiny, Cs-Cs-
uuknoankiny, rano-C+-Cs-ankiny i rano-C1-Ce-ankokcm, i

xxv)retepouuknoankin-Ci-Ce-ankin, 3amiweHun ogHum H, Ci-Cs-ankinom, Cs-Cs-LuKnoankinom,
rano-C1-Ce-ankinom, rano-C-Ce-ankokcu, 6eHsunom abo apunom, aedeHsun i apun saMilleHi oaHUM-
TpbOMa 3aMiCHMKaMM, HesanexHo BubpaHumu 3 H, Ci-Cs-ankiny, Cs-Cs-umknoankiny, rano-Ci-Ce-
ankiny i rano-C1-Ces-ankokcu;

Rai1i Re2 He3anexkHo BuBpaHi 3 rpynu, Lo CKNagaeTbes 3 HACTYMHUX;

iy H,

i) ranoreH,

i) C1-Ce-ankin,

iv) Cs-Cs-umknoankin,

v) rano-Ci-Ce-ankoken, i

vi) rano-Ci-Cs-ankin;

RLi Rm He3anexHo BubpaHi 3 rpynu, Wo cknagaetbes 3 HACTYNHUX;

iy H,i

iy Ci-Ce-ankinm;

Rn BMOpaHWiA 3 rpynu, WO CKNAaZaeTbeCs 3 HACTYMHMUX;
iy H,

i}y Ci-Ce-ankoken,

iy C1-Ce-ankokcu-C1-Ces-ankin,

iv) Ci-Ce-ankokcukap6oHin-C+-Ce-ankin,
v) Cs-Ce-anin,

vi}) kap6okcu-Cq-Ce-ankin,

vii} Cs-Cs-uuknoanin,

viii) Cs-Cs-uuknoankin-C1-Ce-ankin,

ix) riapokcn-C1-Ce-ankin,

X} deHin, i

xi} retepoapun-Ci-Ces-ankin;

Ro BuBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:
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iy H,i

iy Ci-Ce-ankinm;

abo Rni Ropasom 3 aToMOM a3oTy, 40 AKOI0 BOHW NPUEAHAHI, YTBOPIOIOTb FE€TEPOLMKNOAnKImn;

abo ix hapmaueBTUYHO MPUIRHATHI COni.

AytoTakcuH (ATX) siBnde coboo cekpeToBaHW (PEPMEHT, TaKOXX 3BaAHUN EKTOHYKNEeOoTMAHA
nipodhochartasa/docogiectepasa 2 abo nisodocdoninaza D, gaka BaxknuBa AnA KOHBepTauil
nisopochaTnaunxoniny (LPC) B GioakTMBHY CUrHamnbHy MoOnekyny nisodgochatuamnoBoi KACNOTU
(LPA). byno nokasaHo, wo piedi LPA B nnasmi goGpe KOpenwwTb 3 akTUBHICTIO ATX i, OTXe,
nepeabavaerbcs, WO ATX € BaKIMBUM [IKEPENoOM NO3akniTMHHOT LPA. PaHHi ekcnepuMeHTu 3
npoToTunamu iHribitopie ATX nokasanu, Lo Taka Cnonyka 3gatHa iHribyBaTtu CUHTE3YIOMY aKTUBHICTb
LPA B nnasmi muwen. PoboTta, BukoHaHa B 1970-x i nouatky 1980-x nokasana, wo LPA moxe
BUKNUKATU LUMPOKUWA Aiana3oH KAiTUHHUX BIiAMNOBIAEN; BKMOYAIOYM CKOPOYEHHA [NagKkoM'a30BUX
KNiTUH, akTuBauilo TpoMOoUUTIB, KNITMHHY nponidepadito, XemoTakcuc Ta iHwi. LPA onocepeakoBye
CBOT eheKTN Yepes CUrHaMIHM A0 AesKuX peuenTopis, 3B's3aHux 3 G-6inkom (GPCRS); nepLui 4neHu
Oynu crnodaTtky nosHadeHi gk peuentopu Edg (reH audepeHUiloBaHHA eHaoTenianbHMX KnituH) abo
reH-1 BEHTPUKYNAPHOT 30HU (vzg-1), NnpoTe B AaHWi Yac HasuBaloTbes peuentopamu LPA. KnacudHa
rpyna B gaHun yac cknagaerocsa 3 LPA1/Edg-2/VZG-1, LPA2/Edg-4 i LPA3/Edg-7. HewopasHo 6yno
onucaHo Tpu aoaartkoBi LPA peuentopu LPA4/p2y9/GPR23, LPA5/GPR92 i LPAG/p2Y5, aki GinbLu
TiICHO NOB'A3aHi 3 HYKNEOTUA-CENEKTUBHUMU NYPUHEPTIMHUMUW peuenTopaMu, HiK 3 KNacU4HUMHK
peuentopamu LPA1-3. CurHanbHa Bicb ATX-LPA 3anyyeHa B Benukuin aianasoH i3ionorivyHux i
natodisionoriyHnx pyHKUiN, BKNOYaouKn, Hanpuknag, OyHKUil HEPBOBOI CUCTEMU, PO3BUTOK CYAWH,
cepueBo-CyauHHy disionorito, penpoaykuito, PyHKUIOHYBaHHS iIMYHHOT CUCTEMU, XPOHIYHE 3ananeHHs,
MeTacTasyBaHHS i NporpecyBaHHA NyxnuH, idpo3 opraxie, a TakoX OXUPIHHA Ta/abo iHWi xBopobu
OOMIHYy pe4vYoBMH, Taki sIK UykpoBui Agiabet. Takum udmMHOM, 30inblueHa akTuBHiICTL ATX Ta/abo
30inblieHni pieeHb LPA, 3MiHIO€ ekcnpecito peuentopie LPA i 3miHeHi Bignosigi Ha LPA mMOXxyTb
CnpuATK iHiliauii, nporpecyBaHHiO Ta/abo pO3BUTKY AEAKMX Pi3HUX naTtodisionoriyHux CTaHis,
noB'a3aHux 3 Biccio ATX/LPA.

BianosigHo A0 aaHoro BuHaxoay, cnonyku cdopmynu (I) abo ix dapmaueBTUYHO NPUAHATHI CONi i
edipu MOXyTb OyTM BUKOPUCTaHi AndA NikyBaHHs abo npodinakTuKM 3axBOpOBaHb, NOpylueHb abo
CTaHiB, #Ki acouifioBaHi 3 aKTUBHICTIO AyTOTaAKCUMHY Ta/aGo  BionoriMHOK  aKTUBHICTIO
nisodochatnannosoi kucnotun (LPA).

Cnonykn cdopmynu (I) abo ix dapMaleBTUUHO NPUAHATHI comi i edipn, po3KPUTI TyT, iHribyloTb
AKTUBHICTb ayTOTAKCUHY i, TAKMM YMHOM, iHribyloTb npoaykuito LPA i moayniowTb piBHi LPA i
AaCOUIMOBaHUIA CUrHaniHr. IHribiTopu aytoTakCuHy, OMMCaHi TYT, 3aCTOCOBYIOTbCA SAK areHTu ans
nikyBaHHa abo 3anobiraHHA 3axBOploBaHb abo CTaHIB, MpU AKUX akTMBHICTL ATX Ta/abo curHaniHr
LPA ©Gepe yuacTtb, 3anyyeHui B €Tionorito abo naTomnorilo 3axBOplOBaHHA, ab0 iHWKMM YMHOM
acouifoBaHMn 3 LWOHaWMeHWe OogHUMM CcuUMNTOMOM 3axBopioBaHHA. Ocb ATX-LPA 3anydeHa,
HanpuKnag, B aHrioreHes, XpoHiuHe 3ananeHHs, ayToiMyHHi 3aXBOPIOBaHHSA, (hiOPO3HI 3aXBOPIOBAHHS,
NyXMMHW | METacTa3yBaHHSA | MPOrpeCyBaHHA paKy, OuYHi 3axBOPIOBAHHSA, 3aXBOPIOBAHHA OOMiHY
PEYOBUH, TaKi SK OXUPIHHA Ta/abo uykpoBuin aiabeT, CTaHu, Taki Sk xonectatuyHuim abo iHwi hopmu
XPOHIYHOTO CBEPOIHHSA, a TaKoX rocTpe abo XpoHiYHE BiaTOPrHEHHS TPAHCMNNAHTATa OPraHiB.

O0G'ektamn gaHoro BuHaxoay € cnonyku copmynu (I) Ta iX BULIEBKa3aHi coni i edipu Ta ix
3aCTOCYBaHHA SK TEpaneBTUYHO aKTUBHUX PEYOBUH, CMNOCIO BUPOOHUUTBA 3a3HAYEHUX CMOMyK,
NPOMDDKHMX cnonyk, dapmaueBTUYHUX KOMMO3WLN, NiKapCbkux 3acobiB, WO MICTATb 3a3HaJeHi
crnonyku, ix dapMaueBTUMHO MPURHATHI coni abo edipn, 3aCTOCYBaHHS 3a3HAYeHUX CMOMyK, COnen
abo edipiB ana nikyBaHHa abo npodinakTukn nopyweHb abo CTaHiB, SKi aCOUIMOBAaHI 3 aKTUBHICTIO
ATX Ta/abo 6ionoriyHo akTMBHICTIO nisodocdaTnannosoi kucnotu (LPA), 3okpema ans nikyBaHHS
abo npodpinakTukn 3axBOPHOBAHb HUPOK, 3aXBOPIOBAHb MEYiHKM, 3ananbHMX CTaHiB, 3aXBOPIOBaHb
HEPBOBOI CUCTEMMU, 3aXBOPIOBAHb AUXANbHOT CUCTEMMU, CYAMHHUX i CEPLEBO-CYAUHHUX 3aXBOPIOBaHb,
ibPO3HUX 3axXBOPIOBaHb, PaKy, OMHUX 3aXBOPIOBAHb, METAOOMNIYHUX NOPYLUEHb, XONecTaTu4Hoi abo
iHWMX hOPM XPOHIYHOTO CBEPBIHHSA, | TOCTPOro abo XPOHIMHOIO BiATOPrHEHHA TpaHCNNaHTaTa opraHis,
i 3aCTOCYBaHHsl 3a3HaJYeHuxX cnomnyk, conen abo edipie AnA oaepxaHHA NiKapcbkux 3acobiB Ans
nikygaHHa abo npodinakTUKM 3axBOPKOBAHb HUPOK, 3axBOPIOBAHb MNEYiHKW, 3ananbHUX CTaHiIB,
3axBOpIOBaHb HEPBOBOI CUCTEMMU, 3aXBOPIOBaHb AUXANbHOT CUCTEMW, CYOUHHUX i CEpLUEBO-CYQNHHUX
3axXBOPIOBaHb, (iBPO3HMX 3axXBOPIOBAHb, paky, OYHUX 3axBOPIOBAHb, METAOOMIYMHMX MNOPYLUEHb,
XONECTaTU4YHOT | iHWMX OPM XPOHIMHOrO CBEPOIHHS | rOCTPOro i XPOHIYHOrO BiATOPrHEHHSN
TpaHcnnaHTaTa opraHis. binbw KOHKpeTHO, cnonyku cdopmynu (1) Ta ix Buwesragani coni i ecipn, Ta
X 3aCTOCyBaHHA $K TepaneBTUYHO aKTMBHUX PEYOBUH, CMOCIO OAEpKaHHA 3asHavyeHux Crnonyk,
NPOMIXKHI cnonyku, chapMaueBTUYHI KOMMNO3ULIT, NMikapcbki 3acobu, WO MICTSTb 3a3HAYEHi CNOnyKu, X
dapmanleBTUYHO NPURHATHI coni abo edipn ana nikyBaHHA abo NpodinakTUKM OYHUX 3aXBOPIOBAHD,
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30Kpema rnaykomu.

TepmiH "Cie-ankokcu" osHadae rpyny popmynu-O-R ', ge R' asnge cobot Cie-ankinbHy rpymny.
Mpuknagn C1.6-anKOKCUTPYNM BKIOYAKOTbL METOKCU, €TOKCH, H-MPOMOKCK, i30MPONOKCH, H-OyTOKCH,
i306yTOKCH | TPET-OyTOKCU. KOHKPETHUMW NPUKNAAaMNU € METOKCU Ta i30MPONOKCHU.

TepmiH “Cie-ankokcn-Cre-ankin’ o3Hadae Cis-ankinbHy rpyny, e WOHaWMeHLe OAUH 3 aToMiB
BoAHIO Cie-ankinbHoi rpynu 3amiHeHO Ha Cieg-ankokcu rpyny. KOHKpeTHUMW Mpuknajamu €
METOKCUMETUM, METOKCIETUN, E€TOKCUMETWUN, ETOKCIETUN, i30-NPONOKCUMETUN | i30-NPONOKCIETUN.
KoHkpeTHUI npuknag sense coboo METOKCIETUN.

TepmiH “C1-Ces-ankoken-Cq-Ce-ankinkapboHin(C1-Ces-ankin)amiHo-C1-Cs-ankin® o3Hayae amiHo-Ci-
Cs-ankin, ge aTtom asoTy 3amiweHunt Ci-Ce-ankinbHow rpynoto i Ci-Cs-ankokcn-Cq-Ce-
ankinkapboHinbHOW rpynoto. KOHKPETHUM NPUKNaaom € aMmiHOMETun, A€ aTtoM asoTy 3amilleHui
METUITOM | METOKCUMETUNKAPOOHINOM.

TepmiH “C1-Ce-ankokeu-Ci1-Ce-ankinkapboHin® osHavae rpyny dopmynu -C(O)-R’, ge R’ sBnse
cobow Ci-Cs-ankokeu-Ci-Ce-ankineHy rpyny. MMpuknaau Ci-Ces-ankokcu-Cq-Ce-ankinkapboHinbHol
rpynu BKMOYaTb rpynu, e R’ sBnsie coboo METOKCUMETUIT, METOKCIETUN, ETOKCUMETUI, ETOKCIETUN,
i30-nMponokcUMMeTUN Ta i3o-nponokcieTun. KoHKpeTHMM npuknagom € rpyna, ae R’ aBnde coboto
METOKCUMETUN.

TepmiH “C1-Cs-ankokcu-C1-Ce-ankinkapboHinamiHo-C1-Ce-ankin” o3Hadae amiHo-Ci-Cs-ankinbHy
rpyny, ae atom asoty samiweHun H i C1-Cs-ankokeu-Cq-Ce-ankinkapboHinsHow rpynoto. KOHKpETHUM
NpUKNagoM € amiHOMETUN, A€ aToM a3oTy 3aMilleHnin H i METOKCMMETMNKAPOOHINOM.

TepmiH “C1-Ce-ankokcukapOoHin-Ci1-Ce-ankin” o3Havae Cie-ankinbHy rpyny, A€ WOHaANMeEHLle
OOWH 3 atomiB BOAHK Cis-ankinbHOT rpynu 3amiHeHO Ha Ci-Cs-ankokcmkapOoHinbHy rpyny.
KoHkpeTHumu npuknagamum € rpynu, Aae Cq-Ce-ankokcukapboHinbHa rpyna sBnsie  coboko
MeTOKcuKapboHin abo etokcukapOboHin i Cie-ankineHa rpynasa Bnse cobow metun abo etun. binbuw
KOHKPETHMMU NPUKNAAaMKU € METOKCIOKCONPONIN i ETOKCIOKCOETU.

TepmiH “C1-Ce-ankokcukapboHin”® osHavae rpyny dopmynu -C(O)-R’, ge R’ asnsie cobow C1-Ce-
ankokeu rpyny. Mpuknagn C1-Ce-ankokcukapOOHINBHOT rpynu BKIOYaOTb rpynu, e R’ asnse coboio
METOKCU, €TOKCM, N-MPOMOKCU, i30MpONoKcKu, n-OyToKcu, i300yTOKCM i TpeT-OyTokcn. KOHKpeTHUM
npuknagom € rpynu, ae R’ aense coboto metokcn abo TpeT-6yTokcu.

TepmiH “Cie-amnkin’ o3Ha4ae MOHOBANEHTHY MiHiliHy abo po3ranyKeHy HacuyeHy BYINeBOAHEBY
rpyny 3 1-6 atomis Byrneuo. MNpuknaam Cie-ankiny BkNYaloTe METUM, €TUM, Nponin, isonponin, n-
Oytun, i30-6ytun, BTop-0yTUN, TPeT-6yTUN | NeHTun. KOHKPETHI ankinbHi rpynyu BKNIOYaKTb METUN,
isonponin i TpeT-6yTun.

TepMmiH “C1-Cs-ankinkap6oHin(Ci-Cs-ankin)amino-C1-Ce-ankin” osHavyae amiHo-Ci-Ce-ankin, ne
aTom asoTy 3amiweHun Cq-Cs-ankinbHoto rpynoto i Ci-Ce-ankinkapOoHinbHO0 rpynoto. KOHKpeTHUM
npuknagoM € amMiHOMeTWn, A€ arom as3oTy 3amilleHuin MeTunoM | metunkapboHinom abo
eTunkapOoHinom.

TepmiH “C1-Cs-ankinkapboHin® osHavae rpyny dopmynu -C(O)-R’, ge R’ asnge cobow Ci-Ce-
ankinoHy rpyny. MNpuknagu Ci-Ce-ankinkapOoHINbHOT rpynu BKIOYalOTL rpymu, ae R’ Asnse coboio
METOKCU, €TOKCU, H-MPOMOKCU, i30MPONOKCKU, H-OYTOKCHM, i300yTOKCM i TpeT-OyTokcu. KOHKpeTHUM
npuknagom € rpyna, ae R’ asnse coboio meTun.

TepmiH “C1-Ce-ankinkap6oHinamino-C1-Ce-ankin® osHadae amiHo-Ci-Cs-ankin, age artom asoTy
samiweHun H i Cq-Ce-ankinkapboHinbHow rpynoto. KOHKPETHUM NPUKNagoM € amiHOMETWA, A€ aToMm
a3oTy 3amiweHun H i metunkap6oHinom abo eTunkapboHinom.

Tepmin “C1-Ce-ankincynbcoHin” osHadyae rpyny cdopmynu -S(0)2-R’, ae R’ siBnsie coboto C1-Ce-
ankineHy rpyny. KOHKpeTHUM npuknagom € rpyna, ae R’ senae coboo MeTun.

TepmiH “C1-Ce-ankincynsdoHinamiHo” o3Hauvae rpyny opmynmn -NH-S(0)2-R’, ae R’ sBnsae coboio
C1-Ces-ankinbHy rpyny. KoHkpeTHuM npuknagom € rpyna, ae R’ agnae coboto metun.

TepmiH “amiHo” o3Havae rpyny -NHa.

TepmiH “amiHoankin” o3Hauyae Cie-ankineHy rpyny, e oauH 3 aToMiB BOAHIO C1-6-anKineHOT rpymnu
3aMiHeHO Ha amiHorpyny. KOHKpeTHUMW npuknagamu € amiHOMETUn, amiHoeTun, amiHonponin i
aMiHo®yTun.

TepmiH “amiHokapboHin” o3Hadvae rpyny cdopmynu -C(O)-NHa.

TepmiH “amiHokapboHin-C1-Cs-ankokeu” o3Havae Ci-s-ankokeu rpyny, A€ 0guH 3 aToMiB BOAHIO Ci.
6-aNnKOKCW Tpynu 3amMiHEHO Ha amiHoKapOoHinbHy rpyny. KoHkpeTHMM npuknagom € rpyna, ae Cis-
ankokcu rpyna sisnse cobo METOKCH.

TepmMiH “apun” o3Havae eHinbHy abo HadpTUNbHY rpyny. KOHKpeTHUIt npuknag siBnsie coboto
deHin.

TepmiH “kapbokcn” o3Havae rpyny-COOH.

TepmiH “kapbokcn-Ci-Ce-ankin® o3Havae Cis-ankinbHy rpyny, e OAWH 3 aTomiB BOAHIO Cie-
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ankineHoT rpynu 3amiHeHO Ha kapbokcu rpyny. KOHKpPEeTHUMKM npuknagamu € kapbokcumetun i
kapbokcieTun.

TepmiH “UiaHo” o3Ha4vae -C=N rpyny.

TepmiH “niaHo-C1-Ce-ankin” o3Havae Ci.s-ankinbHy rpyny, g€ 0auH 3 atoMiB BOAHIO C1s-ankinbHoi
rpynu 3amiHeHo Ha uiaHorpyny. KOHKpeTHUMUW Npuknagamu € LiaHoMeTus, uiaHoeTun, uiaHonponin i
uiaHoGyTuN. KoHkpeTHUI npuknag siense coboto LiaHonponin.

TepmiH “Cs.s-LUKIoankokcu” o3Hadae rpyny dopmynu -O-R’, ge R’ apnsae coboto Cas-LMUKIOankisn.
KoHkpeTHUM npuknagom € rpyna, ae R’ agnsie coboto yuknonponin.

TepmiH “Cas-UMknoankin® o3Ha4ya€e MOHOBANEHTHY HaCWYEHYy MOHOUMKIIYHY abo OiyuknivHy
BYrneBoAHeBY rpyny 3 3-8 kinbueBux aTtomis Byrneuto. biuukniyHa o3Ha4vae KinbUeEBY CUCTEMY, LLO
cKnajaetbcs 3 ABOX HacUYeHMX KapOouukniB, WO MalTb [Ba 3arafnbHUX aToMu BYIneyo.
Mpuknagamm  MOHOUMKMNIMHUX  LUMKNOANKINiB € UMKNONponin, UMKIOOYTaHIin, UMKNOMEHTUN,
LMKIIOrekcun abo LUKAorenTumn. Mpuknagamu BiLUMKINYHNX Cs-s-Luknoarnkinis €
Giumkno[2.2.1]rentanin abo Giumkno[2.2.2]okTaHin. KOoHKpeTHUMK Csg-LMKNOANKiNbHUMKU rpynammn €
UUKIOOYTUN, LMKIONPONIN, UMKITONEHTUN | LUKNOTEKCHI.

KoHkpeTHUMM npuknagamun“Css-uuknoankiny”, yrBOpeHoro saamicHukamu Rgi Rc pasom 3 atomamu
BYrmeulo, A0 SKMX BOHU nNpuedHaHi, € uuknoneHtun abo uuknorekcun, Oinbl  KOHKPETHO
LUUKITONEHTU.

TepMmiH “Cas-unknoankin-Cie-ankin® osHauyae Cis-ankinbHy rpyny, A€ LIOHaWMEeHLe OAWH 3
aTtoMmiB BoAHI0 Cis-ankinbHOi rpynu 3amiHeHo Ha Cs.s-LMKIoanKinbHy rpyny. KOHKPeTHUM Npuknagom
€ yuknonponinmMeTun.

TepmiH “Cs-Cs-umknoankinkapboHin(C-Ce-ankin)amiHo-C1-Ce-ankin® osHavae amiHo-C1-Ce-ankin,
ae artom asoty samiweHuin Ci-Cs-ankinbHow rpynoto i Cs-Cs-UmMknoankinkapboHinbHO Tpymnoto.
KOHKpeTHUM  npuknagom €  aMiHOMeTWn, Jge aToM  as3oTy  3aMilleHUd  METUSIOM
yuknonponinkapboHinom.

TepmiH “Cs-Cs-umknoankinkapboHin” o3Hauvae rpyny dopmynu -C(O)-R’, ge R’ sngae cobotw Cs-
Cs-uyuknoankineHy rpyny. MNpuknagamu Cs-Cs-umknoarnkinkapboniny € rpynu, ge R’ aense coboio
uuknonponin.

TepmiH “Cs-Cs-umknoankinkapboHinamiHo-C1-Ce-ankin® o3Havae amiHo-Ci-Cs-ankin, age artom
asoty 3samiweHun H i Cs-Cs-uuknoankinkapOoHInbHOW rpynoto. KOHKpeTHUM MpuknagoMm €
aMiHOMeTun, Ae aTtoM a3oTy 3amiweHuin H i yuknonponinkapGoHinom.

TepmiH “Cs-Cs-umknoankincynosoHin” o3Havae rpyny dopmynu -S(0)2-R’, ae R’ asnse coboto Cs-
Cs-yuknoankineHy rpyny. MNpuknagamu Cs-Cs-umknoankincynsoHiny € rpynu, ae R’ aense coboio
uuknonponin.

TepmiH “Cs-Cs-umknoankincynsdoHinamiHo” osHadae rpyny gopmymm -NH-S(O)2-R’, ae R’ asnse
coboto Cs-Cs-umknoankinbHy rpyny. MNpuknagamuCs-Cs-uuknoankincynedoHiny € rpynu, ae R’ asnse
coBoto umknonponin.

Tepmin “aurigpokcn-Ci-Ce-ankokcn” o3Hadae Cis-ankokcu rpyny, Ae [Ba 3 aTtoMiB BOAHIO
aurigpoken-C1-Ce-ankokcu rpynu, posTawoBaHMX Ha Pi3HUX aToMax BYIMEU0, KOKEH 3aMiHEHUA Ha
rigpokcurpyny. KOHKpeTHUM NPUKNagoM € aurigpokcunponokcu. JogatkoBUM KOHKPETHUM MPUKNagom
€ 2,3-AurigpoKcUnponoKcu.

Tepmin “aurigpokcn-Ci-Ce-ankin” osHavae Cis-ankinbHy rpyny, ge asa 3 atoMmiB BoAHKO Cie-
ankinbHOT rpynu, po3TawoBaHMWX Ha Pi3HUX aToMax BYrMEU, KOXEH 3aMiHEeHWW Ha rigpokcurpyny.
KoHkpeTHUM npuknagom € awurigpokeunponin. [JoaaTKOBUM  KOHKPETHUM npuknagom € 2,3-
aurigpokcunponin.

Tepmin “gurigpokcn-Ci-Ce-ankinamiHo” o3Hauvae rpyny dopmynu -NH-R’, ge R’ aenfe coboi
aurigpoken-C1-Ce-ankineHy rpyny. MNpuknagamu aurinpokcn-Cq1-Ce-ankinamiHo € rpynu, ae R’ asnse
coboto guriapokeunponin, 6inbLU KOHKPETHO 2,3-auriapokcunponin.

TepmiH “gurigpokcu-Ci-Ce-ankin(C1-Ce-ankin)amiHo” osHavae rpyny dopmynu -NRR’, ae R asnsie
co6010 C1-Ce-ankin i R’ apngae coboto gurigpoken-Cq1-Ce-ankineHy rpyny. Mpuknagom gurigpokeun-Ci-
Ces-ankin(C1-Ce-ankimamiHo € gurigpokcunponin(MeTnnamiHo, J04aTKOBUM KOHKPETHUM NPUKNAA0oM €
2,3-aurigpokcunponin(MeTumn)amiHo.

TepmiH “rano-Ci.e-ankokcn” o3Hayae Cie-ankokcu rpyny, Ae LWOHAaWMeEHLIE OAWH 3 aTOMIB BOAHIO
C1-Ce-ankokcy rpynu 3amiHEHWA oJHakoBuMM abo pisHUMKM aTomMamu ranoreHis. KOHKpeTHUuMU
npuknagamn € AuUpTOPMETOKCH, TPUMPTOPMETOKCH, ANGDTOPETOKCU | TpudTopeTokcu. binbLl
KOHKPETHUM NPUKIagom € TPUHTOPMETOKCH.

TepMiH “ranoren” i “rano” BUKOPUCTOBYKOTLCA B3AEMO3aMIHHO TYT i 03HaualwTh ¢Top, Xnop, 6pom
abo nog. KoHKpeTHMMM ranoreHamm € xnop i gprop.

TepmiH “rano-Cqs-ankin” osHadae C1e-ankinbHy rpyny, A€ WOoHanMeHLwe O4MH 3 aTOMIB BOAHIO Ci.
6-amnkKinnbHOT rPynu OAHAKOBUMKU abo0 pisHMMKM aTomamu ranoreHiB. KOHKpeTHMMM npuknagamu €
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andptopmeTun, TpudTopmeTun, aundtopetun i TpudTopeTun. Binbll KOHKpPEeTHUI nNpuknag sBnse
coboto TpuhTOopMETUN.

TepMiH “reTepoapun”, camocTiiHoO abo B KomOiHauii, 03Ha4ae MOHOBANEHTHY apoOMaTudHy
reTepoumknivHy MOHO- abo BiLMKniYHY KinbLeBy cuctemu 3 5-12 kinbLeBux aToMmis, WO MicTUTbL 1, 2, 3
abo 4 retepoartoma, BubpaHmnx 3 N, O i S, kinbUeBi atomu, L0 3anULLIMIUCS, € ByrneueM. Mpuknaau
reTepoapunbHOT rpynu BKMKYalOTbL Miponin, dypaxin, TieHin, imigasonin, okcasonin, Tiasonin,
Tpuasonin, okcagiasonin, Tiagiasonin, TeTpasonin, NipuAauvHIn, nipasuHin, nipasonin, nipuguHin,
nipugasuHin, nipumiauHin, TpuasuHin, asenidin, aiasenidin, isokcasonin, 6eH3odypaHin, isoTtiasonin,
©eH30TieHin, iHgonin, i3oiHgonin, i306eH30bypaHin, O6eHsimigasonin, ©eH3okcasonin,
©eH3oizokcasonin, OeHsoTiason, ©eHsoiszoTiasonin, ©eH3ookKciasonin, 6eHsoTiagiasonin,
GeH30Tpuasonin, NypuHin, XHOMHIN, i30XiHOMIHIN, XiHA30NiHIN, XuHOKcaniHin i 6eH30TiodeHin.
KoHkpeTHUMW reTepoapun rpynamu € niponin, dypadin, TieHin, iMmigasonin, okcasonin, Tiasonin,
Tpuasonin, okcagiasonin, Tiagiasonin, TeTpasonin, NipuauHin, nipasuHin, nipasonin, nipuaaswHin,
nipumiauHin, isokcasonin, isoTtiasonin, ©eH3odypaHin i ©eH3oTioeHIn. Binbll KOHKPETHUMM
reTepoapunbHUMKU rpynamm € OeH30KCa30noHin, iMigasonin, i3okcasonin, okcasonin, Tiasonin,
oKkcagiasonin, nipasuHin, nipasonin, NipUAUHIN i NipUMIgUHIn.

Y pasi 3amicHuka Ra, KOHKPETHUMU reTepoapuibHUMK rpynamu € BEeH30KCas3onoHin, imigasonin,
i3oKkcasonin, okcasonin, nipasuHin, nipasonin, nipuguHin i nNipuMiguHin. BinbWw KOHKPETHUMM
npuknagamMmu € isokcasonin i nipuauHin.

Y pasi 3amicHuka Rg, KOHKPETHUMU FeTepoapunbHUMK rpynaMmun € okcagiasonin, imigasonin, 1,3,4-
okcasonini 1,2,4-okcasonin.

KOHKpeTHUM NpuKnagom reTepouuknoankiny, yrBopeHoro samicHukammn Rp i Rc pasom 3 atomamu
BYrfeuto, 40 AKX BOHW NpUEOHaHI, € Tiazonin.

Y pasi 3amicHMKka Rg, KOHKPETHUMM reTepoapuribHUMK rpynamu € izokcasonin, okcasonin i
nipasonin. binbW KOHKPETHUMK NpUKNagamMu € isokcasonin i nipasonin.

TepmiH “retepoapun-Ci-Ce-ankin” o3Havae ankinbHy rpyny, Ae oauH 3 atomiB BogaHio Ci-Ce-
ankinbLHOT rpynu 3aMiHEHO Ha reTepoapurbHy rpyny.

Y pasi 3amicHuka RN, KOHKpPETHUMMW reTepoapunankinbHUMW rpynamu € nipuanHinankin i
TiopeHinankin, 6inNbLU KOHKPETHO NiPUAMHINMETUN | TiobeHinmeTun.

TepmiH "reTepoumkroankin" caMmocTinHo abo B kKoMOiHaLii 03HAYa€e 0gHOBANEHTHY Hacu4deHy abo
YACTKOBO HEHACU4YEHY MOHO- abo BiUMKIiYHY KiNMbLUEBY CUCTEMY 3 4-9 KiNbLEBUX aTOMIB, LLO MICTUTb
1, 2, abo 3 kinbueBux retepoaroma, BubOpaHux 3 N, O i S, iHWI KiNbUEBi atomMu € ByrneusMMu.
BiunMknivyHM O3HA4Yae Takui, LLO CKNagaeTbCa 3 ABOX HACUYEHUX UMKNIB 3 ABOMa 3aranbHUMK
KinbLEBMMK atomamm, TOOTO MICT, LLIO po3ainse ABa Kinbus, aBnse cobow abo npocTuii 3B's130K, abo
naHuior 3 ogHoro abo ABOX KimbUeBMX aromie. [lpuknagamm MOHOLUMKMIYHUX HACUYEHUX
retepouuknoarnkinis € 4,5-aurigpo-okcasonin, OKCeTaHin, aseTuanHIN, NiponiaunHin, 2-okco-niponiguH-
3-in, TeTpariapodypaHin, TeTparigpo-TieHin, nipasoniauHin, iMigasoniauHin,  oKcasoniauHiIn,
isoKkcasoniguHin, TiasoniauHin, ninepuauvHin, TeTparigponipaHin, TeTparigpoTionipaHin, ninepasuHin,
Mopdoninin, Tiomopdonidin, 1,1-giokco-TiomopdoniH-4-in, asenadin, aiazenadin, romoninepasuHin
abo okcasenadin. T[Mpuknagamu  OGIUMKNUYHUX  HaAcMYEHUX reTepouukroankinie € 8-asa-
6iumkno[3.2.1]JokTun, xiHykniauuin, 8-okco-3-asa-Giumkno[3.2.1]Joktun, 9-asa-6iynkno[3.3.1]HoHin, 3-
okca-9-asa-0iunkno[3.3.1JHoHin  abo  3-Tia-9-a3a-6iyukno[3.3.1]HoHin.  Mpuknagamm  4acTKOBO
HeHacuyeHux reTepouuknoankinie € gurigpodypun, iMigasoniHin, aurigpo-okcasonin, TeTparigpo-
nipuauHin abo gurigponipadin.

Y pasi 3amicHMka Rp2, KOHKPETHUM NPUKIAAOM FeTEPOLMKNOAnKiny € rigpokciaseTuanHin, GinbLu
KOHKPETHO 3-riapokciaseTnanH-1-in.

Y pasi 3amicHuMKa Ra, KOHKpETHUM NPUKNaA0M reTepouunKnoankiny € teTparigponipaHin.

Y pasi 3amicHuKka R, KOHKPETHUM NPUKNAA0M reTepouuknoankiny € MopdoniHin.

KOHKpeTHUM NpuKNnagom retepounknoankiny, yrsopeHoro 3amicHukoMm Rn i Ro pasom 3 atomom
a3oTy, 40 AKOro BOHW NpUeaHaHi, € ninepuaunHin, MopdoniHin, niponiguHin i MeTunninepasnuHoHIn.

TepMiH “reTepoumknoankin-Cie-ankokcu” osHavae Cis-ankokcu rpyny, Ae LOHaWMEHLLE OAWUH 3
aTOMIB BOAHIO ankifbHOT rpynu 3amiHEHO Ha reTepouunknoankinbHy rpyny. KOHKpeTHUMK npuknagamu
€ TeTparigponipaHinMeTokcu i TeTparigpodypaHinmMeToKCH.

TepmiH “reTepouuknoankin-Cie-ankin® osHadae Cie-ankinbHy rpyny, A€ LLUOHAWMEHLe OAWH 3
aTomiB BOAHIO Cie-ankinbHOi rpynu 3amiHEHO Ha reTepouuknoankineHy rpyny. KoHKepTHUMHK
npuknagamu retepouuknoankin-Cie-ankiny € rpynu, e retepouuknoarnkinsHa rpyna asnse coboio
MeTunninepasuHAioHin, niponigMHOHIN i okcasoniauHoHin i ae Cie-ankinbHa rpyna siBnse coboto
METUI.

TepmiH “retepouuknoankinkapOoHin” osHavae rpyny ¢dopmynu -C(O)-R’, ae R’ npeacrasnsie
rerepoumknoankinbHy rpyny. lNpuknagamu retepouuknoankinkapboHineHoi rpynu € rpynu, ae R’
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saBnsAe coboto 4,5-aurigpo-okcasonin, OKCETaHin, aseTuauHIN, niponiguHin, 2-okco-niponignH-3-in,
TeTparigpodypaHin, TeTparigpoTieHin, nipasoniguHin, iMigasoniauHin, niponiauHin, okcasoniauHin,
isoKkcasoniguHin, TiasoniauHin, ninepuauvHin, TeTparigponipaHin, TeTparigpoTionipaHin, ninepasuHin,
Mopdoninin, Tiomopdoninin, 1,1-giokco-TiomopdoniH-4-in, asenadin, Adiasenadin, romoninepasuHin,
abo okcasenaHin.

Y pasi 3amicHuka Rps, KOHKPETHUM NPUKIAA0M reTePOLUKNOankinkapboHinLHOT rpynu € rpyna, ae
R’ aBnge coboto niponiguHin.

TepmiH “rigpokcn” o3Havae rpyny -OH.

TepmiH “rinpokcn-Ci-s-ankoken” o3Hauae Ci.g-ankokcu rpyny, e oAuH 3 atomiB BOAHIO Cie-
ankokcu 3amMiHEHMW Ha rigpokcu rpyny. KoHkpeTHUMW npuknagamu € TigpOKCIETOKCKM i
M4 POKCUNPONOKCU. BinbLU KOHKPETHUM NPUKNAA0M € TiAPOKCIETOKCHU.

TepmiH “rigpokcu-Cie-ankin® o3Havae Cis-ankinbHy rpyny, A€ OAUH 3 artoMiB BOAHIO Cie-
ankinbHOT rpynu 3amiHEHO Ha rigpokcu rpyny. KOHKpPETHMMM npuknagamu € TigpoKCUMeTun i
rigpokcieTun. binbL KOHKPETHUM NPUKIAA0M € TigpoKcieTun.

TepmiH “rigpokcu-Ci-Ce-ankinamiHo” osHavae rpyny ¢dopmymm -NH-R’, ge R’ sBnae coboio
rigpokcun-C1-Ce-ankinbHy rpyny. MNpuknaawm rigpokcn-C1-Ce-ankinamiHo BkmovaloTb rpynu, ae R’ asnse
coboto rigpokcieTun abo rigpokcunponin. KOHKpeTHUM NpUKNaaoMm € rpyna, ae R’ - rigpokcietun.

TepmiH “rigpokcn-C1-Ce-ankin(C1-Ce-ankinm)amiHo” osHadae rpyny dopmynu -NRR’, ge R asnse
cobol Ci-Ce-ankin i R’ asnde cobow rigpokeu-Ci-Ce-ankineHy rpyny. MNpuknagu rigpokcn-Ci-Ce-
ankin(C1-Cs-ankin)amiHo rpyn Bkmodatote rpynu, ge R asnse cobow metun, etun, nponin abo
isonponin i ae R’ siBnse coboto riapokcietun abo rigpokcunponin. KOHKpETHUM NpuknNaaom € rpyna, e
R siBnse coboo metun i R’ aBnsie coboto rigpokcieTun.

TepmiH “Tpuankincunin-C1-Cs-ankokcu-C1-Ce-ankin® osHauyae Ci-Ce-ankin, ae oAuMH 3 aToMiB
BOAHIO Ci.s-ankinbHOT rpynu 3amiHeHo Ha Tpuankincunin-Cq-Ce-ankokcu. KOHKpeTHUM npuknagom €
TPUMETUNCUNINETOKCMMETHN.

TepmiH “Tpuankincunin-Ci-Ce-ankokcn” o3Hadvae Ci-Ces-ankokcu, age oauMH 3 atomiB BoAHwO Cie-
ankoKcu rpynu saMiHeHo Ha Tpuankincunin. KOHKpeTHUM NPUKNaaom € TPUMETUNCUNINETOKCUN.

TepmiH “Tpuankincunin® osHadae rpyny popmynu-Si(R’)s, Ae koxkHuin R’ aBnge cob0i0 He3anexHo
BuOpaHy Ci-Ce-ankinbHy rpyny. KOHKpeTHUM npuknagom € rpynu, ae R’ asnse coboo metun, etun,
nponin, izonponin, n-6ytun, i30-6ytun, BTOP-6yTun, TpeT-6ytun i neHTun. Binbl KOHKPETHUMMU
npuknagamu € rpynu, ae Bci R’ € ogHakoBumMu, 6inbLu KOHKPETHO, Ae R’ aBnsie coboto meTun.

TepmiH "dhapmaueBTUYHO MPUIRHATHI coni” BIAHOCMTBLCA A0 conen, fAki 36epiraloTb GionoriuHy
€(EKTUBHICTb | BNACTUBOCTI BiNlbHUX OCHOB abo0 BIiNMbHWUX KUCMOT, siKi HE € BionorivHo abo iHLWMM
YMHOM HebaxkaHumu. Coni yTBOPEHi 3 HeopraHiuyHMMKM KUCNOTaMK, TakMMU SK COMSHA KUCNOTa,
OpOMUCTOBOAHEBA KUCNOTA, CipyaHa Kucnota, as3oTHa kucrnota, docdopHa kucnota i T. n.,
NepeBaXkHO, CONSHA KUCNOTA, i OpraHiyHUMKU KUCNOTaMu, TakMMK K OLTOBa KUCMOTAa, MPOMioHOBa
KMcnoTa, rhikoneBa KUCnoTa, MipOBMHOIPagHa KUCHOTa, WABMeBa KMCnoTa, ManeiHoBa KWCnoTa,
MasioHOBa KucnoTa, OyplTMHOBA KMCNoTa, (byMapoBa KUCNOTA, BUHHA KUCIOTA, JIMMOHHA KUCNOTA,
OeH30MHa KWCMOTa, KOpMYHA KUCROTa, MurganbHa KucnoTa, MeTaHcynb(goHoBa KucnoTa,
eTaHcynbOHOBA KUCNOTA, N-TONyoncynbdOoHOoBa KMCAOTA, caniymnosa kucnota, N-aueTunuucTeix i
T. n. Kpim TOro, ui coni moxyTb GyTn oaepxKaHi LUMSAXOM A0AABaHHA HeopraHiyHoi ocHOBKM abo
OpraHiyHoi OCHOBM A0 BiNbHOT kucrnotu. Coni, oaep)aHi 3 HEOpraHiYHMX OCHOB BKMNIOYaKTb, 6e3
0OMEXXEHHS, coni HaTpIto, Kanito, NiTio, aMOHIl0, KanbLito | MarHito i T. n. Coni, oaepxaHi 3 opraHiuHux
OCHOB, BKIMO4YalTh, 6€3 0OMEXEHHs, CONi NEPBUHHUX, BTOPUHHUX i TPETUHHUX aMmiHiB, 3aMillEeHUX
aMiHiB, BKITHOYAKOYM MPUPOAHI 3aMilleHi aMiHKu, UUKNIYHI aMiHM | OCHOBHI iOHOOOMIHHI cMonu, Taki Sk
isonponinamid, TPUMETUNAMIH, AieTUnamiH, TPUeETUNaMiH, TPUNPONiNamiH, eTaHonamiH, Ni3uH, apridiH,
N-eTunninepuaunH, ninepuaund, noniaMiHoBi cMonun i T. N. KOHKpeTHUMKU dhapMauleBTUYHO NPUAHATHUMHA
conamu crnonyk cdopmynu () € coni CONSAHOT KUCNOTU, METaHCYNbAPOHOBOT KACMOTU Ta FIMMOHHOT
KUCMOTHU.

"®apmaueBTUYHO NPUIHATHI edbipn” 03Havae, Wo cnonyku 3aranbHoi dopmynu (I) MoXxyTb ByTH
AepuBaTu3oBaHi 3a (PyHKUiOHaANbLHUMKU TPYNaMun 3 OAepXaHHAM NOXiAHWUX, SKi 34aTHI NepeTBOPUTUCA
Ha3ag B BMXigHI cnonykun B ymoBax in vivo. lpuknagu Takux Cnomnyk BKAYakTb isionorivHo
NPpUAHATHI | MeTaboniyHo nabinbHi  edipHi  noxigHi, Taki sk MeTOKCMMETUNoBi  edpipu,
METUNTIOMETUNOBI edipu | niBanoinokcumetTunosi edipn. HoaaTtkoBo, Oyab-ski  disionorivHo
NPUAHATHI €KBIBANEHTU CNONyK 3aranbHoi popmynu (1), aHanoriyHi metadoniyHo nabinbHUMm edpipam,
SKi 34aTHI NEPETBOPIOBATUCS B BUXIAHI cnonyku 3aransHoi ¢dpopmynu (I) in vivo, BknioveHi B 06’em
JaHoro BUHaxoay.

TepMiH "3axucHa rpyna" osHadae rpyny, sika CEnekTMBHO Onokye peakuiiHo3gaTHy AinsiHKy B
GaratopyHKUiOHANbHIA cnonyui TakMM 4YMHOM, LWIO XiMiYHA peakuis moxe ©OyTu nposeaeHa
CENEKTUBHO B iHLIN He3axULLEHI peakuiiHo3aaTHIn A4inaHUi, B 3HAa4YEHHI 3a3BUYai NOB'A3aHUX 3 HEIO
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B CUMHTETMYHOT XiMii. 3axUCHi rpynu MoxKyTb OyTW BMAAneHi Ha BignoBigHii ctagii. TUNOBI 3aXUCHI
rpynu sIBMsitOTb COBOI0 aMiHO-3aXMCHI rpynu, kapboKCU-3axXUCHI rpynu abo rigpoKCU-3axucCHi rpynu.
KOHKpEeTHI 3axuCHi rpynu siBnsiloTb coboto TpeT-0yTokcnkapboHin (BOC), 6eHsnnokcukapboHin (CBZ
abo Z), dnyopeHinmetTunokcukapboHin (Fmoc) i 6eHsun (Bn). JoaaTKOBO KOHKPETHUMU 3aXUCHUMU
rpynamu € TpeT-6ytokcukap6oHin (BOC) i pnyopeHinmeTunokcukapboHin (Fmoc). binbLl KOHKPETHO
3axXUCHOLO Tpynoto € TpeT-b6yTokcukapboHineHa (BOC) rpyna.

CkopoyeHHs MKM o3Ha4yae MiKpOMOSb | € ekBiBaneHTHUM NO3HAYEHHIO UM,

CKOpPOYEHHS MK 03Ha4ae MIKPORITP i € eKBiBaNneHTHUM MO3HAYEHHIO Ul.

CKOpOYEHHS MKI 03Ha4Yae Mikporpam i € ekBiBasiEHTHUM NO3HAYEHHIO Q.

Cnonyka copmynu (I) MOXe MICTUTU KiNbKa aCUMETPUYHUX LIEHTPIB | MOXe GYyTU NPUCYTHbLOIO Y
¢dopMi ONTUYHO YUCTUX EHAHTIOMEpPIB, CyMIilLen eHaHTIOMEepiB, TakKuX $K, Hanpuknag, pauemarw,
CyMILLEN AiacTepeoi3oMepiB, AiacTepeoizoMepHUX pauemaTis abo cymilen AiactepeoisoMepHux
pauemaris.

3riaHo 3 npaBunamu KaHa - lHronbaga - MNpenora aCUMETPUYHUIA aToM Byrneuw moxe 6ytm "R"
abo "S" koHirypauii.

Takox BTINEHHAM 4aHOro BUHaxXo4y € CNnonyku BianosiaHo ao dopmynu (1), Ak TyT onucaHo, Ta ix
dapmaueBTUYHO NPURHATHI coni abo edbipun, 30kpema cnonyku BianosiaHo Ao dopmynu (1), Sk TyT
ONMUCaHo, Ta iX papMaueBTUUHO NPUAHATHI coni, BinbLU KOHKPETHO CNOMyKX BiANOBIAHO A0 dhopmynu
(), Ak TYT onucaHo.

Y KOHKPETHOMY BTifIEHHi JaHOro BUHaxoay 3anponoHoBaHi cnonyku sianosigHo 4o dopmynu () Ak
TYT ONUCaHo, ae

B naHomy BMHaxodi 3anponoHoBaHi HOBi cnonyku dyopmynu (1)

Ra

O\/W

Re1 Rc

(1

ae

RaBUbGpanun 3 rpynu, Lo CKNagaeTbCa 3 HACTYMHUX;

iy GCi-Ce-ankin,

i) uiaHo-C4-Cs-ankin,

iy Cs-Cs-umknoankin,

iv) rano-Ci-Ce-ankokcm,

v} rano-Ci-Ce-ankin,

vi) apwun, 3amiweHnn Rag, Ra1i Rae,

vii} reTepoumknoankin, samiweHnin Rg, Ra1i Rag, i

viii) retepoapun, 3amiweHnii Ra, Ra1i Raz;

Rs BUBpaHun 3 rpynu, Lo CKNagaeTbCa 3 HACTYMHUX;

iy GCi-Ce-ankin,

iy Cs-Cs-umknoankin,

iy C1-Ce-ankincynbdoHin,

iv) Cs-Cs-umknoankincynbdoHin,

v} Ci-Ce-ankincynbcoHinamido,

vi) Cs-Cs-yuknoankincynsdoHinamiHo,

vii}) amiHokapOoHin,

viii) uiaHo,

iX) rarnoreH,

x) rano-Ci-Cs-ankokcu,

xi) rano-Ci-Ce-ankin,

Xii} reTepoumknoankin, i

Xiii} retepoapun, 3amiweHun ogHum H, Ci-Ce-ankinom abo tpuankincnnin-Ci-Ce-ankokcu-Ci-Ce-
ankinow;

Rci Rc1 He3anexHo BubpaHi 3 rpynu, Wo cknagaeTtbes 3 HaCTYNHUX:

iy H,

i}y Ci-Ce-ankin,

iy Cs-Cs-umknoankin,

iv) rano-Ci-Ce-ankokcm,

10
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v) rano-Ci-Ce-ankin, i
Vi) ranoren;
abo Rei Rc pasom 3 atTomamu BYrneLto, 40 SKUX BOHW NPUEQHAHI, YTBOPIOKTb KiNbLIEBY CUCTEMY,
BUOpaHy 3 rpynu, WO CKNagaeTbCA 3 HACTYMHUX:
5 iy Cs-Cs-umknoankin, samiweHmn ogHum abo geoma 3amiCHUKaMu, HesanexHo subpanHumu 3 H,
C1-Cs-ankiny, rano-C1-Cs-ankokeu, rano-C1-Cs-ankiny i Cs-Ce-Luknoankiny,
i} reTepouumknoankin, samiweHun ogHUm abo ABOMA 3aMiCHMKaMK, HE3anexHo sBudpaHumm 3 H,
C1-Cs-ankiny, rano-C1-Cs-ankokeu, rano-C1-Cs-ankiny i Cs-Ce-Luknoankiny,
i) apwun, 3amiweHnin ogHUM abo gBOMa 3aMiCHUKaMU, He3anekHo BubpaHumu 3 H, ranoreny, C1-
10  Cs-ankiny, rano-Ci-Ce-ankokcu, rano-Cq-Ce-ankiny i Cs-Ces-umknoankiny, i
iv) retepoapun, 3amiweHurn ogHum abo ABOMa 3amiCHUKaMu, HesanexHo BubpaHumn 3 H,
ranoreHy, C1-Cs-ankiny, rano-C+-Cs-ankokcu, rano-C+-Cs-ankiny i Cs-Cs-uuknoarnkiny;
W BubGpaHuii 3 kinbuesux cuctem A, B, C, D, E,Fi G;

2
A ; B
6
A5/A
Rpa4
Rp7 Rp7 N
= = \
NH NH NH
N N N
D ; E ; F ;
Rps
NA
NH
T /
N
G ;
15 Al A3i A*gBensoTtb coboto -CH-, i A2asnse coboto -CRp2-,
A' aBnsie cobolo -N-, A2 apnsie coboto -CRpz-, A3 aBnsie coboto -CH- abo -N-, i A* asnsie cobolo -

CH-,
A, A3i A*aenstoTb coboto -CH-, i A2aBnsie co6oio -N-,
A, A2i A*aensatoTb coboto -CH-, i A3asnsie coboto -N-, abo
20 A'i A3 asnsioTtb coboto -CH-, A2aBnsae coboto -CRpz- | A* aBnsie coboto -N-;
oauH 3 ASi A aBnsie co6oto -NRbps-, a iHwun siBnsie coboto -CRLRw-;
Rp1 BUOpaHun 3 rpynu, O CKNagaeTbCa 3 HACTYMHUX;
iy H,
i}y Ci-Ce-ankin,

11
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i) rano-Ci-Ce-ankokcwm,

iv) rano-Ci-Ce-ankin, i

v} Cs-Cs-uuknoarkiny;

Rpz2 BUOpaHun 3 rpynu, O CKNagaeTbCa 3 HACTYMHUX;
i) H,

i) ranoreH,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHin,
iv) Ci-Ce-ankokcukapOoHin,

v} Ci-Ce-ankinkapboHin,

vi) Cs-Cs-uuknoankinkapOoHin,

vii} Ci-Ce-ankin,

viii) Cs-Cs-Luuknoankin,

ix) riapokcn-C1-Ce-ankokey,

X} rigpokcu-Ci-Cs-ankin(C1-Cs-ankin)amiHo,
xi) rigpokeun-Cq-Ce-ankinamiuo,

xii) riapokcu-C1-Ce-ankin,

xiii) auriapokcn-C1-Ce-ankokey,

xiv) auriapokcun-C1-Cs-ankin(C1-Ce-ankinyamino,
xv) aurigpokceu-C1-Ce-ankinamino,

xvi) auriapoken-C1-Ce-ankin,
xviiyrano-C1-Cs-ankokcu,

xviii) rano-C1-Ce-ankin,

XiX) reTepoumknoankin,

XX) reTepouuknoankinkapOoHin, i

XXi) aMiHOKapOOHin, 3amiLleHnin No aToMy asoTy ogHUM abo gBoma HesanexHo sudpaHumm C1-Ce-
ankinamu;

Rps BUOpaHui 3 rpynu, O CKNagaeTbCa 3 HACTYMHUX;
i) H,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHin,
iy C1-Ce-ankokcukapOoHin,

iv) Ci-Ce-ankinkap6oHin,

v} Cs-Cs-uuknoankinkapOoHin,

vi) Cs-Ce-anin,

vii} Cs-Cs-uuknoanin,

viii) rano-C+-Ce-ankokcu,

ix) rano-C+-Ce-ankin,

X} rigpokcun-Cq-Ce-ankin, i

xi) auriapoken-C1-Ce-ankin,

Rps BUOpaHui 3 rpynu, LLO CKNagacTbCa 3 HACTYMHUX;
i) H,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHin,
iy C1-Ce-ankokcukapOoHin,

iv) Ci-Ce-ankinkap6oHin,

v} Cs-Cs-uuknoankinkapOoHin,

vi) Cs-Ce-anin,

vii} Cs-Cs-uuknoanin,

viii) rano-C+-Ce-ankokcu,

ix) rano-C+-Ce-ankin,

X) retepouuknoankinkapOoHin, i

xi) amMiHokapOOHin, 3amilleHnn No aToMy asoTy ogHUM abo gBoma HesanexHo sudpaHumm C1-Ce-
ankinamu;
Ros, Rps i Ro7 HE3anexkHo BUBpaHi 3 rpynu, WO CKNagaeTbCs 3 HACTYMHUX;

iy H,

i}y Ci-Ce-ankin,

i) C1-Ce-ankoken,

iv) rano-Ci-Ce-ankokcm,

v} rano-Ci-Ce-ankin,

vi) Cs-Cs-uuknoankin, i

vii} Cs-Cs-LLMKNOArnkoKkcu;

Rps BUOpaHui 3 rpynu, LLO CKNagacTbCa 3 HACTYMHUX;

12
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iy H,

i}y Ci-Ce-ankin,

iiiy C1-Ce-ankokcu

iv) rano-Ci-Ce-ankokcu,

v} rano-Ci-Ce-ankin,

vi) Cs-Cs-uuknoankin,

vii} C1-Ce-ankokcun-C1-Ce-ankinkapOoHin,

viii) C1-Ce-ankokcukap6oHin,

ix) Ci-Ce-ankinkap6oHin,

x}  Cs-Cs-umnknoankinkapOoHin,

Xi) retepouuknoankinkapOoHin, i

Xii) aMmiHokapOOHin, 3amiLleHnn No aToMy asoTy ogHUM abo gBoma HesanexHo sudpaHumm C1-Ce-
ankinamu;

Rc BUBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:

iy H,

iy Ci-Ce-ankoken,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHinamiHo-C1-Cs-ankin,

iv) C1-Cs-ankokcu-C1-Ces-ankinkapboHin(C1-Ces-ankin)amiHo-C1-Ce-ankin,

v} Ci-Ce-ankokcukapOoHin,

vi) Cs-Ce-anin,

vii} C1-Ce-ankincynboHin,

viii) Cs-Cs-LuknoankincynsdoHin,

ix) kapbokcw,

X} uiaHo,

xi) Cs-Cs-umknoanin,

xii) Cs-Cs-LuMKnoankokcy,

xiii) Cs-Cs-umknoankinkap6oHinamiHo-C1-Cs-ankin,

xiv) Cs-Cs-unknoankinkapooHin(C1-Cs-ankin)amiHo-C1-Cs-ankin,

xv} Ci-Ce-ankinkap6oHinamiHo-C1-Cs-ankin,

xvi) C1-Cs-ankinkapboHin(C+-Ces-ankin)amiHo-C1-Ce-ankin,

xviiyrano-C1-Ce-ankin,

xviii) rano-Ci-Ce-ankokeu,

XiX) ranoreH,

XX} rigpokcu,

Xxi) aMmiHOkapOOHin, 3amiweHun no atomy asoty Rni Ro,

xxii)aMmiHokapBoHin-C1-Ce-ankokcu, 3amileHuin no atomy asoty Rni Ro,

Xxiii) retepoapun, 3amileHunii ogHum H, C1-Cs-ankinom, Cs-Cs-uuknoankinom, rano-Ci-Ce-
ankinom, rano-Cq-Cs-ankokcu, 6eHsunom abo apunom, ae GeH3un i apun 3amilleHi 0agHUM-TpbOMA
3amicHukamu, HesanexHo BubpaHumu 3 H, Ci-Ce-ankiny, Cs-Cs-umknoankiny, rano-Ci-Ce-ankiny i
rano-C1-Ce-ankokcm,

XXiv) rerepoumknoankin-Ci-Cs-ankokcu, 3amiwieHmn ogHum H, Ci-Ce-ankinom, Csz-Cs-
yuknoankinom, rano-C+-Ce-ankinom, rano-Cq-Cs-ankokcu, 6eHsunom abo apunom, ae 6eH3un i apun
3aMilleHi OAQHMM-TPbOMAa 3aMiCHMKaMu, HesanexHo BubpaHumm 3 H, Ci-Ce-ankiny, Cs-Cs-
uuknoankiny, rano-C+-Cs-ankiny i rano-C1-Ce-ankokcm, i

xxv)retepouuknoarnkin-Ci-Ce-ankin, 3amiweHun ogHum H, Ci-Cs-ankinom, Cs-Cs-LuKnoankinom,
rano-Ci1-Ce-ankinom, rano-Ci-Ce-ankokcu, 6eHsunom abo apunom, ae 6eH3un i apun 3amilleHi
OQHUM-TPbOMA 3aMiCHMKaMK, He3anexkHo BubpaHumm 3 H, C1-Ces-ankiny, Csz-Cs-uunknoankiny, rano-Cs-
Ce-ankiny i rano-C1-Ces-ankokcu;

Ra1i Raz He3anekHo BuOpaHi 3 rpynu, WO CKNagacTbes 3 HACTYMHUX;

iy H,

i) ranoreH,

i) C1-Ce-ankin,

iv) Cs-Cs-umknoankin,

v) rano-Ci-Ce-ankoken, i

vi) rano-Ci-Cs-ankin;

RLi RwHesanexHo BubpaHi 3 rpynu, WO CKNagaeTbes 3 HACTYMHUX;

iy H,i

iy Ci-Ce-ankinm;

Rn BMOpaHWiA 3 rpynu, WO CKNAaZaeTbeCs 3 HACTYMHMUX;

xii) H,
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xiii} C1-Cs-ankokeu,

xiv) C1-Cs-ankokcu-C1-Ce-ankin,

xv) C1-Cs-ankokcmkap6oHrin-C1-Cs-ankin,
xvi) C1-Ces-ankin,
xvii)kapBokeu-C1-Ce-ankin,

xviii) Cs-Cs-Uuknoankin,

xix) Cs-Cs-uynknoankin-C1-Ce-ankin,

XX) riapokcu-C1-Ce-ankin,

xXi) dpeHin, i
xxii)reTepoapun-C1-Ces-ankin;

Ro BuBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:
i) H,i

iy Ci-Ce-ankinm;

abo Rni Ro pasom 3 aToMOM a3oTy, 40 SIKOTO BOHM NPUELHAHI, YTBOPIOIOTb F€TEPOLMKINOankin;

abo ix hapmaueBTUYHO MPUIRHATHI COni.

B iHWOMY BTiNeHHi B 4aHOMY BMHAX0Ai 3anponoHOBaHi HOBI cnonyku dopmynu (1)

Ra

O\/W

Re1 Rc

(1
ae
RaBUbGpanun 3 rpynu, Lo CKNagaeTbCa 3 HACTYMHUX;
iy GCi-Ce-ankin,
i) uiaHo-C4-Cs-ankin,
iy Cs-Cs-umknoankin,
iv) rano-Ci-Ce-ankokcm,
v} rano-Ci-Ce-ankin,
vi) apwun, 3amiweHnn Rag, Ra1i Rae,
vii} reTepoumknoankin, samiweHnnin Rg, Ra1i Rag, i
viii) retepoapun, 3amiweHnii Ra, Ra1i Raz;
Rs BUBpaHun 3 rpynu, Lo CKNagaeTbCa 3 HACTYMHUX;
iy GCi-Ce-ankin,
iy Cs-Cs-umknoankin,
iy C1-Ce-ankincynbdoHin,
iv) Cs-Cs-umknoankincynbdoHin,
v} Ci-Ce-ankincynbcoHinamido,
vi) Cs-Cs-yuknoankincynsdoHinamiHo,
vii}) amiHokapOoHin,
viii) uiaHo,
iX) rarnoreH,
x) rano-Ci-Cs-ankokcu,
xi) rano-Ci-Ce-ankin,
Xii} reTepoumknoankin, i

Xiii} retepoapun, 3amiweHun ogHum H, Ci-Ce-ankinom abo tpuankincnnin-Ci-Ce-ankokcu-Ci-Ce-
ankin;

Rci Rci HesanexxHo BubpaHi 3 rpynu, Wo CKnagaeTbes 3 HACTYMHUX:

iy H,

i}y Ci-Ce-ankin,

iy Cs-Cs-umknoankin,

iv) rano-Ci-Ce-ankokcm,

v) rano-Ci-Ce-ankin, i

Vi) ranoren;

abo Re i Rcpasom 3 atomamu Byrneuto, 40 SKUX BOHU NPUESHAaHI, YTBOPIOKOTb KifbLEBY CUCTEMY,
BMOpaHy 3 rpynu, WO CKNagaeTbCsa 3 HACTYNHUX:

iy Cs-Cs-umknoankin, samilieHun ogHum abo gBoma 3amiCHMKaMu, He3anexxHo BubpaHumu 3 H,
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C1-Cs-ankiny, rano-C1-Cs-ankokeu, rano-C1-Cs-ankiny i Cs-Ce-Luknoankiny,

i} reTepoumknoankin, samiweHun ogHUM abo ABOMA 3aMiCHMKaMK, HE3aneXHo BubpaHummu 3 H,
C1-Cs-ankiny, rano-C1-Cs-ankokeu, rano-C1-Cs-ankiny i Cs-Ce-Luknoankiny,

i) apwun, 3amiweHnin ogHUM abo gBoma 3aMiCHUKaMU, He3anekHo BubpaHumu 3 H, ranoreny, C1-
Ce-ankiny, rano-Ci-Cs-ankokcu, rano-Gq-Ce-ankiny i Cs-Cs-umknoankiny, i

iv) retepoapun, 3amiweHurn ogHum abo ABOMa 3amiCHUKaMu, HesanexHo BubpaHumn 3 H,
ranoreHy, C1-Cs-ankiny, rano-C+-Cs-ankokcu, rano-C+-Cs-ankiny i Cs-Cs-uuknoarnkiny;

W BubGpaHuii 3 kinbuesux cuctem A, B, C, Di E;

A2
3
y fos A
O 4
\ = \H
N
\ \N/NH \N/
Rp4
A : B ; C ;

6
A
A5/
Rp4
T N
/ /NH
N SN
D ; E

A, A3i A*asnsatoTb coboto -CH-, i A2aensie coboto -CRpez-,

A' sBnsie coboto -N-, A2 aBnsie coboto -CRp2-, A® aBnsie coboto -CH- abo -N-, i A* aBnsie cobolo -
CH-,

Al A3i A*gBensioTb coboto -CH-, i A2aBnsie coboto -N-,

Al AZi A*gBnsaioTb coboto -CH-, i A% aBnsie coboto -N-, abo

A'li A aensoTb coboto -CH-, A2aesnae coboto -CRpz-, | A* aBnsae coboro -N-;

oauH 3 A%i A% aBnsie coboto -NRbs-, a iHwuii sBnsie coboto -CRLRwm-;

Rp1 BUOpaHun 3 rpynu, O CKNagaeTbCa 3 HACTYMHUX;

i) H,

i}y Ci-Ce-ankin,

i) rano-Ci-Ce-ankokcwm,

iv) rano-Ci-Ce-ankin, i

v} Cs-Cs-uuknoarkiny;

Rpz2 BUOpaHun 3 rpynu, O CKNagaeTbCa 3 HACTYMHUX;

i) H,

i) ranoreH,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHin,

iv) Ci-Ce-ankokcukapOoHin,

v} Ci-Ce-ankinkapboHin,

vi) Cs-Cs-uuknoankinkapOoHin,

vii} Ci-Ce-ankin,

viii) Cs-Cs-Luuknoankin,

ix) riapokcn-C1-Ce-ankokey,

X} rigpokcu-Ci-Cs-ankin(C1-Cs-ankin)amiHo,

xi) rigpokeun-Cq-Ce-ankinamiuo,
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xii) riapokcu-C1-Ce-ankin,

xiii) auriapokcn-C1-Ce-ankokey,

xiv) auriapokcun-C1-Cs-ankin(C1-Ce-ankinyamino,

xv) aurigpokceu-C1-Ce-ankinamino,

xvi) auriapoken-C1-Ce-ankin,

xviiyrano-C1-Cs-ankokcu,

xviii) rano-C1-Ce-ankin,

XiX) reTepoLmkioarnkin,

XX) reTepouuknoankinkapOoHin, i

XXi) aMiHOKapOOHin, 3amiLleHnin No aToMy asoTy ogHUM abo gBoma HesanexHo sudpaHumm C1-Ce-
ankinamu;

Rps BUOpaHui 3 rpynu, O CKNagaeTbes 3 HACTYMHUX;

i) H,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHin,

iy C1-Ce-ankokcukapOoHin,

iv) Ci-Ce-ankinkap6oHin,

v} Cs-Cs-uuknoankinkapOoHin,

vi) Cs-Ce-anin,

vii} Cs-Cs-uuknoanin,

viii) rano-C+-Ce-ankokcu,

ix) rano-C+-Ce-ankin,

X} rigpokcun-Cq-Ce-ankin, i

xi) auriapoken-C1-Ce-ankin,

Rps BUOpaHui 3 rpynu, LLO CKNagacTbCa 3 HACTYMHUX;

i) H,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHin,

iy C1-Ce-ankokcukapOoHin,

iv) Ci-Ce-ankinkap6oHin,

v} Cs-Cs-uuknoankinkapOoHin,

vi) Cs-Ce-anin,

vii} Cs-Cs-uuknoanin,

viii) rano-C+-Ce-ankokcu,

ix) rano-C+-Ce-ankin,

X) retepouuknoankinkapOoHin, i

xi) amMiHokapOOHin, 3amilleHnn No aToMy asoTy ogHUM abo gBoma HesanexHo sudpaHumm C1-Ce-
ankinamu;

Ros, Rps i Ro7 HE3anexkHo BUOpaHi 3 rpynu, L0 CKNagaeTbes 3 HACTYMHUX;

i) H,

i}y Ci-Ce-ankin,

iiiy C1-Ce-ankokcu

iv) rano-Ci-Ce-ankokcm,

v} rano-Ci-Ce-ankin,

vi) Cs-Cs-uuknoankin, i

vii} Cs-Cs-LiuKnoarnkokcu,

Rc BUBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:

i) H,

iy Ci-Ce-ankoken,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHinamiHo-C1-Cs-ankin,

iv) C1-Cs-ankokcu-C1-Ces-ankinkapboHin(C1-Ces-ankin)amiHo-C1-Ce-ankin,

v} Ci-Ce-ankokcukapOoHin,

vi) Cs-Ce-anin,

vii} C1-Ce-ankincynboHin,

viii) Cs-Cs-LuknoankincynsdoHin,

ix) kapbokcw,

X} uiaHo,

xi) Cs-Cs-umknoanin,

xii) Cs-Cs-LuMKnoankokcy,

xiii) Cs-Cs-umknoankinkap6oHinamiHo-C1-Cs-ankin,

xiv) Cs-Cs-unknoankinkapooHin(C1-Cs-ankin)amiHo-C1-Cs-ankin,

xv} Ci-Ce-ankinkap6oHinamiHo-C1-Cs-ankin,
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xvi) C1-Cs-ankinkapboHin(C+-Ces-ankin)amiHo-C1-Ce-ankin,

xviiyrano-C1-Ce-ankin,

xviii) rano-Ci-Ce-ankokeu,

XiX) ranoreH,

XX) aMiHokapOoHin, 3amiweHnn no atomy asoty Rni Ro,

xxi) aMmiHokapBoHin-C1-Ce-ankokcu, 3amileHui no atomy asoty Rni Ro,

xxiiyreTepoapun, 3amiweHunin ogHum H, C1-Ce-ankinom, Cs-Ce-yuknoarnkinom, rano-C1-Ce-ankinom,
rano-Ci-Ce-ankokcu, OeHaunom abo apunom, ae OeH3un i apun 3amilweHi ogHUM-TpbOMa
samicHukamy, HesanexHo Bubpanumu 3 H, Ci-Ce-ankiny, Cs-Cs-uuknoankiny, rano-Ci-Ce-ankiny
irano-C1-Cs-ankokcu,

Xxiii) retepouuknoankin-Ci-Ce-ankokcu, 3amilleHuin oauum H, Ci-Ce-ankinom, Cs-Cs-
yuknoankinom, rano-C+-Ce-ankinom, rano-Cq-Cs-ankokcu, 6eHsunom abo apunom, ae 6eH3un i apun
3aMilleHi OAQHMM-TPbOMAa 3aMiCHMKaMu, HesanexHo BubpaHumm 3 H, Ci-Ce-ankiny, Cs-Cs-
uuknoankiny, rano-C+-Cs-ankiny i rano-C1-Ce-ankokcm, i

XXiV) retepouuknoankin-Ci-Ce-ankin, 3amiwenun oaHum H, Ci-Ce-ankinom, Cs-Cs-
yuknoankinom, rano-C+-Ce-ankinom, rano-Cq-Cs-ankokcu, 6eHsunom abo apunom, ae 6eH3un i apun
3aMilleHi OAQHMM-TPbOMAa 3aMiCHMKaMu, HesanexHo BubpaHumm 3 H, Ci-Ce-ankiny, Cs-Cs-
yuknoankiny, rano-C+-Cs-ankiny i rano-Ci-Cs-ankokcu;

Ra1i Raz He3anekHo BuOpaHi 3 rpynu, WO CKNagacTbes 3 HACTYMHUX;

iy H,

i) ranoreH,

i) C1-Ce-ankin,

iv) Cs-Cs-umknoankin,

v) rano-Ci-Ce-ankoken, i

vi) rano-Ci-Cs-ankin;

RLi RwHesanexHo BubpaHi 3 rpynu, WO CKNagaeTbes 3 HACTYMHUX;

iy H,i

iy Ci-Ce-ankinm;

Rn BMOpaHWiA 3 rpynu, WO CKNAaZaeTbeCs 3 HACTYMHMUX;
iy H,

iy Ci-Ce-ankoken,

iy C1-Ce-ankokcu-C1-Ces-ankin,

iv) Ci-Ce-ankokcukap6oHin-C+-Ce-ankin,

v) Cs-Ce-anin,

vi}) kap6okcu-Cq-Ce-ankin,

vii} Cs-Cs-uuknoanin,

viii) Cs-Cs-uuknoankin-C1-Ce-ankin,

ix) riapokcn-C1-Ce-ankin,

X} deHin, i

xi} retepoapun-Ci-Ces-ankin;

Ro BuBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:

iy H,i

iy Ci-Ce-ankinm;

abo Rni Ro pasom 3 aToMOM a3oTy, 40 SIKOTO BOHM NPUELHAHI, YTBOPIOIOTb F€TEPOLMKINOankin;

abo ix hapmaueBTUYHO MPUIRHATHI COni.

Y KOHKPETHOMY BTIifIEHHI JAaHOr0 BMHaxo4y 3anponoHoBaHi cnonyky BignosigHo ao cdopmynu (1) sk
TYT ONUCaHo, ae

RaBUbGpanun 3 rpynu, Lo CKNagaeTbCa 3 HACTYMHUX;

iy GCi-Ce-ankin,

i) uiaHo-C4-Cs-ankin,

iy Cs-Cs-umknoankin,

iv) apwun, 3amiweHnin Rg i Ra,

V) reTepouumknoankin, samiweHnin Rgi Rar, i

vi) reTepoapun, 3aMiweHnii Rai Rar;

Rs BUBpaHun 3 rpynu, Lo CKNagaeTbCa 3 HACTYMHUX;

iy GCi-Ce-ankin,

iy C1-Ce-ankincynbdoHin,

iy C1-Ce-ankincynbdoHinamino,

iv) amiHokapOoHin,

v} uiaHo,
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Vi) ranoreH,

vii) reTepouuknoankin, i

viii) retepoapun, 3amiweHnn ogium H, Ci-Ce-ankinom ato tpuankincunin-Ci-Cs-ankoken-C1-Ce-

ankinow;

5 Rc1 aBnse coboro H i Rc BUBpaHuit 3 rpynu, WO cknagaeTbesa 3 HACTYNHUX;

iy H,

iy Ci-Ce-amkin, i

i)y ranoren;

abo Rei Rc pasom 3 atTomMamu BYrneLto, 40 SKUX BOHW MPUEQHAHI, YTBOPIOKOTL KiMbLEBY CUCTEMY,
10 BMOpaHy 3 rpynu, Lo CKNagaeTbCs 3 HACTYMHUX;

i} reTepouumknoankin, saMilleHui ogHuM abo ABOMA 3amiCHUKaMu, He3anexHo subpaHnmm 3 H i

C1-Ces-ankiny, i
iy retepoapun, 3aMmilleHUn ogHuM abo ABOMA 3aMiCHUKaMK, HedanexkHo Bubpanumn 3 H i C1-Ce-
ankiny;
15 W BubGpaHuii 3 kinbuesux cuctem A, B, C, Di E;
2
A ; B
6
AS/A
Rps4
Rp7 Rp7 N
NH NH NH
N N N
D : E : F ;

A, A3i A*asnsatoTb coboto -CH-, i A2aensie coboto -CRpez-,
A' aBnsie coboto -N-, A2 aense cobor -CRpz-, AS asnsie coboro -CH- abo -N-, i A* anse coboto -
CH-,
20 A, A3i A*asnsatoTb coboto -CH-, i A2aensie coboto -N-, abo
A'i A2 asnsiotb coboto -CH-, A2aBnsie coboto -CRpz-, | A* aBnsie coboto -N-;
oauH 3 ASi A aBnsie co6oto -NRbps-, a iHwun siBnsie coboto -CRLRw-;
Rp+1 saBnse coboto C1-Ce-ankin;
Rpz2 BUOpaHun 3 rpynu, O CKNagaeTbCa 3 HACTYMHUX;
25 iy H,
i) ranoreH,
iy riapokcn-C1-Ce-ankokey,
iv) riapokcun-C1-Ce-ankin(C1-Ce-ankinyamiHo,
v) rigpokcun-C1-Ce-ankinamiuo,
30 vi) pwurigpokcn-C1-Cs-ankokeu,
vii} purigpokcn-C1-Cs-ankin(C1-Ce-ankin)amiHo, i
viii) reTepoumknoankin;
Rps BUOpaHui 3 rpynu, O CKNagaeTbCa 3 HACTYMHUX;
iy H,
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iy C1-Ce-ankokcu-C1-Ce-ankinkapboHin,

iy C1-Ce-ankokcukapGoHin, i

iv) Ci-Ce-ankinkap6oHin;

Rps BUOpaHui 3 rpynu, O CKNagaeTbCs 3 HACTYMHUX:

iy H,

iy C1-Ce-ankokcukapOoHin,

i) reTepoumknoankinkapboxin,

iv) amiHokapOOHin, 3aMilleHnit No atomy a3oTy ogHMM abo ABOMa HesanexHo BubpaHumn C1-Ce-

ankinamm, i

V) apun, 3amilleHMin OJHMM-TPbOMAa 3aMmiCHUKamMu, HesanexxkHo BubpanHumu 3 H, Ci-Cs-ankiny,

Cs-Cs-umnknoankiny, rano-C1-Ce-ankiny i rano-C1-Ce-ankokcu,

Rc BUBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:
iy H,
iy Ci-Ce-ankoken,
iy C1-Ce-ankokcu-C1-Ce-ankinkapboHinamiHo-C1-Cs-ankin,
iv) C1-Cs-ankokcu-C1-Ces-ankinkapboHin(C1-Ces-ankin)amiHo-C1-Ce-ankin,
v} Ci-Ce-ankokcukapOoHin,
vi) Cs-Ce-anin,
vii} C1-Ce-ankincynboHin,
viii) kapbokcwm,
ix) uiaHo,
X}  Cs-Cs-uMKnoankokcy,
xi} Cs-Cs-umknoankinkap6oHinamiHo-C1-Cs-ankin,
xii) Cs-Cs-ynknoankinkap0oHin(C1-Cs-ankin)amiHo-C1-Cs-ankin,
xiiiy rano-C1-Ce-ankin,
Xiv) ranoreH,
XV) rigpokeu,
Xvi) aMmiHOkapBoHin, 3amiweHnn no atomy asoty Rni Ro,
xviiyaMmiHokapBoHin-C1-Ce-ankokcu, 3amilleHuin no atomy asoty Rni Ro,
Xviii} rerepoapwun, 3amieHnin ogHum H abo C+-Ces-ankinom,
xix) retepouuknoankin-Ci-Ce-ankokcu, 3amieHuin ogHum H abo C1-Ce-ankinom, i
xx) retepouuknoankin-Ci-Ce-ankin, 3amiweHun ogium H abo C1-Ce-ankinom;
Ra1i Raz He3anekHo BuOpaHi 3 rpynu, WO CKNagacTbes 3 HACTYMHUX;
iy H,
i) ranoreH,
i) Ci-Ce-amkin, i
iv) rano-Ci-Ce-ankokcu;
RLi Rm siBnsitotTh coboio H;
Rn BMOpaHWiA 3 rpynu, WO CKNAaZaeTbeCs 3 HACTYMHMUX;
iy H,
iy Ci-Ce-ankoken,
iy C1-Ce-ankokcu-C1-Ces-ankin,
iv) Ci-Ce-ankokcukap6oHin-C+-Ce-ankin,
v) Cs-Ce-anin,
vi}) kap6okcu-Cq-Ce-ankin,
vii} Cs-Cs-uuknoanin,
viii) Cs-Cs-uuknoankin-C1-Ce-ankin,
ix) riapokcn-C1-Ce-ankin,
X} deHin, i
xi} retepoapun-Ci-Ces-ankin;
Ro BuBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:
iy H,i
iy Ci-Ce-ankinm;
abo Rni Ro pasom 3 aToMOM a3oTy, 40 SIKOTO BOHM NPUEAHAHI, YTBOPIOIOTh FETEPOLMKIOAanKin;
abo ix hapmaueBTUYHO MPUIRHATHI COni.
Y KOHKPETHOMY BTIfIEHHI AaHOrO BUHaXoAy 3anponoHOoBaHi cnonyku sianosigHo ao copmynu (1)

AK TYT ONUCaHo, e

RaBUbGpanun 3 rpynu, Lo CKNagaeTbCa 3 HACTYMHUX;
iy GCi-Ce-ankin,
i) uiaHo-C4-Cs-ankin,

19



10

15

20

25

30

UA 123362 C2

iy Cs-Cs-umknoankin,

iv) apwun, 3amiweHnin Rg i Ra,

V) reTepouumknoankin, samiweHnin Rgi Rar, i

vi) reTepoapun, 3aMiweHnii Rai Rar;

Rs BUBpaHun 3 rpynu, Lo CKNagaeTbCa 3 HACTYMHUX;

iy GCi-Ce-ankin,

iy C1-Ce-ankincynbdoHin,

iy C1-Ce-ankincynbdoHinamino,

iv) amiHokapOoHin,

v} uiaHo,

Vi) ranoreH,

vii) reTepouuknoankin, i

viii) retepoapun, 3amiweHnn ogium H, Ci-Ce-ankinom ato tpuankincunin-Ci-Cs-ankoken-C1-Ce-
ankinow;

Rc1 aBnse coboto H, i Rc BubpaHuii 3 rpynu, WO CKNagaeTbes 3 HACTYMHUX;

iy H,

iy Ci-Ce-amkin, i

i)y ranoren;

abo Rei Rc pasom 3 atTomMamu BYrneLto, 40 SAKMX BOHU NPUEQHAHI, YTBOPIOKOTL KiNbLEBY CUCTEMY,
BMOpaHy 3 rpynu, Lo CKNagaeTbCs 3 HACTYMHUX;

i} reTepouumknoankin, saMilleHui ogHuM abo gBoma 3amiCHUKaMK, He3anexHo BudpaHumu 3 H i
C1-Ces-ankiny, i

iy retepoapun, 3aMmilleHnn ogHuM abo ABOMA 3aMiCHUKaMK, HedanexkHo BubpaHumm 3 H i C1-Ce-
ankiny;

W BubGpaHuii 3 kinbuesux cuctem A, B, C, Di E;

2
3/A
H '/A, Sa!
N o o A
N —— = N
\ ~ M
N NH
\ \N/ \N/
Rp1
A : B ; C ;

6
A
A5/
Rps4
Z" “NH =
/ /NH
N =
D ; E

ki ki

Al A3i A*gBensoTtb coboto -CH-, i A2asnse coboto -CRp2-,

A' aBnsie coboto -N-, A2 aense coboto -CRpz-, A® aBnsie coboto -CH- abo -N-, i A* gaBnse cobolo -
CH-,

A, A3i A*asnsatoTb coboto -CH-, i A2aensie coboto -N-, abo

A'i A2 asnsiotb coboto -CH-, A2aBnsie coboto -CRpz-, | A* aBnsie coboto -N-;

oauH 3 ASi A aensie co6oto -NRbps-,a iHwuin siensie coboto -CRLRwm-;

Rp+1 saBnse coboto C1-Ce-ankin;

Rpz2 BUOpaHun 3 rpynu, WO CKNagaeTbes 3 HACTYMHUX;
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ranore,
riapokcu-Ci-Ce-ankokcu,

iv) riapokcun-C1-Ce-ankin(C1-Ce-ankinyamiHo,
riapokcu-Ci-Ce-ankinamiHo,

vi) purinpokcn-C1-Cs-ankokeu,

vii} purigpokcn-C1-Cs-ankin(C1-Ce-ankin)amiHo, i

viii) reTepoumknoankin;

Rps BUOpaHui 3 rpynu, O CKNagaeTbCa 3 HACTYMHUX:

H!

C1-Ce-ankokcun-C1-Ce-ankinkapOoHin,
C1-Cs-ankokcukapboHin, i

iv) Ci-Ce-ankinkap6oHin;

Rps BUOpaHui 3 rpynu, LLO CKNagacTbCa 3 HACTYMHUX;

H!

C1-Cs-ankokcukapOoHin,
rerepoumknoankinkapboHin, i

ankinamu;
Rc BUBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:

i)
i)
ii)

iv) C1-Cs-ankokcu-C1-Ces-ankinkapboHin(C1-Ces-ankin)amiHo-C1-Ce-ankin,

v)

ix) uiaHo,

X)

H!

C1-Cs-ankokcu,
C1-Ce-ankokcun-C1-Ce-ankinkapboninamiHo-C1-Cs-ankin,

C1-Cs-ankokcukapOoHin,
vi) Cs-Ce-anin,

vii} C1-Ce-ankincynboHin,
viii) kapbokcwm,

Cs-Cs-LMKnoankokcu,

xi} Cs-Cs-umknoankinkap6oHinamiHo-C1-Cs-ankin,

xii) Cs-Cs-ynknoankinkap0oHin(C1-Cs-ankin)amiHo-C1-Cs-ankin,
xiiiy rano-C1-Ce-ankin,

Xiv) ranoreH,

XV) rigpokeu,

Xvi) aMmiHOkapBoHin, 3amiweHnn no atomy asoty Rni Ro,
xviiyaMmiHokapBoHin-C1-Ce-ankokcu, 3amilleHuin no atomy asoty Rni Ro,

Xviii} rerepoapwun, 3amieHnin ogHum H abo C+-Ces-ankinom,

xix) retepouuknoankin-Ci-Ce-ankokcu, 3amieHuin ogHum H abo C1-Ce-ankinom, i
xx) retepouuknoankin-Ci-Ce-ankin, 3amiweHun ogium H abo C1-Ce-ankinom;
Ra1i Raz He3anekHo BubpaHi 3 rpynu, WO CKNagaeTbes 3 HACTYMHUX;
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iy H,

i) ranoreH,

i) Ci-Ce-amkin, i

iv) rano-Ci-Ce-ankokcu;

RLi Rm siBnsitotTh coboio H;

Rn BMOpaHWiA 3 rpynu, WO CKNAaZaeTbeCs 3 HACTYMHMUX;
xii) H,

xiii} C1-Cs-ankokeu,

xiv) C1-Cs-ankokcu-C1-Ce-ankin,

xv) C1-Cs-ankokcmkap6oHrin-C1-Cs-ankin,

xvi) C1-Ces-ankin,

xvii)kapBokeu-C1-Ce-ankin,

xviii) Cs-Cs-Uuknoankin,

xix) Cs-Cs-uynknoankin-C1-Ce-ankin,

XX) riapokcu-C1-Ce-ankin,

xXi) dpeHin, i

xxii)reTepoapun-C1-Ces-ankin;

Ro BuBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:
i) H,i
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iy Ci-Ce-ankinm;
abo Rni Ro pasom 3 aToMOM a3oTy, 40 SIKOTO BOHM NPUELHAHI, YTBOPIOIOTb FETEPOLMKIIOAanKin;
abo ix hapmaueBTUYHO MPUIRHATHI COni.
Y KOHKPETHOMY BTIfIEHHI AaHOrO BUHaXoAy 3anponoHOoBaHi cnonyku sianosigHo ao copmynu (1)
5 8K TyT onucaHo, ge
RaBUbGpanun 3 rpynu, Lo CKNagaeTbCa 3 HACTYMHUX;
iy GCi-Ce-ankin,
i) uiaHo-C4-Cs-ankin,
iy Cs-Cs-umknoankin,
10 iv) apwun, 3amiweHnin Rg i Ra,
V) reTepouumknoankin, samiweHnin Rgi Rar, i
vi) reTepoapun, 3aMiweHnii Rai Rar;
Rs BUBpaHun 3 rpynu, Lo CKNagaeTbCa 3 HACTYMHUX;
iy GCi-Ce-ankin,
15 iy C1-Ce-ankincynbdoHin,
iy C1-Ce-ankincynbdoHinamino,
iv) amiHokapOoHin,
v} uiaHo,
Vi) ranoreH,
20 vii) reTepouuknoankin, i
viii) retepoapun, 3amiweHnn ogium H, Ci-Ce-ankinom ato tpuankincunin-Ci-Cs-ankoken-C1-Ce-
ankinow;
Rc1 aBnse coboto H, i Rc BubpaHuii 3 rpynu, WO CKNagaeTbes 3 HACTYMHUX;
iy H,
25 iy Ci-Ce-amkin, i
i)y ranoren;
abo Rei Rc pasom 3 atTomMamu BYrneLto, 40 SKUX BOHU NPUEAHAHI, YTBOPIOKOTb KiNbLEBY CUCTEMY,
BMOpaHy 3 rpynu, Lo CKNagaeTbCs 3 HACTYMHUX;
i} reTepouumknoankin, saMilleHui ogHuM abo gBoma 3amiCHUKaMK, He3anexHo BudpaHumu 3 H i
30  Ci-Ce-anxiny, i
i} reTepoapun, 3aMmilleHUn ogHuM abo ABOMA 3aMiCHUKaMK, HedanexkHo Bubpanumn 3 H i C1-Ce-
ankiny;
W BubGpaHuii 3 kinbuesux cuctem A, B, C, Di E;

2
A
3.~
; Pf
o) 4
\ = \H
N NH
\ \N/ \N/
Rp1
A : B ; C ;
6
A5/A
Rpa
" “NH =
/ /NH
—_— -
N N
D ; E ;
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Al A3i A*asnaoTb coboto -CH-, i A2aensae coboto -CRpz-,

A' sBnsie coboto -N-, A2 aBnsie coboto -CRp2-, A® aBnsie coboto -CH- abo -N-, i A* aBnsie cobolo -

CH-,

Al A3i A*gBensioTtb coboto -CH-, i A2asnsie coboto -N-, abo

A'li A aensoTb coboto -CH-, A2aesnae coboto -CRpz-, | A* aBnsae coboro -N-;
oauH 3 A%i A% aBnsie coboto -NRps- a iHWui siBnsie coboto -CRLRwm-;

Rp+1 saBnse coboto C1-Ce-ankin;

Rpz2 BUOpaHun 3 rpynu, O CKNagaeTbes 3 HACTYMNHUX:

i)
i)
ii)

H!
ranoreH,
riapokcu-Ci-Ce-ankokcu,

iv) riapokcun-C1-Ce-ankin(C1-Ce-ankinyamiHo,

v)

riapokcu-Ci-Ce-ankinamiHo,

vi) purinpokcn-C1-Cs-ankokeu,

vii} purigpokcn-C1-Cs-ankin(C1-Ce-ankin)amiHo, i

viii) reTepoumknoankin;

Rps BubpaHum 3 rpynu, WO CKNagaeTbCsl 3 HACTYMHUX;

i)
i)
ii)

iv)

H!
C1-Ce-ankokcun-C1-Ce-ankinkapOoHin,
C1-Cs-ankokcukapboHin, i
C1-Cs-ankinkapboHin;

Rps BUOpaHui 3 rpynu, LLO CKNagacTbCa 3 HACTYMHUX;

i)
i)
ii)

iv)

H!
C1-Cs-ankokcukapOoHin,
rerepoumknoankinkapboHin, i

aMiHokapOOoHin, 3aMileHuit No atomy asoTy ogHUM abo ABoMa HesanexHo BubpaHumm Cq-Ce-

ankinamu;
Rc BUBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:

i)

ii)
iii)
iv)
v)
Vi)

H,

C1-Cs-ankokcu,
C1-Ce-ankokcun-C1-Ce-ankinkapboninamiHo-C1-Cs-ankin,
C1-Cs-ankokcu-C1-Cg-ankinkap6oHin(C-Ce-ankin)amiHo-C1-Cs-ankin,
C1-Cs-ankokcukapOoHin,

C1-Ce-ankin,

vii} C1-Ce-ankincynboHin,
viii) kapbokcwm,
ix) uiaHo,

X)

Cs-Cs-LMKnoankokcu,

xi} Cs-Cs-umknoankinkap6oHinamiHo-C1-Cs-ankin,

xii) Cs-Cs-ynknoankinkap0oHin(C1-Cs-ankin)amiHo-C1-Cs-ankin,

xiiiy rano-C1-Ce-ankin,

Xiv) ranoreH,

Xv) aMiHokapOoHin, 3amiweHun no atomy asoty Rni Ro,

xvi) aMmiHokapBoHin-C1-Ce-ankokcu, 3amileHun no atomy asoty Rni Ro,

xviiyretepoapun, 3amiweHuin ogHum H abo C1-Cs-ankinom,

xviii) retepoumknoankin-C:-Cs-ankokcu, samiweHuin oaHum H a6o C1-Ce-ankinom, i
xix) rerepouuknoankin-Ci-Ce-ankin, 3amiweHuin ogium H abo C1-Ce-ankinom;

Ra1 i Ra2 He3anekHo BuOpaHi 3 rpynu, L0 CKNAagaeTbCa 3 HACTYMHUX;

i)
i)
ii)

iv)

H,

ranoreH,
C1-Ce-ankin, i
rano-C1-Ce-ankokcu;

RLi Rm siBnsitotTh coboio H;
Rn BMOpaHWiA 3 rpynu, WO CKNAaZaeTbeCs 3 HACTYMHMUX;

i)

ii)
iii)
iv)
v)
Vi)

H,

C1-Ces-ankokcu,
C1-Ce-ankokeun-C1-Ce-ankin,
C1-Cs-ankokcukap6oHin-C1-Cs-ankin,
C1-Ce-ankin,

kap6bokcn-C1-Ce-ankin,
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vii} Cs-Cs-uuknoanin,

viii) Cs-Cs-uuknoankin-C1-Ce-ankin,

ix) riapokcn-C1-Ce-ankin,

X} deHin, i

xi} retepoapun-Ci-Ces-ankin;

Ro BuBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:

iy H,i

iy Ci-Ce-ankinm;

abo Rni Ro pasom 3 aToMOM a3oTy, 40 SKOTO BOHM NPUELHAHI, YTBOPIOIOTb FETEPOLIMKITOAnKis;

abo ix hapmaueBTUYHO MPUIRHATHI COni.

B iHWOMY BTiNEHHi 4aHOro BUHaxXo4y 3anponoHoBaHi cnonyku signosigHo Ao dopmynu (1) Sk TyT
onucaHo, ae Ra BubpaHuii 3 rpynu, Lo CKNagaceTbCs 3 HACTYMHUX:

iy GCi-Ce-ankin,

i) uiaHo-C4-Cs-ankin,

iy Cs-Cs-umknoankin,

iv) apwun, 3amiwennin Rg i Ra1,

V) reTepouumknoankin, samiweHnin Rgi Rar, i

vi) reTepoapun, 3amiweHnii Rai Ra1.

Y KOHKPETHOMY BTIifIEHHI JAaHOT0 BMHaxo4y 3anponoHoBaHi cnonyku sianosigHo 4o dopmynu (1) [k
TYT ONKUCaHo, Ae Ra BUBpaHMI 3 rpynu, O CKNagaeTbCa 3 HACTYMHUX;

iy GCi-Ce-ankin,

i) uiaHo-C4-Cs-ankin,

iy Cs-Cs-umknoankin,

iv) deHnin, 3amiweHnn Rai Rat,

v) TeTparigponipaHin, samiweHuii Rai Rar, i

vi) retepoapun, 3amiweHun Re i Rgi, Ae retepoapun BubpaHun 3 OGEH30KCA30MOHINy,
iMmigasoniny, i3okcasoniny, okcasoniny, nipasuHiny, nipasoniny, NipUAWHINY i nipuMiguHiny.

Y 6inbll KOHKPETHOMY BTIMEHHI [AaHOr0 BMHAXOAy 3anponoHOBaHi CMOMykM BiANOBIAHO A0
dopmynu (1) Ak TYyT onucaHo, ge RaBubpaHuii 3 rpynu, WO cknagaeTbes 3 HACTYNMHUX:

iy GCi-Ce-ankin,

iy Cs-Cs-umknoankin,

i) dbenin, samiwernnin RgiRar, i

iv) retepoapun, 3amiweHun Rgi Ra1, Ae retepoapun BubpaHui 3 isokcasoniny i nipuautiny.

Y noAaTkoBOMY KOHKPETHOMY BTIfIEHHIi JaHOro BMHaxoA4y 3anponoHOBaHi Clonyku BignoBigHO Ao
dopmynu (1) Ak TYyT onucaHo, ge RaBubpaHuii 3 rpynu, WO cknagaeTbes 3 HACTYNMHUX:

iy Ci-Ce-amkin, i

i} denin, samiweHnn Rai Ra1.

B iHWOMY A040aTKOBOMY KOHKPETHOMY BTIMEHHI AaHOro BUHaxody 3anponoHOBaHi CNOMyKW
BignoBiaHo Ao dopmynu (I) Ak TyT onucaHo, ae Raasnsae coboto C1-Ce-ankin.

B iHWOMY A040aTKOBOMY KOHKPETHOMY BTIMEHHI AaHOro BUHaxody 3anponoHOBaHi CNOMyKW
BianosigHo go dopmynu (I) Sk TyT onucaHo, ae Raasngae coboto derin, 3amiweHnini Re i Ra1.

B iHWOMYBTINEHHI AaHOro BMHaxo4y 3anponoHOBaHi cnonyku signosigHo ao dopmynu (1) Ak TyT
onucaHo, ae R BUOpaHui 3 rpynu, WO CKNagaeTbes 3 HACTYMHUX:

iy H,

iy Ci-Ce-ankoken,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHinamiHo-C1-Cs-ankin,

iv) C1-Cs-ankokcu-C1-Ces-ankinkapboHin(C1-Ces-ankin)amiHo-C1-Ce-ankin,

v} Ci-Ce-ankokcukapOoHin,

vi) Cs-Ce-anin,

vii} C1-Ce-ankincynboHin,

viii) kapbokcwm,

ix) uiaHo,

X}  Cs-Cs-uMKnoankokcy,

xi} Cs-Cs-umknoankinkap6oHinamiHo-C1-Cs-ankin,

xii) Cs-Cs-unknoankinkap0oHin(C1-Cs-ankin)amiHo-C1-Cs-ankin,

xiiiy rano-C1-Ce-ankin,

Xiv) ranoreH,

XV) rigpokeu,

Xvi) aMmiHOkapBoHin, 3amiweHnn no atomy asoty Rni Ro,

xviiyaMmiHokapBoHin-C1-Ce-ankokcu, 3amilleHuin no atomy asoty Rni Ro,
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Xviii} rerepoapun, 3amiwieHunin ogHum H abo C+-Ce-ankin,

xix) retepouuknoankin-Ci-Ce-ankokcu, 3amieHuin ogium H abo C1-Ce-ankin, i

xx) retepouuknoankin-Ci-Ce-ankin, 3amiweHun ogium H abo C1-Ce-ankinom.

B iHWOMY BTiNEHHi 4aHOro BUHaxXo4y 3anponoHoBaHi cnonyku signosigHo Ao dopmynu (1) Sk TyT
onucaHo, ae R BUOpaHui 3 rpynu, WO CKNagaeTbes 3 HACTYMHUX:

iy H,

iy Ci-Ce-ankoken,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHinamiHo-C1-Cs-ankin,

iv) C1-Cs-ankokcu-C1-Ces-ankinkapboHin(C1-Ces-ankin)amiHo-C1-Ce-ankin,

v} Ci-Ce-ankokcukapOoHin,

vi) Cs-Ce-anin,

vii} C1-Ce-ankincynboHin,

viii) kapbokcwm,

ix) uiaHo,

X}  Cs-Cs-uMKnoankokcy,

xi} Cs-Cs-umknoankinkap6oHinamiHo-C1-Cs-ankin,

xii) Cs-Cs-ynknoankinkap0oHin(C1-Cs-ankin)amiHo-C1-Cs-ankin,

xiiiy rano-C1-Ce-ankin,

Xiv) ranoreH,

Xv) aMiHokapOoHin, 3amiweHun no atomy asoty Rni Ro,

xvi) aMmiHokapBoHin-C1-Ce-ankokcu, 3amileHui no atomy asoty Rni Ro,

xviiyretepoapun, 3amiweHuin ogHum H abo C1-Ce-ankinom,

xviii) retepoumknoankin-C:-Cs-ankokcu, samiweHuin oaHum H a6o C1-Ce-ankinom, i

xix) rerepouuknoankin-Ci-Ce-ankin, 3amiweHun ogium H abo C1-Ce-ankinom.

Y KOHKPETHOMY BTIifIEHHI JAaHOT0 BMHaxo4y 3anponoHoBaHi cnonyku sianosigHo 4o dopmynu (1) [k
TYT onucaHo, ae Re BUOpaHuii 3 rpynu, WO CKNagaeTbes 3 HACTYMHUX:

iy H,

iy Ci-Ce-ankoken,

iiiy C1-Ce-ankokcu-C1-Ce-ankinkapboHin(C1-Ces-ankin)amiHo-C1-Ce-ankin,

iv) Cs-Cs-LUMKNOANKOKCH,

V) ranoreH,

Vi) ripoKcu,

vii} amiHokap6oHin, 3amiweHuin no atomy asoTy Rni Ro,

viii) amiHokap6oHin-C+-Ce-ankokcu, 3amiwieHnin no atomy asoTy Rni Ro,

ix) retepoapun, 3amiweHun ogHium H abo C1-Ce-ankinom, i

X) retepouuknoankin-Ci-Ce-ankin, 3amiweHuin ogium H abo C1-Ce-ankinom.

B iHWOMY KOHKPETHOMY BTIfIEHHI AaHOro BMHaxo4y 3anponoHOBaHiI CNOMYKW BiAMNOBIAHO A0
dopmynu (I) Ak TYT onucaHo, ge Re BUGpaHuin 3 rpynu, WO CKNAagaeTbCa 3 HACTYMHUX;

iy H,

iy Ci-Ce-ankoken,

iiiy C1-Ce-ankokcu-C1-Ce-ankinkapboHin(C1-Ces-ankin)amiHo-C1-Ce-ankin,

iv) Cs-Cs-LUMKNOANKOKCH,

V) ranoreH,

vi) amiHokapboHin, 3amiweHuin no atomy asoTy Rni Ro,

vii} amiHokap6oHin-C+-Ce-ankokcu, 3amiLieHnin no atomy asoTy Rni Ro,

viii) retepoapun, 3amiwieHuin ogHum H abo C1-Ce-ankinom, i

ix) retepoumknoankin-Ci-Ce-ankin, samiweHnuin ogHum H abo C1-Cs-ankinom.

B iHWOMY BTiNEHHi 4aHOro BUHaxXo4y 3anponoHoBaHi cnonyku signosigHo Ao dopmynu (1) Sk TyT
onucaHo, ae Ra1 BUOpaHWit 3 rpynu, LWLO CKNagaeTbCs 3 HACTYMHUX;

iy H,

i) ranoreH,

i) Ci-Ce-amkin, i

iv) rano-Ci-Ce-ankokcu.

Y KOHKPETHOMY BTiNEHHI AaHOro BUHaxoay 3anponoHOBaHi cnonyku BignosigHo Ao dopmynu

(I) sk TyT onucaHo, ae Rai1 BUOpaHui 3 rpynu, WO ckrnagaerses 3

iy H,i

i) ranoreny.

B iHWOMY BTiNEHHi 4aHOro BUHaxo4y 3anponoHoBaHi cnonyku signosigHo Ao dopmynu (1) gk TyT
onucaHo, ae Raz siBnsie coboro H.

B iHWOMY BTiNEHHi 4aHOro BUHaxXo4y 3anponoHoBaHi cnonyku signosigHo Ao dopmynu (1) Sk TyT
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onucaHo, ae RLi Rvasnsatotb coboro H.

B iHWOMY BTiNEHHi 4aHOro BMHaxXoA4y 3anponoHOBaHi Cnonyku sianosigHo Ao cdopmynu (1) Sk TyT
onucaHo, ge Ry BUOpaHuin 3 rpynu, WO CKNagaeTbes 3 HACTYMHUX;

iy  C1-Ce-ankokcu-Ci-Cs-ankin, i

iy Ci-Ce-ankin.

B iHWOMY KOHKPETHOMY BTIfIEHHI OaHOro BMHaxo4y 3anponoHOBaHi CNOMyKWM BiANOBIAHO A0
dopmynu (I) Ak TyT onucaHo, age Ro asnde coboto C1-Ce-ankin.

B iHWOMY KOHKPETHOMY BTIfIEHHI AaHOro BMHaxo4y 3anponoHOBaHiI CNOMYKW BiAMNOBIAHO A0
dopmynu () sk TyT onucaHo, Ae Ry i Ro pasoMm 3 atomMom asoTy, OO SKOrO BOHU MPUEAHaHI,
YTBOPIOKOTb MOPAOMiHIN, NiponianHin abo METUNNINEPA3NHOHIN.

B iHWOMY KOHKPETHOMY BTIfIEHHI AaHOro BMHaxo4y 3anponoHOBaHiI CNOMYKW BiAMNOBIAHO A0
dopmynu (1) Ak TyT onucaHo, ge Re BUBpaHuii 3 rpynu, WO CKnagaeTbes 3 HACTYNMHUX:

iy GCi-Ce-ankin,

iy C1-Ce-ankincynbdoHin,

iy C1-Ce-ankincynbdoHinamino,

iv) amiHokapOoHin,

v} uiaHo,

Vi) ranoreH,

vii} reTepouumknoarkin, ge retepoapun BubpaHuin 3 okcagiasoniny, imigasoniny, 1,3,4-okcasoniny
i 1,2,4-okcasoniny, i

viii) mopconinin, 3amiweHun ogHum H, Ci-Ce-ankinom abo tpuankincnnin-Ci-Cs-ankoken-C1-Ce-
arnkinom.

Y 6inbll KOHKPETHOMY BTIMEHHI AAHOr0 BMHAxXo4y 3anponoHOBaHi CNONyKM BIAMNOBIAHO A0
dopmynu (1) Ak TyT onucaHo, ge Re BUBpaHuii 3 rpynu, WO CKnagaeTbes 3 HACTYNMHUX:

i) uiaHo, i

i) ranoreH.

Y noAaTkoBOMY KOHKPETHOMY BTIfIEHHIi JaHOro BMHaxoA4y 3anponoHOBaHi Clonyku BignoBigHO Ao
dopmynu (1) Ak TyT onucaHo, ae Re ABnse coboio ranorex.

B iHWOMY KOHKPETHOMY BTIfIEHHI AaHOro BMHaxo4y 3anponoHOBaHiI CNOMYKW BiAMNOBIAHO A0
dopmynu (I) Ak TYT onucaHo, e Rc BubpaHun 3 rpynu, Lo CKNagaeTbCs 3 HACTYMHUX:

iy H,

iy Ci-Ce-amkin, i

i) ranoreH.

Y 6inbll KOHKPETHOMY BTIMEHHI AAHOr0 BMHAxXo4y 3anponoHOBaHi CNONyKM BIAMNOBIAHO A0
dopmynu (I) 9k TyT onucaHo, ae Rc asnse coboto C1-Ce-ankin.

B iHWOMY KOHKPETHOMY BTIfIEHHI AaHOro BMHaxo4y 3anponoHOBaHiI CNOMYKW BiAMNOBIAHO A0
dopmynu (1) Sk TyT onucaHo, ae Rer aBnsie coboro H.

B iHWOMY KOHKPETHOMY BTIfIEHHI aHOro BUHaxo4y 3anponoHOBaHi CNOMYKW BiAMNOBIAHO A0
dopmynu (1) ak TyT onucaHo, ae W BuGpaHuii 3 KinbLeBux cuctem A, Bi C.

B iHWOMY KOHKPETHOMY BTIfIEHHI AaHOro BMHaxo4y 3anponoHOBaHiI CNOMYKW BiAMNOBIAHO A0
dopmynu (1) sk TyT onucaHo, ae W BubpaHui 3 kinbueBux cuctem A i C.

Y 6inbll KOHKPETHOMY BTIMEHHI [AaHOr0 BMHAXOAy 3anponoHOBaHi CMOMykM BiANOBIAHO A0
dopmynu (1) sk TyT onucaHo, ae W siBnse cobol1o KinbLeBy CUCTEMY A.

B iHWOMY KOHKPETHOMY BTIfIEHHI OaHOro BMHaxo4y 3anponoHOBaHi CNOMykW BigNOBIAHO A0
dopmynu (I) Ak TyT onucaHo, age Rp1 aBnsie cobowo C1-Ce-ankin.

B iHWOMY KOHKPETHOMY BTIfIEHHI AaHOro BMHaxo4y 3anponoHOBaHiI CNOMYKW BiAMNOBIAHO A0
dopmynu (I) Ak TYT onucaHo, e Rp2 BUOpaHuii 3 rpynu, WO CKnagaeTbes 3 HACTYNMHUX:

iy H,

i) ranoreH,

iy riapokcn-C1-Ce-ankokey,

iv) riapokcun-C1-Ce-ankin(C1-Ce-ankinyamiHo,

v) rigpokcun-C1-Ce-ankinamiuo,

vi) purinpokcn-C1-Cs-ankokeu,

vii} purigpokcn-C1-Cs-ankin(C1-Ce-ankin)amiHo, i

viii) reTepoumknoankin.

Y 6inbll KOHKPETHOMY BTIMEHHI [AaHOr0 BMHAXOAy 3anponoHOBaHi CMOMykM BiANOBIAHO A0
dopmynu (I) Ak TYT onucaHo, e Rp2 BUOpaHuii 3 rpynu, WO CKnagaeTbCs 3 HACTYNMHUX:

iy H,

i} rigpokcn-C1-Ce-amnkokem, i

iy riapokcn-C1-Ce-ankin(C1-Ce-ankinyamiHo.
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B iHWOMY KOHKPETHOMY BTIfIEHHI AaHOro BMHaxo4y 3anponoHOBaHiI CNOMYKW BiAMNOBIAHO A0
dopmynu (I) Ak TYT onucaHo, e Rps BUOpaHuii 3 rpynu, WO CKnagaeTbes 3 HACTYNMHUX:

iy H,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHin,

iy C1-Ce-ankokcukapGoHin, i

iv) Ci-Ce-ankinkapGoHin.

B iHWOMY KOHKPETHOMY BTIfIEHHI AaHOro BMHaxo4y 3anponoHOBaHiI CNOMYKW BiAMNOBIAHO A0
dopmynu (I) Ak TYT onucaHo, e Rps BUOpaHuii 3 rpynu, WO CKNagaeTbCs 3 HACTYMHUX:

iy H,

iy C1-Ce-ankokcukapOoHin,

i) reTepounknoankinkapboHin, i

iv) amiHokapOOHin, 3aMilleHnit No atomy a3oTy ogHMM abo ABOMa HesanexHo BubpaHumn C1-Ce-
ankinamu.

Y KOHKpPETHOMY BTINEHHI 4aHOro BUHaxoA4y 3anponoHoBaHi cnonyky BignosiaHo go dopmynu | (a)
AK TYT OMUCAaHo,

(la)

abo ix hapmaueBTUYHO MPUIRHATHI COni.
Y noAaTkoBOMY KOHKPETHOMY BTIfIEHHIi JaHOro BMHaxoA4y 3anponoHOBaHi Clonyku BignoBigHO Ao
dopmynu | (b) gk TyT onucaxo,

N
Ra N—
(0]
o=
\
Rp1

Re

Rg

(Ib)
ae
RaBUbGpanun 3 rpynu, Lo CKNagaeTbCa 3 HACTYMHUX;
iy Ci-Ce-amkin, i
i} denin, samiwennin RaiRa1;
Rs BUBpaHun 3 rpynu, WO CKNagaeTbCa 3HACTYMHUX;

i) uiaHo, i

i) ranoren;

Rc BuGpaHuin 3 rpynu, WO CKNagaeTbes 3 HACTYMHMUX;
iy H,

iy Ci-Ce-amkin, i

i)y ranoren;

Rp+1 saBnse coboto C1-Ce-ankin;

Rc BUBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:

iy H,

iy Ci-Ce-ankoken,

iiiy C1-Ce-ankokcu-C1-Ce-ankinkapboHin(C1-Ces-ankin)amiHo-C1-Ce-ankin,

iv) rarnoreH,

v) amiHokapboHin, 3amiweHuin no atomy asoTy Rni Ro,

vi) amiHokapboHin-Ci-Ce-ankokcu, 3amiieHnin no atomy asoty Rni Ro,

vii) retepoapun, 3amiwenun ogHum H abo Ci-Ce-ankinom, e retepoapun sBnsie coGok
isokcasonin, okcasonin abo nipasonin, i
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viii) retepouuknoankin-Ci-Cs-ankokcu, 3amiweHun oaHum H  abo  Ci-Ce-ankinom, pe
rerepoumknoankin-Ci-Cs-ankokcu ABNSAE coboto TeTparigponipaHinMeToKkcu abo
TeTparigpoypaHinmeToKcH;

Ra2 aBnsie coboto H, i Ra1 BUBpaHuni 3 rpynu, WO CKNagacTbCa 3 HACTYMHUX:

iy H,i

i) ranoren;

Rn BMOpaHWiA 3 rpynu, WO CKNAaZaeTbeCs 3 HACTYMHMUX;

iy  C1-Ce-ankokcu-Ci-Cs-ankin, i

iy Ci-Ce-ankinm;

Ro sisnsie cobowo C1-Ce-ankin;

abo Rn i Ro pasoM 3 aToMOM asoTy, A0 SKOro BOHW MPWUEQHAaHI, YTBOPKOKWTb MOPdORiHif,
niponiauHin abo meTunninepasuHoHIm;

abo ix hapmaueBTUYHO MPUIRHATHI COni.

Y noAaTkoBOMY KOHKPETHOMY BTIfIEHHIi JaHOro BMHaxoA4y 3anponoHOBaHi Clonyku BignoBigHO Ao
dopmynu | (b) 9Kk TYT onucaxo,

H

N
Ra N—
@)
O\)l\ N>:
\
Rp1

Rg

Re
(Ib)

ae

RaBUbGpanun 3 rpynu, Lo CKNagaeTbCa 3 HACTYMHUX;

iy Ci-Ce-amkin, i

i} denin, samiwennin RaiRa1;

Rs BUBpaHun 3 rpynu, Lo CKNagaeTbCa 3 HACTYMHUX;

i) uiaHo, i

i) ranoren;

Rp+1 saBnse coboto C1-Ce-ankin;

Rc BUBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:

iy H,

iy Ci-Ce-ankoken,

iy C1-Ce-ankokcu-C1-Ce-ankinkapboHinamiHo-C1-Cs-ankin,

iv) C1-Cs-ankokcu-C1-Ces-ankinkapboHin(C1-Ces-ankin)amiHo-C1-Ce-ankin,

v} Ci-Ce-ankokcukapOoHin,

vi) Cs-Ce-anin,

vii} C1-Ce-ankincynboHin,

viii) kapbokcwm,

ix) uiaHo,

X}  Cs-Cs-uMKnoankokcy,

xi} Cs-Cs-umknoankinkap6oHinamiHo-C1-Cs-ankin,

xii) Cs-Cs-ynknoankinkap0oHin(C1-Cs-ankin)amiHo-C1-Cs-ankin,

xiiiy rano-C1-Ce-ankin,

Xiv) ranoreH,

Xv) aMiHokapOoHin, 3amiweHun no atomy asoty Rni Ro,

xvi) aMmiHokapBoHin-C1-Ce-ankokcu, 3amileHui no atomy asoty Rni Ro,

xviiyretepoapun, 3amiweHun ogium H, C1-Ce-ankinom, ge retepoapun asnsie cobolo isokcasonin,
okcasonin abo nipasonin,

Xviii} rerepoumnknoankin-Ci-Cs-ankokcu, 3amiweHun ogHum H, Ci-Ce-ankinom, ae
rerepoumknoankin-Ci-Cs-ankokcu ABNSAE coboto TeTparigponipaHinMeTokcu abo
TeTparigpodypaHinMeToKcH, i

xix) retepouuknoankin-Ci-Ce-ankin, 3amiwernnin ogHum H, C1-Ce-ankinom, ge retepouuknoarnkin-
Ci-Cs-ankin  sBnsie coboto MeTunaiokconine pasnMHinMeTun, oKconiponianHinMeTun abo
OKCOOKCAa30niANHINMETUN;

Ra2 ABnsie coboto H, i Ra1 BUBpaHun 3 rpynu, WO CKNagaeTbes 3 HACTYMHUX;

iy H,
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i) ranoreH,

i) C1-Ce-ankin,

iv) rano-Ci-Ce-ankokcm, i

Rn BMOpaHWiA 3 rpynu, WO CKNAaZaeTbeCs 3 HACTYMHMUX;

iy H,

iy Ci-Ce-ankoken,

iy C1-Ce-ankokcu-C1-Ces-ankin,

iv) Ci-Ce-ankokcukap6oHin-C+-Ce-ankin,

v) Cs-Ce-anin,

vi}) kap6okcu-Cq-Ce-ankin,

vii} Cs-Cs-uuknoanin,

viii) Cs-Cs-uuknoankin-C1-Ce-ankin,

ix) riapokcn-C1-Ce-ankin,

X} deHin, i

xi) retepoapun-Ci-Ce-ankin, pe retepoapun-Ci-Ce- aBnge cobow nipuaunHinankin - abo
TiodheHinankin;

Ro BuBpaHuii 3 rpynu, Wo cknagaeTbes 3 HACTYNMHUX:

iy H,i

iy Ci-Ce-ankinm;

abo Rn i Ropaszom 3 atomom asoTy, A0 $KOro BOHM MNPUEAHAHi, YTBOPKOKOTb MiNepuaunHin,
MopdoniHin, niponigamHin abo MeTUNMNINepasMHOHIN;

abo ix hapmaueBTUYHO MPUIRHATHI COni.

Y noAaTkoBOMY KOHKPETHOMY BTIfIEHHIi JaHOro BMHaxoA4y 3anponoHOBaHi Clonyku BignoBigHO Ao
dopmynu | (b) gk TyT onucaxo,

H
Ra Nl/ N>:o
Rp1
&

N Re

ae
Ra saBnse coboto C1-Ce-ankin;

Rc BuGpaHuin 3 rpynu, WO CKNagaeTbes 3 HACTYMHMUX;

iy Ci-Ce-amkin, i

i) ranoren;

Rp+1 saBnse coboto C1-Ce-ankin;

abo ix hapmaueBTUYHO MPUIRHATHI COni.

KoHkpeTHi npuknaaun cnonyk copmynu (1), Sk TyT onucaHo, BubpaHi 3 HaCTynHUX:
3-[(2-TpeT-OyTuUn-4-xnop-5-metundeHokcn)metun]-4-metun-1H-1,2,4-tpuason-5-oH;
3-[(2-TpeT-OyTun-4-xnop-5-dropdeHokcu)meTun]-4-metun-1H-1,2,4-rpnason-5-oH;
3-[(3,3-aumeTun-6-nponaH-2-in-1,2-gurigpoinaeH-5-in)okcumetun]-4-metun-1H-1,2 4-rpuason-5-

(Ic)

OH;
3-[[2-TpeT-OyTun-4-(3-meTnn-1,2,4-okcagiason-5-in)denokculmetun]-4-metun-1H-1,2,4-tpnason-
5-0H;
3-[[2-TpeT-OyTun-4-[1-(2-TpumMeTuncunineTokcumeTun)imigason-2-injgpeHokcn]meTnn]-4-mMmeTun-
1H-1,2,4-Tpnason-5-oH;
3-[[2-TpeT-OyTun-4-(1-meTunimigason-2-in)deHokenmetun]-4-metun-1H-1,2 4-tpnason-5-oH;
3-[[2-TpeT-6yTun-4-(1,3-0kcason-2-inypeHokcu]metun]-4-metun-1H-1,2,4-tpnason-5-oH;
3-[(2-TpeT-OyTun-4-mopdonin-4-indeHokcu)meTun]-4-metun-1H-1,2,4-tpnason-5-oH;
3-[[2-TpeT-OyTun-4-(3-meTunimigason-4-in)deHokeumetun]-4-metun-1H-1,2 4-tpnason-5-oH;
3-[[2-TpeT-OyTun-4-(5-meTnn-1,3,4-okcagiason-2-in)deHokculmetun]-4-metun-1H-1,2,4-tpnason-
5-0H;
4-[(4-meTun-5-okco-1H-1,2,4-Tpnason-3-in)MeTokcu]-3-nponax-2-inbeH3oHITpym;
2-MeTun-4-[(4-metun-5-okco-1H-1,2,4-Tpuason-3-im)MeTokcu]-5-nponan-2-inbeH3oHITpUN;
3-TpeT-0yTun-4-[(4-metun-5-okco-1H-1,2,4-Tpuason-3-in)MeTokcn]0eH3oHITpuIT;
3-[(4-xnop-2-uuknonponin-5-meTuncynbdoHindeHokcn)meTun]-4-metun-1H-1,2,4-tpnason-5-oH;
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3-[(2-TpeT-OyTuUn-4-meTuncynbdoHingeHokcn)metun]-4-metun-1H-1,2,4-tpnason-5-oH;
5-TpeT-0yTun-2-meTnn-4-[(4-metun-5-okco-1H-1,2,4-Tpnason-3-in)MeTokcn]0eH3oHITpu;
4-TpeT-0yTun-2-metTun-5-[(4-metnn-5-okco-1H-1,2,4-Tpuason-3-in)MeTokcn]0eH3oHITpu;
3-[[2-TpeT-0yTun-4-[3-(2-TpuMeTUNCUNIn-eToKCUMETUN)iMigason-4-injdeHokcun]-metun]-4-mMmetun-
1H-1,2,4-Tpnason-5-oH;
3-[(4-xnop-2-umknonponin-5-meTundeHokcu)MeTun]-4-metun-1H-1,2 4-tpuason-5-oH;
3-[(4-xnop-2-umknorekcun-5-meTundeHokcu)MeTun]-4-metun-1H-1,2 4-tpuason-5-oH;
3-[[4-xnop-5-meTun-2-(okcaH-4-in)cpeHokculmetTun]-4-metun-1H-1,2 4-tpuason-5-oH;
2-xnop-4-yuknonponin-5-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)MeToKCM]GEH3OHITPUN;
N-[2-xnop-4-uyuknonponin-5-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-
inyMmetokculdheHin]metaHcynsdoHamia;
4-tpeT-0yTun-3-[(4-metun-5-okco-1H-1,2,4-Tpuason-3-in)MeTokcu]0eH3oHITpuUIT;
4-tpeT-0yTun-3-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]deHsamia;
5-TpeT-0yTun-2-meTtun-4-[(5-okco-4-nponau-2-in-1H-1,2,4-tpuason-3-in)MeTokcu]6e H3OHITpusT;
4-meTun-3-[(5-meTun-2-nponaH-2-indeHokcu)meTtun]-1H-1,2,4-tpuason-5-oHx;
3-[(4-xnop-5-meTun-2-nponax-2-inceHokcn)MeTun]-4-metun-1H-1,2 4-tpuason-5-oH;
3-[(4-xnop-2-nponaH-2-indeHokcn)meTun]-4-metun-1H-1,2, 4-tpuason-5-oH;
[(6-umknonponin-2-meTun-1,3-6ex3oTiazon-5-injokcumeTun]-4-metnn-1H-1,2,4-tpnason-5-oH;
[(4-xnop-2-unKknoByTun-5-meTundeHokcn)metun]-4-metun-1H-1,2 4-tpnason-5-oH;
[[2-TpeT-6yTun-4-(1H-imigason-2-in)deHokculmetun]-4-metun-1H-1,2,4-Tpuason-5-oH;
[[2-TpeT-OyTun-4-(1H-imigason-5-in)deHokeu]meTun]-4-metun-1H-1,2,4-Tpnason-5-oH;
-[(4-xnop-5-MeTun-2-erHindeHokcn)metnn]-4-metun-1H-1,2 4-rpuason-5-oH;
3-[[4-xnop-2-(2-xnopdeHin)-5-meTundeHokcu]metun]-4-metun-1H-1,2,4-rpuason-5-oH;
3-[[4-xnop-2-(3-xnopdeHin)-5-meTundeHokcu]metun]-4-metun-1H-1,2,4-rpuason-5-oH;
3-[[4-xnop-2-(4-xnopdeHin)-5-meTundeHokcu]metun]-4-metun-1H-1,2,4-rpuason-5-oH;
3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]deHin]6eH3oHITpum;
3-[[4-xnop-5-meTun-2-(3-meTuncynegoHindgerin)geHokculmetTnn]-4-metun-1H-1,2 4-rpuason-5-
OH;
3-[[4-xnop-5-meTun-2-(2-meTuncyneoHindgerin)geHokculmetTnn]-4-metun-1H-1,2 4-tpuason-5-
OH;
3-[[4-xnop-5-meTun-2-[3-(ninepuamnn-1-kapboHin)deHin]dgeHokcnlmeTnn]-4-metun-1H-1,2,4-
Tpnason-5-oH;
3-[5-xnop-4-metun-2-[(4-meTtun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]deHin]-N-
yuknorekcmnbéeHsamia;
3-[[4-xnop-5-meTun-2-[3-(mopdoniH-4-kapboHin)denin]denokcu]metun]-4-metun-1H-1,2,4-
Tpnason-5-oH;
3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]derinldbeHsamia,;
3-[5-xnop-4-metun-2-[(4-meTun-5-okco-1H-1,2 4-tpuason-3-in)metokcun]deHin]-N,N-
aumeTtunbeHsamia;
3-[5-xnop-4-metun-2-[(4-meTtun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]deHin]-N-
deHinbeHsamia;
3-xnop-5-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]deHin]oeHsamia;
3-[5-xnop-4-metun-2-[(4-meTtun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]deHin]-N-uuknonponin-4-
dhropbeHsamia;
4-[(4-meTun-5-okco-1H-1,2,4-Tpnason-3-in)meTokceu]-3-heHinbeH3oHITpnm;
3-[5-xnop-4-metun-2-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]denin]-N-(2-
MeTokcieTun)beH3amia;
3-[[4-xnop-2-(2-xnopnipuaunH-3-in)-5-metTundgerokculmetnn]-4-metun-1H-1,2, 4-tpnason-5-oH;
3-[[4-xnop-2-(6-xnopnipuaunH-2-in)-5-metTundgeHokculmetnn]-4-metun-1H-1,2, 4-tpnason-5-oH;
5-[5-xnop-4-meTtun-2-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]perin]nipnanH-3-
kapbokcamig;
3-[[4-xnop-2-(6-meToKCUNipUANH-2-ir)-5-meTundeHokcu]metun]-4-metun-1H-1,2,4-rpuason-5-oH;
3-[(4-xnop-5-meTun-2-nipasuH-2-inpeHokcn)metun]-4-metun-1H-1,2,4-tpuason-5-oH;
3-[(4-xnop-5-meTun-2-nipumiguH-2-indpeHokcn)meTunn]-4-metun-1H-1,2,4-tpuason-5-oH;
3-[[4-xnop-5-meTun-2-[2-meTUn-5-(TpudTtopmeTun)nipason-3-injdpeHokculmeTun]-4-metun-1H-
1,2,4-Tpnason-5-oH;
3-[[4-xnop-5-meTun-2-(1,2-okcason-5-in)peHokculmeTun]-4-metun-1H-1,2,4-Tpnason-5-oH;
3-[[4-xnop-5-meTun-2-(1,3-okcason-5-in)peHokculmeTun]-4-metun-1H-1,2,4-Tpnason-5-oH;
3-[[4-xnop-5-meTun-2-(3-meTunimigason-4-in)peHokculmetnn]-4-metun-1H-1,2,4-tpnaszon-5-oH;
3-[[4-xnop-2-(1H-imigason-5-in)-5-meTunderHokcnlmeTun]-4-metun-1H-1,2,4-tpuason-5-oH;

3
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3-[[4-xnop-5-meTun-2-(1,3-okcason-2-in)peHokculmeTun]-4-metun-1H-1,2,4-Tpnason-5-oH;
3-[[4-xnop-5-meTun-2-(2-meTunnipason-3-in)deHokculmetun]-4-metun-1H-1,2 4-tpuason-5-oH;
2-xnop-4-[(4-metun-5-okco-1H-1,2,4-Tpnason-3-in)metokcu]-5-peHinGeHsoHiTpun;
2-x1nop-5-(4-dpropdenin)-4-[(4-meTun-5-okco-1H-1,2,4-Tpnason-3-in)MeTOKCU]OEH3OHIT pUn;
3-[4-xnop-5-UiaHo-2-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]deHinl-N-metundbeHsamia,
2-xnop-4-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcul-5-[3-(1H-nipason-3-
imcpeHin)6eH3oHITpUN;
2-xnop-5-[3-(5-metun-1,2,4-okcagiason-3-in)deHin]-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-
iMMeTOKCU]6EH30HITPUN;
3-[5-xnop-4-metun-2-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]denin]-N-(2-
rigpokcieTun)beHsamia;
2-xnop-5-[3-(5-metun-1,3,4-okcagiason-2-in)deHin]-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-
iMMeTOKCU]6EH30HITPUN;
3-[5-xnop-4-metun-2-[(4-meTtun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]deninl-4-gprop-N,N-
aumeTtunbeHsamia;
3-[4-xnop-5-uiaHo-2-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-in)metokcun]denin]-N,N-
aumeTtunbeHsamia;
3-[[4-xnop-2-[2-dTOp-5-(MopdoniH-4-kapboHin)deHin]-5-meTundeHokculmeTun]-4-metun-1H-
1,2,4-Tpnason-5-oH;
2-xnop-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)metokcn]-5-[3-(MopdoniH-4-
kapOoHin)deHin|6eH30HITpUn,
meTun 3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]deHin]dbeHsoar;
3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]deHin]beHsonHa
KUCnoTa;
MeTun 3-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-rpnason-3-
immeTokcu]peHin]beHsoin]amiHo]nponaHoar;
3-[5-xnop-4-metun-2-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]denin]-N-(2-
rigpokcieTun)-N-meTunbeHsamia;
etun 2-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
immeTokcu]penin]bensoinjamiHolaueTar;
3-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-Tpnason-3-
immeTokcu]peHin]beHsoin]amiHolnponaHoBa KMCNOTA;
2-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-Tpnason-3-
immMeTokcu]peHin]beHsoin]amiHo]oLUTOBA KUCNOTA,
MeTUn 3-[5-xnop-4-metun-2-[(4-meTtun-5-okco-1H-1,2,4-rpnason-3-im)metokcu]derin]-4-
MeTunbeH3oar;
3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]deHin]-4-meTnnbeHsorHa
KucnoTa
3-[5-xnop-4-metun-2-[(4-meTun-5-okco-1H-1,2 4-tpuason-3-in)metokcun]denin]-N,N,4-
TpumeTundeHsamia;
3-[5-xnop-4-metun-2-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-immetokculdeHin]-4-
(TpudbTopmeToKCcH)OEH3amia;
3-[[4-xnop-2-(2-meToKkeunipuanH-3-in)-5-meTundeHokcu]metun]-4-metun-1H-1,2,4-rpuason-5-oH;
2-xnop-5-(2-meTokeunipuanH-3-in)-4-[(4-metun-5-okco-1H-1,2,4-tpnason-3-
iMMeTOKCU]6EH30HITPUN;
3-[[4-xnop-2-(5-eToKeu-2-pTopdeHin)-5-meTundeHokculmeTun]-4-metun-1H-1,2,4-Tpnaszon-5-oH;
3-[[4-xnop-2-(2-meTokcnpeHin)-5-meTundeHokculmeTun]-4-metun-1H-1,2,4-Tpnason-5-oH;
3-[[4-xnop-2-(2-pTop-5-nponaH-2-inokcudeHin)-5-metundgeHokculmeTun]-4-metun-1H-1,2,4-
Tpnason-5-oH;
3-[[4-xnop-2-[2-dTOop-5-(2-MmeTUunnponokcun) peHin]-5-metundeHokculmetun]-4-metun-1H-1,2,4-
Tpnason-5-oH;
3-[[4-xnop-2-[2-MeToKCU-5-(TpudTopMeTun) eHin]-5-metundeHokcu]metun]-4-metun-1H-1,2 4-
Tpnason-5-oH;
3-[[4-xnop-2-(2-meToKCU-5-nponax-2-indeHin)-5-metundeHokcu]metun]-4-metun-1H-1,2,4-
Tpnason-5-oH;
2-xnop-5-[2-dpTop-5-(MopdoniH-4-kapboHin)deHin]-4-[(4-meTun-5-okco-1H-1,2 4-tpnason-3-
iMMeTOKCU]6EH30HITPUN;
3-[[4-xnop-2-[2-Top-5-(NiponignH-1-kapboHin)deHin]-5-meTundeHokculmeTun]-4-metnn-1H-
1,2,4-Tpnason-5-oH;
3-[5-xnop-4-metun-2-[(4-meTtun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]deHin]-N-uuknonponin-4-
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dTop-N-meTundeHsamia;
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]deninl-4-gprop-N-(2-
rigpokcieTun)-N-meTunbeHsamia;
4-[3-[5-xrop-4-meTun-2-[(4-meTnn-5-okco-1H-1,2,4-tpuason-3-in)MmeTokcu]deHin]-4-
dhTopbOeH30in]-1-MeTunnine pasuH-2-oH;
3-[5-xnop-4-metun-2-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-immetokculdeHin]-N-uuknoneHTun-
4-prop-N-meTunbeHsamia;
3-[[4-xnop-2-[2-dhTOop-5-(okconaH-3-inmeTokcu)dpeHin]-5-metTundeHokculmeTun]-4-metun-1H-
1,2,4-Tpnason-5-oH;
3-[5-xnop-4-metun-2-[(4-meTtun-5-okco-1H-1,2,4-tpnason-3-im)metokculdeHin]-4-prop-N-meTun-
N-(TiodpeH-2-inmeTun)beHsamia;
3-[[4-xnop-2-[2-TOp-5-(NninepuanH-1-kapOoHin)deHin]-5-meTnndenokeulmetTnn]-4-metun-1H-
1,2,4-Tpnason-5-oH;
3-[5-xnop-4-metun-2-[(4-meTtun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]deHin]-N-
(umknonponinMeTun)-4-gptop-N-MeTunéeHsamia;
3-[5-xnop-4-metun-2-[(4-meTtun-5-okco-1H-1,2,4-tpnason-3-im)metokculdeHin]-4-prop-N-meTun-
N-(nipuanH-2-inmeTun)beHsamia;
3-[[4-xnop-2-[2-dhTOop-5-(0KCaH-4-inMmeToKeH)PeHin]-5-meTundeHokcu]metTun]-4-metun-1H-1,2,4-
Tpnason-5-oH;
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]deninl-4-gprop-N-(2-
MeTokcieTun)-N-meTunbéeHsamia;
3-[[4-xnop-2-[2-dhTOop-5-(0KConaH-2-inMeTokeHU) DeHin]-5-meTundeHokculmeTun]-4-metun-1H-
1,2,4-Tpnason-5-oH;
2-[3-[5-xrop-4-meTun-2-[(4-meTnn-5-okco-1H-1,2,4-tpuason-3-in)Mmetokcu]deHin]-4-
dpTopdeHokeun]-N,N-aumeTnnadetamia;
1-[[3-[5-xnop-4-meTun-2-[(4-meTnn-5-okco-1H-1,2,4-Tpuason-3-in)MmeTokcu]dpeHin]-4-
drropderinlmeTnn]-4-meTunninepasuH-2,5-1ioH;
7-[5-xnop-4-metun-2-[(4-meTtun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]deHin]-6-dprop-3-mMeTun-
1,3-6eH30KCa30n-2-0H;
N-[[3-[5-xnop-4-meTun-2-[(4-meTnn-5-okco-1H-1,2,4-Tpuason-3-in)MmeTokcu]deHin]-4-
dhTopdeHin]meTnn]-2-meToken-N-meTunayeTamia;
N-[[3-[5-xnop-4-meTun-2-[(4-meTnn-5-okco-1H-1,2,4-Tpuason-3-in)MmeTokcu]deHin]-4-
dropdeninmeTun]unknonponaHkapbokcamia;
N-[[3-[5-xnop-4-meTun-2-[(4-meTnn-5-okco-1H-1,2,4-Tpuason-3-in)MmeTokcu]deHin]-4-
dropderin)meTnn]-N-meTunuuknonponaHkapbokcamia;
3-[[4-xnop-2-[2-dTOop-5-[(2-0kconiponianH-1-im)meTun]deHin]-5-metTundeHokculmeTnn]-4-meTun-
1H-1,2,4-Tpnason-5-oH;
3-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-im)metokculdeHin]-4-
dropdeninimeTnn]-1,3-okcasoniguH-2-oH;
N-[[3-[5-xnop-4-meTun-2-[(4-meTnn-5-okco-1H-1,2,4-Tpuason-3-in)MmeTokcu]deHin]-4-
dhTopdeHin]meTnN]-2-MeTOKCiaLeTamia;
2-xnop-5-(2-dbTopdein)-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)MeToKCM]GEH3OHITPUN;
2-xnop-5-(3-dbTopdein)-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)MeToKCM]GEH3OHITPUN;
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]derin]-4-
(TPMdTOPMETOKCU)DEHIOHITPUN;
2-xnop-5-[2-pTop-5-(okconaH-2-inMeTokcun) perin]-4-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
iMMeTOKCU]6EH30HITPUN;
2-xnop-5-(2-prop-3-meTokcudeHin)-4-[(4-metun-5-okco-1H-1,2,4-Tpnason-3-
iMMeTOKCU]6EH30HITPUN;
2-xnop-5-(2-Top-5-nponax-2-inokcudeHin)-4-[(4-meTtun-5-okco-1H-1,2,4-tpuason-3-
iMMeTOKCU]6EH30HITPUN;
3-[[4-xnop-2-(2-PpTOp-3-MeToKCUDEHIN)-5-MeTundeHokculmeTun]-4-metun-1H-1,2,4-rpuason-5-
OH;
2-xnop-5-(2,3-audropdeHin)-4-[(4-meTnn-5-okco-1H-1,2,4-Tpuason-3-in)MeTokcn]6eH30HITPU;
3-[[4-xnop-2-(5-umknonponinokcu-2-gropderin)-5-metundgeHokculmeTun]-4-metun-1H-1,2,4-
Tpnason-5-oH;
2-xnop-5-(5-xnop-2-propdeHin)-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-
iMMeTOKCU]6EH30HITPUN;
2-xnop-5-(2,5-audropdeHin)-4-[(4-meTnn-5-okco-1H-1,2,4-Tpuason-3-in)MeTokcn]6eH3oHITPU;
2-xnop-5-(5-umknonponinokcn-2-gpropdeHin)-4-[(4-meTun-5-okco-1H-1,2,4-rpuason-3-
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iMMeTOKCU]6EH30HITPUN;
2-xnop-5-[2-pTop-5-(TpucTopmeTun)deHrin]-4-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
iMMeTOKCU]6EH30HITPUN;
3-[(4-xnop-5-meTun-2-nponax-2-indeHokcn)MeTurn]-1H-nipnaasnH-6-oH;
3-[(4-xnop-2-umknonponin-5-meTundeHokcn)MeTurn]-1H-nipuaasnH-6-oH;
3-[(4-xnop-5-cpTop-2-nponax-2-indeHokcn)metun]-1H-nipuaasuH-6-oH;
3-[(5-xnop-4-meTun-2-nponax-2-indeHokcn)MeTurn]-1H-nipnaasnH-6-oH;
3-[(4-xnop-2-yuknobytun-5-metundenokeun)metun]-1H-nippgasmH-6-oH;
3-[(4-xnop-2-unknorekcun-5-meTtundeHokcn)MeTun]-1H-nipuaasnH-6-oH;
3-[[4-xnop-5-meTun-2-(okcaH-4-in)peHokculmvetun]-1H-nipnaa3nH-6-oH;
3-[(2-TpeT-OyTuUn-4-xnop-5-metundeHokcm)meTun]-1H-nipnaasnH-6-oH;
2-[5-xnop-4-metun-2-[(6-okco-1H-nipuaasnH-3-in)MeTokcu]dpeHin]-2-MeTUNnponaHHITpun;
3-[(2-TpeT-OyTun-4-meTuncynbdoHindeHokcn)meTun]-1H-ingason;
3-[(4-xnop-5-meTun-2-nponax-2-indgeHokcn)meTun]-1H-ingasomn;
3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metnn]-1H-nipasono[3,4-b]nipnany;
5-TpeT-6yTun-2-metun-4-(1H-nipazono[3,4-blnipnanH-3-inmeTokcn)6eH3OHITPU;
5-[5-xnop-4-metun-2-(1 H-nipasono[3,4-b]nipuanH-3-inmeTokcun)perinl-1,2-okcason
3-[(2-TpeT-OyTuUn-4-xnop-5-metundeHokcn)meTun]-6-cdbrop-1H-nipaszono[3,4-blnipnaus;
2-[[3-[(2-TpeT-OyTUn-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-b]nipuanH-6-
injJamiHo]eTaHon,
2-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metnn]-1H-nipasono[3,4-b]nipnann-6-inj-
MeTunamiHoleTaHon,
3-[(2-TpeT-OyTUn-5-meTun-4-meTnncynsdoHingerokcn)metnn]-1H-nipasono([3,4-b]nipnany;
3-[(2-TpeT-OyTUn-5-meTun-4-meTuncynodoHingeHokcn)metTnn]-1H-ingason;
2-[[3-[(2-TpeT-OyTun-4-xnop-5-dropdenokcu)metun]-1H-nipasono[3,4-b]nipnaun-6-
injJamiHo]eTaHon,
3-[(2-TpeT-O6yTUn-4-xnop-5-dropdheHokcn)metnn]-6-drop-1H-nipasono[3,4-blnipnauy;
2-[[3-[(2-TpeT-OyTUn-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-b]nipuanH-6-
inJokculeTaHonm;
2-[[3-[(2-TpeT-OyTUn-4-xnop-5-gropdenHokcn)metun]-1H-nipasono[3,4-b]nipnanH-6-inj-
MeTunamiHoleTaHon,
3-[[3-[(2-TpeT-OyTUn-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-b]nipuanH-6-
inJokculnponax-1,2-aion;
3-[5-xnop-4-metun-2-(1H-nipasono[3,4-blnipuaunn-3-inmetokcu)denin]-N-(2-
MeTokcieTun)beH3amia;
[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-blnipnauH-3-inmetokcn) peHin]deHin]-mo pdoniy-4-
iINMETAaHOH;
3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-blnipuaunn-3-inmetokcn)perin]-N,N-gumetTnnbeHsamia;
3-[5-xnop-4-metun-2-(1H-nipasono[3,4-blnipuaunn-3-inmetokcu)denin]-N-(2-
rigpokcieTun)beHsamia;
3-[[4-xnop-2-(2-meTokeunipuaunH-3-in)-5-metundreHokcu]metun]-1H-nipasono[3,4-b]nipuauy;
3-[5-xnop-4-metun-2-(1H-nipasono[3,4-blnipuanH-3-inmeTokcun)perin]-4-gprop-N,N-
aumeTtunbeHsamia;
[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-blnipuaunH-3-inmetokcu) heHin]-4-dtopdeHin]-mopdoniH-
4-iNMeTaHoH;
3-[(2-TpeT-OyTuUn-4-xnop-5-metundeHokcn)metnn]-1H-nipasono[4,3-b]nipnany;
3-[5-xnop-4-meTun-2-(1H-nipasono[4,3-blnipnaunn-3-inmetoken) perin]-N,N-gumetnnbeHsamia;
3-[(2-TpeT-0yTuUn-4-xnop-5-gpropderokcn)metTun]-1H-nipasono[4,3-b]nipnanH;
2-[[3-[(2-TpeT-OyTUn-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-d]nipumignn-6-in)-
MeTunamiHoleTaHon,
3-[[3-[(2-TpeT-OyTUn-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-d]nipumignn-6-in)-
MeTunamiHolnponax-1,2-gion;
3-[5-xnop-4-metun-2-(1H-nipasono[4,3-blnipuanH-3-inmeTokcun)perin]-4-gprop-N,N-
aumeTtunbeHsamia;
1-[3-[(2-TpeT-OyTUn-4-xnop-5-metTunderokcn)metun]-1H-nipasono[3,4-d]nipumignH-6-
injJaseTunanH-3-on;
2-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metnn]-1H-nipasono[3,4-d]nipumignH-6-
injJamiHo]eTaHon,
2-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metnn]-1H-nipasono[3,4-d]nipumignH-6-
inJokculeTaHonm;
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5-TpeT-0yTun-4-[[6-(3-rigpokcuaseTuau-1-in)-1H-nipasono[3,4-dlnipumiguH-3-injmetokcu]-2-
METUNOEH3OHITPUIT,
5-TpeT-0yTun-4-[[6-[2-rigpokcieTun(meTtun)amino]-1H-nipasono[3,4-d]nipumignH-3-injmeTokcu]-2-
METUNOEH3OHITPUIT,
3-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metnn]-1H-nipasono[3,4-d]nipumignH-6-
inJokculnponax-1,2-aion;
5-TpeT-0yTun-4-[[6-(2-rigpokcieTunamino)-1H-nipasono[3,4-d]nipumiguH-3-injmetokcu]-2-
METUNOEH3OHITPUIT,
5-TpeT-0yTun-4-[[6-[2,3-gurigpokcunponin(meTtun)amino]-1H-nipasono[3,4-d]nipumignt-3-
iN]JMETOKCMU]-2-METUNOEHIOHITPUN;
5-TpeT-0yTun-4-[[6-(2,3-gurigpokcunponokcu)-1H-nipasono[3,4-d]nipumigux-3-injmetokcu]-2-
METUNOEH3OHITPU,
5-TpeT-0yTun-4-[[6-(2-rigpokcuetokcu)-1H-nipasono[3,4-d]nipumignt-3-injmetokcu]-2-
METUNOEH3OHITPUIT,
4-[3-[5-xnop-4-meTun-2-(1H-nipazono[3,4-blnipugnH-3-inmeTokcn)penin]-4-dbTopbensoin]-1-
MeTUNNinepasnH-2-0H;
3-[5-xnop-4-metun-2-(1H-nipaszono[3,4-blnipnanH-3-inmeTokcu)erin]-4-dprop-N-(2-
MeTokcieTun)-N-meTunbéeHsamia;
4-[3-[5-xnop-2-(1H-ingason-3-inmeToken)-4-metundeHinl-4-gpropbensoin]-1-meTunnine pasnH-2-
OH;
[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-blnipnauH-3-inmetokcn) dpeHin]-4-dropdeHin]-niponianH-
1-inMeTaHoH;
2-xnop-5-[2-prop-5-(niponiguH-1-kapoboHin)denin]-4-(1H-nipasono[3,4-b]nipnaun-3-
iNnMeToKcn)OeH30oHITpUN;
4-[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-c]nipuanH-3-inmeTokcn)heHin]-4-propbensoin]-1-
MeTUNNinepasnH-2-0H;
3-[(2-TpeT-OyTun-4-meTuncynbdoHindeHokcn)metun]-1H-nipasono[3,4-blnipnawnh;
3-[5-xnop-4-metun-2-(1H-nipasono[3,4-clnipnauH-3-inmetokcn)peHin]-4-dprop-N-(2-
MeTokcieTun)-N-meTunbéeHsamia;
3-[[4-xnop-2-(2-meTokcunipuauH-3-in)-5-meTundeHokculmeTun]-1H-nipasono[3,4-clnipuauy;
4-TpeT-0yTun-2-metun-5-(1H-nipasono[3,4-blnipnanH-3-inMeTokcn)OEH3OHITPUT;
4-TpeT-0yTun-2-metun-5-(1H-nipazono[3,4-c]nipuaunH-3-inMeToKCU)GEH3 OHITPUIT;
TpeT-0yTun 3-((2-TpeT-6yTun-4-xnop-5-metTundeHokcu)MeTun)-6,7-aurigpo-1H-nipasono[4,3-
c]nipuanH-5(4H)-kapbokecunar;
1-(3-((2-TpeT-0yTun-4-xnop-5-metTundeHokcn)meTun)-6,7-aurigpo-1H-nipasono[4,3-clnipnaut-
5(4H)-im)eTaHoH;
1-(3-((2-TpeT-0yTun-4-xnop-5-metTundeHokcn)meTun)-6,7-aurigpo-1H-nipasono[4,3-clnipnaut-
5(4H)-in)-2-MeTOKCUETaHOH;
3-((2-TpeT-6yTUn-4-xnop-5-metTundeHoken)meTun)-4,5,6,7-tetparigpo-1H-nipaszono[3,4-
clnipuauH;
1-(3-((2-TpeT-0yTun-4-xnop-5-metTundeHokcn)meTun)-4,5-aurigpo-1H-nipasono[3,4-clnipnaut-
6(7H)-imeTaHoH;
1-(3-((2-TpeT-0yTun-4-xnop-5-metTundeHokcn)meTun)-4,5-aurigpo-1H-nipasono[3,4-clnipnaut-
6(7H)-in)-2-MeTOoKCUETaHOH;
3-((4-xnop-2-(2-meTokeunipuaunH-3-in)-5-metTundeHokcum)meTun)-4,5,6,7-tetparigpo-1H-
nipasono[3,4-clnipuauHx;
1-(3-((4-xnop-2-(2-meTokcunipuanH-3-in)-5-metundeHokcn)metun)-4,5-aurigpo-1H-nipasono[3,4-
clnipuanH-6(7H)-in)eTaHoH;
3-((2-TpeT-6yTUn-4-xnop-5-metTundeHokcun)metTun)-1H-nipason;
4-((1H-nipason-3-in)MeToKcKn)-5-TpeT-0yTun-2-MeTUnGEeH3oHITPU;
meTun 3-((2-(TpeT-0yTun)-4-xnop-5-metTundeHokcn)metnn)-1H-nipason-5-kapbokcunar;
(3-((2-(TpeT-0yTHUN)-4-xnop-5-metTund)eHokcu)meTun)-1H-nipason-5-in) (niponiguH-1-im)MeTaHoH;
3-((2-(TpeT-0yTun)-4-xnop-5-metunderokcu)metun)-N,N-gumetTun-1H-nipason-5-kapbokcamia;
Ta ix hapMaueBTUYHO NMPUAHATHI coni.
Takox, KOHKPETHI npuknaau cnonyk copmynu (1), 9k TyT onucaHo, BUGpaHi 3 HACTYMHUX:
4-TpeT-0yTun-2-xnop-5-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)MeTokcn]6eH3oHITPU;
2-xnop-5-[2-pTop-5-(TpuTopmetokcu)dheHin]-4-[(4-meTnn-5-okco-1H-1,2,4-Tpnason-3-
iMMeTOKCU]6EH30HITPUN;
2-xnop-5-[2-pTop-5-(2,2,2-TpudpTopetokcu)deHin]-4-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
iMMeTOKCU]6EH30HITPUN;
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3-[[4-xnop-2-(2-meTokeunipuaAnH-3-in)-5-metundeHokcu]metun]-1H-nipngasmH-6-oH;
3-[[4-xnop-2-(2-rigpokcunipuanH-3-in)-5-metundeHokcu]metun]-1H-nipuaasnH-6-oH;
2-x1nop-4-[(6-okco-1H-nipnaasuH-3-in)meTokcu]-5-peHinGeHsoHiTpun;
4-TpeT-0yTUn-2-meTnn-5-[(6-okco-1H-nipnaasnH-3-in)meTokcn]6eH3oHITpnm;
2-xnop-5-(5-umknonponinokcn-2-gropdreHin)-4-[(6-okco-1H-nipuaasmH-3-
iMMeTOKCU]6EH30HITPUN;
4-TpeT-0yTun-2-xnop-5-(1H-nipasono[3,4-clnipnamnH-3-inMeTokcn) OeH3OHITpUIT;
2-xnop-5-(5-unknonponinokcu-2-gropdreHin)-4-(1H-nipasono[3,4-clnipnaunH-3-
iNnMeToKcn)OeH30oHITpUN;
4-TpeT-0yTun-2-xnop-5-(1H-nipasono[3,4-b]nipnaunH-3-inMeToKkCU)GEH3OHIT pUn;
2-xnop-5-(5-umknonponinokcn-2-gpropdeHiny-4-(1H-nipaszono[3,4-blnipuanH-3-
iNnMeToKcn)OeH30oHITpUN;
2-xnop-5-[2-pTop-5-(TpuTopmetokcu)deHin]-4-(1H-nipasono[4,3-c]nipnanH-3-
iNnMeToKcn)OeH30oHITpUN;
2-xnop-5-[2-pTop-5-(TpuTopmetokcu)dheHin]-4-(1H-nipasono[3,4-bJnipnanH-3-
iNnMeToKcn)OeH30oHITpUN;

Ta ix hapMaueBTUYHO NMPUAHATHI coni.

HoaatkoBsi KOHKpeTHI npuknaau cnonyk oopmynu (1), 9k TyT onucaHo, BUGPaHi 3 HACTYMHUX;
3-[(2-TpeT-OyTuUn-4-xnop-5-metundeHokcn)metun]-4-metun-1H-1,2,4-tpuason-5-oH;
3-[(2-TpeT-OyTun-4-xnop-5-dropdeHokcu)meTun]-4-metun-1H-1,2,4-rpnason-5-oH;
3-TpeT-0yTun-4-[(4-metun-5-okco-1H-1,2,4-Tpuason-3-in)MeTokcn]0eH3oHITpuIT;
5-TpeT-0yTun-2-meTnn-4-[(4-metun-5-okco-1H-1,2,4-Tpnason-3-in)MeTokcn]0eH3oHITpu;
4-TpeT-0yTun-2-metTun-5-[(4-metnn-5-okco-1H-1,2,4-Tpuason-3-in)MeTokcn]0eH3oHITpu;
3-[(4-xnop-2-umknorekcun-5-meTundeHokcu)MeTun]-4-metun-1H-1,2 4-tpuason-5-oH;
5-TpeT-0yTun-2-meTtun-4-[(5-okco-4-nponau-2-in-1H-1,2,4-tpuason-3-in)MeTokcu]6e H3OHITpusT;
3-[(4-xnop-5-meTun-2-nponax-2-inceHokcn)MeTun]-4-metun-1H-1,2 4-tpuason-5-oH;
3-[(4-xnop-2-uuknobyTun-5-metundenokeun)metun]-4-metun-1H-1,2,4-tpnason-5-oH;
3-[[4-xnop-5-meTun-2-[3-(mopdoniH-4-kapboHin)denin]denokcu]metun]-4-metun-1H-1,2,4-

Tpnason-5-oH;
3-[[4-xnop-5-meTun-2-(1,2-okcason-5-in)peHokculmeTun]-4-metun-1H-1,2,4-Tpnason-5-oH;
2-xnop-4-[(4-metun-5-okco-1H-1,2,4-Tpnason-3-in)metokcu]-5-peHinGeHsoHiTpun;
2-xnop-4-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcul-5-[3-(1H-nipason-3-

imcpeHin)6eH3oHITpUN;
2-xnop-5-[3-(5-metun-1,2,4-okcagiason-3-in)deHin]-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-
iMMeTOKCU]6EH30HITPUN;
3-[5-xnop-4-metun-2-[(4-meTtun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]denin]-4-gprop-N,N-
aumeTtunbeHsamia;

3-[[4-xnop-2-(2-meToKkeunipuanH-3-in)-5-meTundeHokcu]metun]-4-metun-1H-1,2,4-rpuason-5-oH;

3-[[4-xnop-2-(2-pTop-5-nponaH-2-inokcudeHin)-5-metundgeHokculmeTun]-4-metun-1H-1,2,4-
Tpnason-5-oH;
3-[[4-xnop-2-[2-Top-5-(NiponignH-1-kapboHin)deHin]-5-meTundeHokculmeTun]-4-metnn-1H-
1,2,4-Tpnason-5-oH;
4-[3-[5-xrop-4-meTun-2-[(4-meTnn-5-okco-1H-1,2,4-tpuason-3-in)MmeTokcu]deHin]-4-
dhTopbOeH30in]-1-MeTunnine pasuH-2-oH;
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]deninl-4-gprop-N-(2-
MeTokcieTun)-N-meTunbéeHsamia;
3-[[4-xnop-2-[2-dhTOop-5-(0KConaH-2-inmeTokecu)dpeHin]-5-metTundeHokculmeTun]-4-metun-1H-
1,2,4-Tpnason-5-oH;
2-[3-[5-xrop-4-meTun-2-[(4-meTnn-5-okco-1H-1,2,4-tpuason-3-in)Mmetokcu]deHin]-4-
dTopdeHokeun]-N,N-aumeTnnayeTamia;
N-[[3-[5-xnop-4-meTun-2-[(4-meTnn-5-okco-1H-1,2,4-Tpuason-3-in)MmeTokcu]deHin]-4-
dhTopdeHin]meTnn]-2-meToken-N-meTunayeTamia;
2-xnop-5-(2-dbTopdein)-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)MeToKCM]GEH3OHITPUN;
2-xnop-5-(2-prop-3-meTokcudeHin)-4-[(4-metun-5-okco-1H-1,2,4-Tpnason-3-
iMMeTOKCU]6EH30HITPUN;
2-xnop-5-(2-Top-5-nponax-2-inokcudeHin)-4-[(4-meTtun-5-okco-1H-1,2,4-tpuason-3-
iMMeTOKCU]6EH30HITPUN;
3-[[4-xnop-2-(5-umknonponinokcu-2-gropderin)-5-metundgeHokculmeTun]-4-metun-1H-1,2,4-
Tpnasosn-5-oH;
2-xnop-5-(5-umknonponinokcn-2-gpropdeHin)-4-[(4-meTun-5-okco-1H-1,2,4-rpuason-3-
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iMMeTOKCU]6EH30HITPUN;

5-TpeT-6yTun-2-metun-4-(1H-nipazono[3,4-blnipnanH-3-inmeTokcn)6eH3OHITPU;

2-[[3-[(2-TpeT-OyTUn-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-d]nipumignn-6-in)-
MeTunamiHoleTaHon,

2-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metnn]-1H-nipasono[3,4-d]nipumignH-6-
inJokculeTaHonm;

2-xnop-5-[2-prop-5-(niponiguH-1-kapoboHin)denin]-4-(1H-nipasono[3,4-b]nipnaun-3-
iNnMeToKcn)OeH30oHITpUN;

3-[5-xnop-4-metun-2-(1H-nipasono[3,4-clnipnauH-3-inmetokcn)peHin]-4-dprop-N-(2-
MeTokcieTun)-N-meTunbéeHsamia;

Ta ix hapMaueBTUYHO NMPUAHATHI coni.

Takox A0AaTKOBI KOHKPETHI npuknaau cnonyk popmynu (1), ik TYT onucaHo, BUGPaHi 3 HACTYNHUX:

2-xnop-5-(5-umknonponinokcn-2-gropdreHin)-4-[(6-okco-1H-nipuaasmH-3-
iMMeTOKCU]6EH30HITPUN;

4-TpeT-0yTun-2-xnop-5-(1H-nipasono[3,4-b]nipnaunH-3-inMeToKkCU)GEH3OHIT pUn;

Ta ix hapMaueBTUYHO NMPUAHATHI coni.

Takox KOHKPETHI npuknaau cnonyk chopmynu (1), gk TyT onnucaHo, BUGpaHi 3 HACTYMHUX:

4-[(2-TpeT-6yTun-4-xnop-5-meTundeHokcn)meTun]-2H-Tpnason;

3-[(2-TpeT-6yTuUn-4-xnop-5-meTundeHokcn)metun]-5-denin-1H-nipason;ta

5-TpeT-0yTun-2-metun-4-[(5-eHin-1H-nipazon-3-in)meTokcn]6eH3oHITpH.

HoaatkoBsi KOHKpeTHI npuknaau cnonyk oopmynu (1), 9k TyT onucaHo, BUGPaHi 3 HACTYMHUX;

5-TpeT-0yTun-2-metun-4-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)MeToKkCu]0EH3OHITPUIT;

5-TpeT-0yTun-2-xnop-4-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]6eH3oHiTpum;i

5-TpeT-0yTun-2-prop-4-[(4-metnn-5-okco-1H-1,2,4-Tpuason-3-in)MeToKcn]6eH30HITPU;

Ta ix hapMaueBTUYHO NMPUAHATHI coni.

Cnocibu ogepxaHHs cnonyk popmynu (I), Ik TYT onucaHo, € 06'eKTOM AaHOro BUHaxXoay.

OaepxaHHa cnonyk copmynu (I) 3rigHO 3 JgaHMM BUHaxoAom Moe OyTu npoBeaeHO
nocnigoBHUMU ab0 KOHBEPrEeHTHUMM WnsAxaMu cuHTe3dy. CUHTE3M 3a BMHAxXOAOM MNoOKa3aHi Ha
HACTYNHUX 3aranbHUX cxemMax. HaBuukn, HeoOXiaHi ANA NPOBEAEHHA peakuii i OYMLLEHHST OAePXKaHUX
npoAaykTiB BigoMi dhaxiBLusaM B AaHiN 0OnacTi TExHIKKA. Y pasi, SKWO nig Yyac peakuii 0aepKyoTb CyMiLll
eHaHTiomepiB abo aiactepeoizomepis, Ui eHaHTiomepn abo giactepeocizomepu MOXyTb OYTW po3aineHi
3a gonomorol cnocobis, onucaHux TyT, abo cnocobamu, Bigomumu chaxiBUueBi B AaHin obnacTi,
TakuMu sIK, Hanpuknaa, (xipanbHa) xpomarorpadiss abo kpucranisauis. 3amiCHUKM Ta iHOEKCH, SKi
BUKOPUCTOBYIOTHCSI B HACTYNMHOMY ONUCI CNOCOBIB MAlOTh 3HAYEHHS, BKA3aHi TyT.

3aranbHUii ONMC BUHaxody AaHO B HACTyNHUX posginax. Ons oaepxaHHAa cnonyk dopmynu (1),
abo B HesaxuweHomy, abo B 3axuuleHomy Burnaai (PG = 3axucHa rpyna), Kr4OBOKO CTafieto
3a3Buyan € peakuis 3B's3yBaHHA MK BiANOBIAHUM (PEHOMBHUM CTPYKTYPHUM enemeHToM A1, ae Ra
saBnse cobo O0OOB'A3KOBUIA OPTO3AMICHUK apun-rigpokcurpynu, Rp € 3aMiCHMKOM B Apyromy
NONOXEHHI (PEeHINbHOro Kinbus, SKUIA 3a3BU4ai HeoOXiAHO BBeCTU abo moaudikyBaTu (BKITHOUAOYM
BiANOBIAHWIA 3axXUCT B pasi NPUCYTHOCTI Oyab-AKOT MOTEHUINHO 3aBaxkatouol dyHKUIOHANbLHOT rpynu B
cknagi Rai Re), i Rc € 6yab-AKoI0 iHLIOK (PYHKUIOHAMNBHOIO rPynoto, Aka 3a3Buyan NpuCcyTHA B BUXIGHIN
cnonyui Ta 3anuMWwaeTbCa HEMOAU(IKOBAHOI, 3 HEOOXIAHMM CTPYKTPYHUM enemMeHToMm A2 3
oAepKaHHAM 3aMiweHoro deHinedipy dopmynu A3 (Cxema 1). B KOHTEKCTI gaHoro BuHaxoay, A2
3a3BMYan cknagaeTbcd 3 5 abo 6-4neHHOro retepouukny, WO MICTUTb ABa CYMDKHUX arTOMKU asoTy,
OOWH 3 AKX Hece BoAeHb (abo BignoBiaHY 3axucHy rpyny PG, sKLIO a30T 36epiraetbCs 3axmweHnm),
Ta METUIbHY TIpyny, sKka 3aMilleHa BiANOBIAHOW rpynoio X, wWo 3amiwyetbcsa. X Moxe OyTu
ranoreHoM, Takum €K Hanpuknag xnop, 6poMm ato nog abo Oyab-AKOK iHLUOK, Tpynow, Lo
3aMiLLYETbCA, TaKoW K To3unar abo mesunar. A2 Takox Moxe OyTu OiumkniyHuM, ae 6 JneHHe
KinbLe, AKe € apomatudHum, abo Hacu4eHuM, Ta SKe MOXEe MICTUTM OOAAaTKOBI aToMu asoTy Ta
004aTKOBI 3aMiCHMKK, KOHAEHCYBanNo 3 NepPBUHHUM 5-4neHHUM reTepouunknom. Peakuia 3B'a3yBaHHS
MK A1 i A2, siki oBuaBa MOXKyTb MICTUTU He3anexHi 04Hy Bia 0AHOT 3axucHi rpynu PG, PG’, abo PG”
B pasi HeoOXxigHOCTi, 3a3BMYam MNPOBOAUTBLCS B MNPUCYTHOCTI OCHOBM, Takoi sk KapboHaT Kanito,
kapboHaTt uesito abo rigpug HaTpilo, BIANOBIAHOrO pPo3vMHHMKA, Takoro sk TIP, AM®P, CHsCN abo
aHanoriyHoro, Npu Temneparypax B gianasoHi Big miHyc 20°C go temnepaTypy KUMiHHA PO3YUHHUKA,
abo npu GiNbW BUCOKMX TEMMEPATypax B 3aKpUTOMY MOCYAi 3 OAEP)KaHHAM MPOAYKTY 3B'A3yBaHHA
A3a. Y BinbLUOCTi BUNaakiB, AKLIO 3aXUCT HE NOTpibHO, A3a € ekBiBaneHTHUM A3 i BXXe € Nnpuknaaom
cTpyktypu popmynu (l), ogHak, Akwo A3a Mictutb Byab-aky 3axucHy rpyny PG abo PG’ abo PG”,
Taky fk,Hanpuknaa, BOC a6o tputun, TpeT-6ytun, pMB, MOM, SEM, 6eH3un abo aHanorivHy, BOHM
MOXYTb OyTU BMAAaneHi B BigOMMX yMOBax, sIKi 3anexaTb Big npupoau 3axucHoi rpynu PG. BOC,
TpeT-6ytun, pMB i Tputun, MOM, SEM, Hanpuknaa, MoxyTb OyTu BUAANEHi B NPUCYTHOCTI KUCMOTH,
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Takoi ak T®O, HCI, HBr, H2SO4 abo aHanorivyHo1 y BigNoBiAHOMY PO3YMHHUKY, TakoMy sik CH2Clo, TT®,
BoAda, AdiokcaH abo aHanoriyHOoMy, ae ©OeH3un abo aHamnoriyHa rpyna MOXyTb OyTu BuaaneHi
KaTaniTU4HOIO rigporeHisauieto (Hanpuknag, Hez, Pd Ha Byrinni abo aHanoriyHi, B eTaHoni, METaHomi,
Bodi, EtOAc a6o HOAC abo aHanorivHOMY, Npu pisHUX Temneparypax). SEM Takoxk MoxkHa BUaanuTu
o6pobkoo dTopuaom (Hanpuknag, TteTtpabytunamonio dropuaom B HMPT ab6o DMPU abo
aHanoriyHomy). CTpaTterii 3axXUCHUX rPyn AN MHOXWHW (PYHKUIOHaNbHMX rpyn (BKAOYaYU YMOBMU
ANS 3aXUCTy Ta genpoTekuii) aobpe onucai, Hanpuknag B “Protective Groups in Organic Chemistry”
nig astopcteom T. W. Greene i P. G. M. Wutts, 5th Ed., 2014, John Wiley & Sons, N.Y.). [lenpoTtekuis
A3a, AKWo HeobXxiaHO, AKka MOXKEe MICTUTK Kinbka ctagin, akwo PG, PG’ abo PG” € BiAMiHHMMUK oAuWH
Big OAHOro, AacTb HesaxuuleHy cnonyky dopmynu A3, aka signosigae crnonykam copmynu (I), Ak
3asaBneHo B hopMyIni BUHaxoay.

Cxewma 1:
P, o, .
e NN “Ra \3\
Ru \:‘ E + \‘?‘f' B iiaasast o Ra g § e 3 oo PG
o s {\’ \C"- ) R . ] -
PG T, o P i X
Re (P13 e
A A2 Ada
X=ranpQl Br, OMs, QTos PG, PEY, PG" = vanp. Boc, Towmin
pMB, THP yper-8ymun, i v.a.
BusansaNR 3AXCHOT N
TRy Y k i
e f'm\f‘r \NJN\,H
**** e oy v
X
Ry

A3

HacTynHi mogudikauii npoaykTiB 38'a3yBaHHSA

Y peskux Bunagkax, B 3anexHocCTi Big Npupoan BUKOPUCTOBYBAHOIO CTPYKTYPHOIO enemeHTa A2
AN peakuil 3B'A3yBaHHS, MPOAYKT 3B'A3YBAHHA LWE HE € HeoOXiaHOKW Cnomnykow Ta HeoOXiaHi
aoaaTtkoBi mopaudpikauii, ki Biapi3HAIOTLCA Bi4 NPOCTUX peakuin 3 3axXUCHUMKW rpynamu, aAns
oaepxkaHHa cnonyku popmynu A3 (Cxema 2).

Lna TpuasonoHie: Akwo, Hanpuknag, KOMepuiiHUin TPMasonoBUiA CTPYKTYPHUI €NeMeEHT, Takuin
ak A4, ne Rpi = MeTun, BUKOPUCTOBYETLCA fK A2 B peakuil 3B'a3yBaHHA 3 dreHonom A1, ska
npoBOAUTLCA B YMOBaAX, ONMCaHWX BULLE, TOAI BignoBigHi noganbli TpaHcdopmauii NPOMIKHOMo
NpoAyKTy 3B'A3yBaHHA A5 BkntovaTb: 1) 06pobky A5 METOKCUAOM HATPIlO B PO3UMHHUKY, TAKOMY SK
METaHOn, Npu TemnepaTtypax B Adiana3oHi Big 0°C [0 TeMnepaTtypu KWMIHHA PO3YMHHMKA 3
OAEPKaHHAM reTepoapun-meTunoBoro edipy A6, i 2) rigponia cnonyku A6 B NPUCYTHOCTI CUSMBHOT
kucnotu, Takoi sk HCI, HBr, H2SO: a6o n-tonyoncynb¢poHoBa kucnota abo aHanoriyHa, B
PO3YMHHMKAX, TAKUX SK OLTOBA KMCMOTA, WO MICTUTb JEAKY KiNbKiCTb BOAM Mpu TeMnepartypax B
AdianasoHi Big 0°C go 130°C 3 ogepaHHAM TPUasonoHiB popmynun A7, Aki € NIGMHOXUHOIO CNOSYK
dopmynun A3, nokasaHux Ha Cxemi1.
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Akwo, Hanpuknag, KOMepuinHO AOCTYMHWUA NipUAA3MHOHOBUM CTPYKTYPHUN

5 erneMeHT, Takuih sik A8 BUKOPUCTOBYETLCA B peakuii 3B'a3yBaHHA 3 ceHornom A1, ToAi HACTYMHi
TpaHcdopMmauii, aki HeobxiaHi Ans ogep:kaHHa nipuaasuMHoHiB dopmynu A10, Aki € NiAMHOXUHOK
npuknagis oopmynu A3, nokasaHi Ha Cxemi 3. Y UboMy BUNaaKy PeHONOBUN CTPYKTYPHUIR €NeMeEHT
dopmynn A1 06pobnalTb BigNOBIAHUM  3-XNOP-6-XNOPMETUN-NIPUAA3sMHOM A8 3 oaepKaHHAM
XnopnipugasMHoBoi NPOMIKHOT crionykn opmynu A9. Xnopmetun-nipugasmHun dopmynu A9 ¢

10 KOMEPLiAHO AocTynHMMK abo MOoXyTb OYyTW odep>kaHi BignoBigHo Ao Bigommux cnocobis 3 nitepartypu.
Peakuis 3B's3yBaHHA 34iINCHIOETLCA B NPUCYTHOCTI OCHOBM i B peakuiiHuX yMOBaX, ONUCaHWUX BULLE.
MpomixkHa cnonyka A10 MoxeT OyTM nepeTBOpeHa B HeobXigHi nipmaasuHoHn dopmynu A3
BUKOPUCTAHHSIM PisHMX cnocobis. Cnoci® A, Hanpuknaa, 3acHoBaHuii Ha o6pobui crnonykm A9
BiANOBIAHOIO OCHOBOW, Hanpuknag, NaOH, KOH abo aHanoriyHOWO B MNpUCYTHOCTI Boau abo

15 PO3UYMHHKKA, LLO MICTUTb BOAY, NpU Temnepartypax B AianasoHi Big -20°C o Temnepatypu KUMiHHA
BUKOPUCTOBYBAHUX PO3YUHHUKIB 3 OAEPKAHHAM HeobXigHMX nipuaasuHoHiB dopmynn  A10.
AnbTepHATUBHO, Y BigNoBigHOCTI 3i cnocobom B, koHBepcia A9 B A10 TakoxXX MOXNMBA, HANpUKNag,
o6pobkoto cnonyku A9 kapOOHOBOK KUCMNOTOIO, TAKOK SK OLTOBA KMCMNOTA, MypallnHa kucnota abo
aHanoriyHow, Npu Temneparypax B gianasoHi Big 0°C go 150°C, 3 nogansLLO BOAHOK 06pOoBKO0.

20 Cxewma 3:

~ QeHOBA
£ T
R *Jf;f‘ + }( T t A a2
a-'i E N
o B Vi o
~TR
At A8
—~ 0
Ry O
CG{}Q‘I{} 8 ,:_-,“:}L\\ ,«Q'\vr&mfNH Gﬁmﬁ a ke
Crogif b e
O At0

e /;\\ Cl
By §
o Q 'N
- fv }.f" S N
i

NaDHB ) E(OH, waniins

Cnosit b < AcOH, suninns

Moaganblia pospobka BignosigHUx cnonyk dopmynu A3

25 Y aeskux Bunagkax, peakuin 3s'asyBaHHA MK ddeHonom A1 i CTPYKTYpHUM enemeHTom A2 aae
OiUMKNiYHY NPOMDKHY CNONyKy, Taky K, Hanpuknag, Tioedip A11 (Cxema 4). A11 mMoxe OyTtu
BUKOPUCTAHO ANSA BBEAEHHS, HAaNpuknaa, BianoBigHOT conoBini3youoil rpynu, sika 4o4aTKOBO 3MIHIOE

BCi akocTi cnonyk. Ona ix oaepaHHA 3axucHy rpyny PG cnnoykn A11 BuaansaioTb BiANOBIgHOW
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06pobkoo B 3anexHocTi Big npupoan PG: Hanpuknag, Boc, tputun abo THP rpynu mMoxyTb GyTu
BUAaneHi 3a gonomoroww obpobkum cunbHUMM kucnotamu, Takumu sk HBr, HCIl, T®O abo
aHanoriyHMMu, y BianoBiAHOMY PO3YMHHUKY, TAKOMY SIK AiOKCaH, BoAAa, eTaHon, MetaHon ato OXM
abo aHanoridHOMY Mpu TemnepaTtypax B AianasoHi Big -20°C oo TeMneparypu KUMiHHS PO3YUHHUKA.
Micna suganeHHa PG NpoMikKHY CNOMyKy NigaatoTb OKUCNEHHIO 3 OAEPXKAHHAM METUNCYNnbgoHy A12.
BianosigHi okucniotoui peareHTn a9BnsioTb coboto, Hanpuknag, m-CPBA B OXM, okcoH B MeOH/H20,
H202, KMnO4 B Boai/AcOH abo MHoxuMHA iHWwmnx. O6pobka cnonyku A12 signoigHum amiHom NRFRF
SK nokaszaHo Ha CxeMi 4, dkuit moxe OyTu B HAANULIKY, B PO3YMHHUKY, TakoMy sk TId abo N-
MeTtunniponiaoH abo OMCO, abo aHanorivHun, npu Temnepartypax B Jdianasodi Big 0°C pgo
TEMMNEepPaTypu KUNIHHA po3yYMHHKMKa abo ao 200°C B 3akpuTin npobipui abo MikpOXBUNLOBIW Nevi 4acTb
aMiHonipumiauHu popmynu A13.

AnbTepHaTuBHo, A12 MoxHa obpobutu BignoigHum cnuptom HO-Ry (BignoBigHUM 4YMHOM
3axuiuleHum, sik THP) B npicyctHocTi ocHoBM, Takol sik NaH, KH, Cs2CQOs, Na2CO3z abo aHanoriyHofl, y
BiANOBIAHOMY PO34YMHHKKY, Takomy sik OM®, TId, DMA abo aiokcaH abo T.n. npu Temneparypax B
Adianasodi Big 0°C oo TtemnepaTypyu KUNIHHSA PO3YMHHUKA, 3 OAepXKaHHAM crnonyku copmynu A1l4,
Byab-aki 3axucHi rpynu GiyHOro naHutora mMoxytb 6yTM nerko BuaaneHi 3a gonomorow o6pobku
kucnototo, Takow sk TOO B OXM ans rpynu THP a6o, Hanpuknag soaHow HCI ans auetoHiay 3
O4EPKaHHAM HEOOXiAHMX HE3axuMLLEHUX cnonyk dyopmynu A15.
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AHanoriyHo ToMy, SK Lie onMcaHo BULLE ANd NipuMiguHie, 3axuieHunin propnipuand opmynu A16
(PG = Tputun abo Boc) (Cxema 5) moxe 6yt o6podneHun BignosigHuM cnuptom HO-RH (BignosigHo
3axuleHum y surnagi THP ecdipie abo aueToHigy, SKWO BiH MICTUTb MHOMXMUHY rpyn OH, sik nokasaHo
Ha Cxemi 5) B npucyTtHocTi ocHoBM, Takoi gk NaH, KH, Cs2COs, Na2COs abo T1.n., y BianoBigHomMmy
PO34YMHHUKY, TakoMy gk OM®P, DMA, Trd abo 1.n., npu Temneparypax B gianasoHi Big 0°C pgo
TemMnepaTypyu KWMIHHA PO34YMHHWKA, 3 OAEPXKaHHAM 3aMilleHoro rigpokcunipuguny dopmynu A17.
Byab-aki 3axucHi rpynu nipasony (PG = Hanpuknag, tputun, Boc, PMB) i Oyab-siki 3aXuUCHi rpynu
6iyHoro naHutora (THP, aueTtoHia abo aHanoriyHa) mMoxyTb OyTM NErko BuaaneHi 3a A0NOMOrow
o6pobkn kucnototo, Takow Ak THO B OXM abo, Hanpuknag, soagHoto HCI, HBr abo T1.n., 3
O4EPKaHHAM HEOOXiAHMX HE3axuMLLEHNX cnonyk dyopmynu A18.
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Y peakux Bunagkax, peakuis 3p'asyBaHHs MK dpeHoOnoMm A1l i CTPYKTYPHUM eneMeHTom A2 pae
BiANOBIAHO 3axuLIeHy BiUMKNiMHY NPOMDKHY CNOMyKy, Taky K, Hanpuknag, nipasononinepuauHm A19
(Cxema 6). Lli cnonyku HecyTb, Hanpuknag, Boc rpyny no asoty Y' abo Y2 ninepuauHy i MOXMUBO
3axucHy rpyny PG Ha nipasoni, ska, ik onMcaHo BULUE, MOXe aBnATM coboto, Hanpuknag, Boc,
Tputun, THP abo ananoriuHy. Ons noganblioi oBpobku BCi 3axMCHI rpynu BuAANATLCA Y
BiANOBIAHMX yMoBax, Takux ak TPO B OXM abo HCI B giokcaHi abo aHanoridHux, 3 ogepXKaHHAM
He3axuLeHoT noxigHoi ninepuaumHy A20. 3 METO OAepXaHHA Cronyk, HeodxiaHux Ana agaHoro
BUHaxoay, A19 o6pobnaoTb XNOopaHriapuaomM B NPUCYTHOCTI OCHOBWU, Takoi Ak NEts, ocHoBa XyHira,
NiPUAVHINK T.M., B PO34YMHHUKY, Takomy Ak OXM, OM®, giokcaH abo aHamnoriyHui 3 OoAepKaHHAM
HeoOXigHMX 3amilleHux ninepuaunHis copMynu A21, saki nokasaHi Ha Cxemi 6. [MoganbLia
TpaHcpopMaUist TaKoXK MOXKIMBA 3 KAPOOHOBUMK KUCNOTAMMU, SIKi € aKTUBOBAHUMU MHOXMHOKO iHLUINX
pisHux cnocobiB; BianoeiaHi ymosu gobpe Bigomi keanidikoBaHum haxiBusim.

Cxewma 6:
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Y peaknx Bunagkax, peakuis 3'asyBaHHs MK dpeHonoMm A1 i CTPYKTYpPHUM enemeHToMm A2 aae

5 BIAMOBIAHUM YMHOM 3axuLLieHuUi edip nipason-kapOoHOBOT kucnotn A22 (Cxema 7). HesBakatioun Ha
Te, WO AaHa cnonyka came no cobi € npuknagom crnonyku popmynu (I) nicna 3BU4anHOro BUAANEHHS
nipason 3axucHol rpynu PG, edipHa rpyna TakoX € KOPUCHOK And aogaTkoBoi Moaudikauii. A22
MOXHa, Hanpuknag, obpobutu BignoeiaHum amiHoM NRpRp B npucyTHocTi AlMes B BianoBigHOMY
pO34MHHKKY, Takomy sk OXM, CHsCl, TF® abo giokcaH abo aHanmoriyHOMy, Mpu Temnepatypax B

10 auianasoHni Big -20°C po Temnepatypu KWAMIHHA PO3YMHHMKA 3 OJEPKaHHAM amigy kapOoHOBOI
kncnotu chopmynu A23. BuganeHHsa 3axucHOT rpynu nipa3ony y BianoBigHUX ymMoBax, 3ragaHux BULLE,
JacTb MOTiM HeobxiaHwui amig nipa3on-kapboHoBOI kucnotu A34, AKMii € NPUKNaaom CrONyKu

dopmynu (1) i B skomy 3amicHUkM Rri Re BU3HaYeHi sk Rps B hopMyni BUHaxoay.
Cxema 7:
15
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3aranbHWin CUHTE3 KOHKPETHMX MNiaArpyn NPOMKHUX Cnonyk chopmynu A2, BUKOPUCTOBYBAHUX B
OaHOMY BUHaxoAai

X/\[m
A2
N\N/
,1| or PG X =e.g. Cl, Br, OMs, OTos

A) 3amiuleHi TpnasonoHu

TpuasonoHoBi NpoMikHi cnonykn dopmynu B5, B Akux Rpr MOoxKyTb OyTK Binblu CKnagHUMK, HiXK
METUI, € niarpynoto cnonyk dopmynun A2 i MoxyTb ByTK ogepxkaHi BignoBigHO A0 NOCMiA0BHOCTI, fka
nokasaHa Ha Cxemi 8. BignosigHum unHom N-3amilleHun rigpasuHkapbokcamia dopmynu B1, skuii €
KOMEpPUINHO A0CTYynHUM abo moxke 6yTu ogepxkaHum BiANOBiAHO A0 cnocobiB, BiooMux B nitepartypi,
o6pobnsaTe 6eHsunokciaueTunxnopnaom B2 i BogHoto ocHoBoto, Hanpuknaa, NaOH, KOH, K2COs3
abo aHamnoriyHo, y BiANOBIAHOMY PO3YMHHUKY, TakoMy K TIP abo T.n. 3 ogep>KaHHAM 3axuLLEHOT
TPUa3oNoHOBOI NpomikHOT cnonykn cdopmynu B3. Ls npomikHa cnonyka Moxe OyTu nerko
nebeH3nnoBaHa 3 BUKOPUCTAHHAM YMOB, BiJOMMUX B PiBHi TEXHIKM, SKi BKMOYAIOTb, Hanpuknag,
rigporeHidyBaHHa 3 BignoBigHMMKM katanisatopamu, Takummn Ak Pd/C, PtO2, Pd(OH)2/C a6o
aHanoriyHMMu, B PO3YUHHMKAX, TAaKUX SK METaHOM, OUTOBA KMCNOoTa, eTunauetar abo HasiTb BoAa, 3
OAEPXKAHHAM TiAPOKCUMETUIBLHOT NPOMIKHOT cnonyku B4. BeeaeHHs rpynn X, WO 3aMmillyeTbes, 3
OOEPKaHHAM HeobXiAHOro CTPYKTYpHOro enemeHta B5 BigGyBa€TbCA 3 BUKOPUCTAHHAM BiAMOBIAHMX
YMOB, fKi 3anexartb Big BBEAEHOT rpynu, Lo 3amiwyeTbes. Akwo, Hanpuknag, X = Cl, npoMikHa
crnonyka B4 moxe 6ytu o6pobneHa COCIz 3 ogepxkaHHam B5, ae X = Cl. Akwo, Hanpuknag, X = Br,
obpobka CBrs i PPhs Moxxe 6yTn BUkopuctana. Akwo X = mesunat abo tosunar, Togi B4 moxe 6ytu
o6pobneHo BiANOBIAHUM cynboHinxnopugom (meTaHcynboHinxnopua abo n-
TONYONCcynbMOHINXIop1a) B NPUCYTHOCTI OCHOBM, Takoi SIK Tpuetunamid, nipugud, DMAP, ocHoBa
XyHira abo aHanorivyHoi, y BiaNoOBiAHOMY PO34UMHHUKY, TakoMy Sk CH2Cl2 abo TI® abo aHanoriMHOMY,
npu Temneparypax B gianasoHi Big -78°C oo temnepaTypu KUNiHHA po34YMHHUKA 3 ogepxaHHaM B5, B
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AKOMY Rp1 BU3HAYEHO BignNoBigHO A0 hOpMyrnU BUHAxoay.

Cxema 8:
HOH N 02
Q Xy o wang ¢ NaQH o TN /q
Rﬁ"‘KNafiL\N«“NHZ + B; s G T & \1 i ? NH
H o OH N N N N 1
21 B2 B3
- 2
H, / cat oy, JQ ynMos# Boi,,
Py N \ N
NH ” 33
# Q\« /JQ;;N{ _){\“j ‘,‘L\\\N &
B84 &8s

X =TpYna, WO 3aMRLYETHCR
nanp Cl, Br, ONs, OTos

B) 1H-nipasononipuauHu, nipasononipumianHu, iHAa3onu i aHanoriyvxi

BianosigHuM YnHOM (pyHKLiOHanNi3oBaHi nipasononipuanHy, nipasononipuMiguHun ta ingasonu B13
3HOBY € MiArpynol CTPYKTYPHUX €neMeHTIB popmynu A2, AKi 3aCTOCOBYIOTLCA B AaHOMY BUHaxoAi
ana oaepxxanHa cnonyk cdopmynu () (Cxema 9A). BignoigHi nonepeaHukn Ans CUHTE3Y LUX
OiuMknuuHnx crnonyk c¢opmynu B13 € KomepuiitHO aocTtynHMMM abo MOXyTb OyTuM oaeprKaHi
BiANOBIAHO A0 METOAMK, fAKi OnucaHi B niTepaTypi. Hanpuknaa, € MOXMMBMM 3acTOCOBYBaTu
iHgasonoHn abo asa-iHaasonoHun B6 B SKOCTI BMXiAHMX PEYOBMH. Taki CNONykn € KOMEpPUIHO
JOCTYyNHUMK aBo MOXyTb OyTU CTBOpPEHi 3aHOBO. [puknaa CTBOPEHHs HOBOI cnonyku cdopmMynu B6
Oyae AaHo 4OAATKOBO HUMKYE.

Ons o6pobku B6, cnonyka moxe 6ytn o6pobneHa POBrs agnsa ogepkaHHs OPOMOBaHOT NPOMDKHOT
crnonykn B7. XnopnoxigHy TakoX mo)ke OyTW BMKOPUCTAHO, X04a BOHA Oyae MEHLU peakTUBHOKO B
HaCTYNHUX TpaHcdopMauisx; B LbOMY BUMAAKy HeoOXiAHO 3aCTOCOBYBaTU BIiAMOBIAHWWA peareHT
(Hanpuknag, POCIls ans xnopnoxigHot). MpoMmikHy cnonyky B7 noTiM nigaaloTb 3axucty no aTomy
a30Ty 3a A0MNOMOroK BiANOBIAHOT 3axMcHOT rpynu PG 3 ogepkaHHsM B8. PG Moxe 6yTu, Hanpuknag,
rpynoto PMB abo TpuTunbHO rpynoto abo ananoridHum. BignosigHi ymoBM, sIki 3anexaTb Big
npupoan BBEAEHOT 3axMCHOT Tpynu MOBWHHI 3acTocoByBaTuCA; Hanpuknaa, ana PG = PMB
XNOPMETUN-4-METOKCUBEH30N B MPUCYTHOCTI OCHOBU, Takoi sk Cs2C0s3, Na2COs abo aHanoriyHoi B
PO34YMHHUKY, TakoMy sk OM®P, TIP abo CHsCN abo aHanoriyHOT npu TeMnepaTtypax B dianasoHi Big
0°C po Temnepartypu KWMiHHA po3vMHHMKA, abo ana PG = tputunxnopaudeHinmeTun-6eH3on B
MPUCYTHOCTI OCHOBM Takol sk TpueTunamid, ocHoBa XyHira, Na2COz abo CS>CQO3z abo aHanoriyHoi B
PO34YMHHUKY, Takomy sk TId, IM® abo aHanoriyHoMy, npu TemnepaTypax B gianasoHi sig 0°C go
TEMMNepaTypu KUMiHHA po34vMHHUMKA. [ns ogepxkaHHAa edipy B10 3 6pomigy B8, cnonyky o6pobnsaioTb
MOHOOKCMOOM BYIMELI0 B MPUCYTHOCTI MeTaHony, BignosigHoro Pd kaTanisaTopa, Takoro sk,
Hanpuknag, Pd(OAc): i BignoeiaHoro niranga, Takoro sk Hanpuknag 1,3-6ic(andeHindocdiHo)-
nponaH (dppp) y BiANOBIAHOMY PO34YMHHKUKY, TakoMy Ak M i npu BignoBigHin Temnepatypi. 3anexHo
Bil NMONMOXEHHS aTOMIB a30Ty i 3amicHuKa RE, BiagnoBigHi edipu B9 moxkyTb OyTH KOMEPLIAHO AOCTYMHI
i MOXyTb OYTW NepeTBOpPEHi B HEOOXiAHY NPOMi>KHY crnonyky B10 3 BUKOPUCTAHHSIM YMOB, SIK OMUCAHO
BUWE AnAa KoHeepcii B7 B B8. OnAa MOXNMBOCTI BBEAEHHA TIpynu, L0 3aMilwyeTbcsa, Mo
ek3ouukniyHomy Byrneuto, edipHy rpyny B10 moxHa BigHoBUTM Ao cnupTy B11 3 BUKOpUCTaAHHAM
YMOB, A00Ope BigOMUX B PiBHI TexHiku, Takux sk LiBHs abo NaBHs B MeOH, EtOH abo TI® ato
ananoriyHomy a6o DIBAL B Tonyoni abo OXM abo aHanoriyHMMm npu Temneparypax B AianasoHi Big -
20°C po Ttemnepartypu KUMIHHA po3dnHHMKA. Heo®xiaHO Biag3HAuUUTW, WO B AESIKMX BUMAAKaxX i B
3anexHoCTi Big peakuintHMX YMOB | npupoau retepouukny B10 Moxe cnocrepiratuca aeske
HaANULIKOBE BIAHOBMNEHHS, Aatoum cnonyky B12. Akwo ue BiabyBaeTbCs, OKMCMNEHHA 3 BignOBiAHWUM
OKUCTTIOIOYUMK areHToM [OX], Takum siK, HaNpUKNaga, XnopaxiniH i 6e3B0AHOMY PO3YMHHUKY, TAKOMY SIK
Tonyon, 6enson abo OXM moxe 3HOBY aatn B11. Ona ogepaHHA HeOOXiAHOT NPOMDKHOT CNONyKM
B13, aky HaBeageHe TyT 4k npuknag 3 6pomigom rpynu, Wo 3amiwyetbes, B11 moxxHa obpobutu,
Hanpuknag, 3a gonomorot PBrs abo, anbTepHaTuBHO, 3a gonomoroio CBrs, B npucytHocTi PPhs B
BIAMOBIAHOMY pO34YMHHMKY, Takomy Gk CHs3CN a6o OXM abo aHanoriyHoMmy. IHWi rpynu, Lo
3aMiLLYIOTBCSA, Taki K xnopug abo mesunat abo To3unaT MOXKYTb TaKOXK OYTU MOXJIIMBUMU; YMOBM ANA
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X CTBOPEHHSA BigoMi kBanicdikoBaHUM haxiBusMm.

BuxiaHi cnonykn dopmynu B6 € abo KoMepuiiHO AOCTYynHUMM abo MOXyTb OyTU ofdepkaHi
BiANoBiAHO A0 Cxemu 9B, AKWIO HEOOXiAHA KOHKPETHA AiNsHKa 3aMillleHHs. Y KOHKPETHOMY npuknagi,
NOKa3aHOMY HIKYE, BiAMOBIAHMM YMHOM 3amilleHuin nonepeaHuk B14 obpobnsioTb riapasMHoMm B
eTaHoni 3 oaep>kaHHsM rigpasuay B15. O6pobka B15 0CHOBOW Takoto sik, BogHun po3unH NaOH abo
KOH 3 HarpiBaHHAAM gacTb BignoBigHy iHAA30MNOHOBY noxiaHy B16, aky moxe 6yTu nmiggaHo cragism
CUHTE3Y, SK NOKa3aHo BULLIE.

Cxema 9:
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C)MipasononinepugnHu

BianoBigHuM  4mHOM  (byHKUiOHani3oBaHi  nipasononinepuavHn  (oanH  Y=N-Boc) abo
TeparigpoiHgasonu (obuaesa Y=CHz) B19 € iHWOW rpynoto CTPYKTYpHUX eneMeHTiB hopMynu A2, SKi
BUKOPUCTOBYIOTLCSA B JaHOMY BUHaxo4i Ana oaepxkaHHa cnonyk dhopmynu (1) (Cxema 10A). BignosigHi
nonepeaHukn Ans CuHTesy umx GiumknuuHmux cnonyk dopmynu B19 € komepuiiiHO AOCTYynHUMK abo
MOXYTb OyTW OAEpKaHi BiAMOBIAHO A0 METOAMK, $AKi onucaHi B niTepatypi. BignosigHum
nonepeaHuMkom abo MPOMIDKHOIO CNOMyKoKW €, Hanpuknag, edip dopmynu B17, skun moxe 6ytu
3axuLLEHUI BignoBigHOK 3axuUCHOW rpynot PG, Takolo sk Hanpuknag Boc abo tputun. Taki edipu
MOXYTb OyTu BIAHOBNEHI A0 TrigpOKCUMETUN noxiaHux B18 3 BMKOPUCTAHHAM BigNOBiAHUX
BiJHOBMIOKOYMX areHTiB, Takmx sik NaBH4, LiBHs abo DIBAL abo aHanoriMiHUM B PO3YMHHUKAX, TAKUX SIK
MeOH, EtOH, TI'® abo aHanoriyHux. Ak onucaHo BULLE, BBEAEHHS rpynu X, WO 3aMmillyeTbes, 3
OOEPKaHHAM HeO0OXiAHOro CTPYKTYPHOro eneMeHTa B19 BigOyBaeTbCa 3 BUKOPUCTAHHAM BiaMOBIiAHMX
YMOB, fKi 3anexartb Big BBEAEHOT rpynu, Lo 3amillyeTbes. Akwo, Hanpuknag, X = Cl, npomikHa
crnonyka B18 moxe 6ytn ob6pobneHa COCI: 3 ogepxkaHHsim B19, ae X = Cl. Axwo, Hanpuknaa, X = Br,
0o6pobka CBrs i PPhs Moxxe OyTu BukopucTaHa. Akwo X = mesunat abo Tosunat, Togi B18 moxe 6ytu
o6pobneHo BiANOBIAHUM cynboHinxnopugom (meTaHcynbdoHInxnopua abo n-
TONYONCcynbMOHINXIop1a) B NPUCYTHOCTI OCHOBM, Takoi SIK Tpuetunamid, nipugud, DMAP, ocHoBa
XyHira abo aHanoriyHow y BiANOBIAHOMY PO34MHHUKY, TakoMy Ak CH2Cl: abo TI'd abo aHanoriyHum
npu Temnepartypax B JianasoHi Big -78°C Ao Temnepatypu KWUMIHHA PO3YMHHUKA 3 OJepXKaHHAM
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CTPYKTYpPHOro enemeHta B19.

Axwo BianoBigHWIA BUXigHWI MaTepian B17 He € KOMEpPLiAHO AOCTYMHUM, WO MOXe OyTu B pasi
Aeakux nipasononinepuanHie, ae ogHi Y = N-Boc, Toai MOXMIUBUM € CUHTETUYHUI Niaxig, SK nokasaHo
Ha Cxewmi 10B. KomepuiriHo goctynHuin Boc-ninepuanH-4-od B20 nigaatoTb peakuii anb4onbHOro tuny
3 eTunaiasoaueTaTom i BiANOBIAHOK OCHOBOLDO, Hanpuknaa, LDA, LIHMDS a6o T.n. B pO3YMHHUKY,
Takomy Ak TId abo iHwow abo aHanoriyHOW npu Temnepatypax B AianasoHi Big -78°C go
TEMMEPATYPU KUMIHHA pPO3YMHHMKA 3 OAEep)KaHHSAM MpPOMbKHOT cnonykun B21. B21 moxe 6yTu
3HEBOJAHEHO 3 odepxaHHsMm B22, cragia, ska npoBoAMTLCA 3a AOMNOMOrol 06podkM NOLLMPEHUM
gerigpatyioumM areHtoMm, Takum sk POCIls abo ananoriyiuM. Uwuknisauis B22 3 ogepxaHHAM
HeobxigHoro nmipasononinepuanHy B23 aocaraetbCq, HaNpuknaz, 3a ACMNOMOrol HarpiBaHHSA Cnonyku
B22 B po34MHHUKY, TakoMy K Tonyorn abo kcuneH abo aHanorivHOMy axk 40 TeMnepatypu KUMiHHS
PO3YMHHUKA. ANbTEPHATUBHO, SKLLIO PO3YMHHUK MAE HU3bKY TOYKY KUNiHHA, Takui 9k TTP abo 6eHson
abo aHanoriyHWi BMKOPUCTOBYBaHUN, TpaHcdopMalia Moxe OyTu npoBedeHa B 3akputin npobipui
abo, Hanpuknag, B MiKpOXBUIbOBI neui.

Cxema 10:
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D)MoxigHi nipasonie i nipazonkapboHOBOT KNCNOTU

BianoBigHuM YnHOM chyHKLiOHaNi3oBaHi nipasonu B26 a6o B29 € iHWMMK nigrpynamu BianosiaHux
CTPYKTYPHUX enemMeHTiB dhopMmynu A2, AKi 3aCTOCOBYKOTLCA B AaHOMYy BMHAXodi ANA OAEpPXKaHHA
cnonyk popmynu (l) (Cxema 11). BignosigHi nonepeaHukn ana cuHTesy cnonyk dopmynu B26 i B29,
BiANOBIAHO, € KOMEpPUIMHO AOCTYNHUMKU abo MOXyTb OyTM oaepKaHi BigNOBIAHO A0 METOAUK, SKi
onucaHi B nitepatypi. Ak nokasaHo Ha Cxemi 11A, BiaANOBIAHMIA nonepeaHUK sBNAE Cobor
MeTunnipason B24, akun moxke OyTu 3axulEHMIA, Hanpuknag, Aau-Tpet-0yTun-aukapboHaTtom B
yMmoBax, fki gobpe Bigomi kanicikoBaHum daxiBuam 3 ogepaHHsaM Boc-3axueHoi npoMiKHOI
crnonykn B25. IHWIi 3axucHi rpynu 3amictb Boc MOXyTb OYTU BMKOPUCTaHI B LIbOMY NMEPETBOPEHHI, 5K
NMoKa3aHOo HWk4Ye AN CUHTe3y cnonyku B29. [na ogep>kaHHs HEOOXiAHOrO CTPYKTYPHOro enemeHTa
B26 3 rpynoto, Woe 3amillyeTbes, NPoMikHy crnonyky B25 o6pobnsaiote NBS i gubeH30innepokcuaom B
CCl4 3 ogepkaHHAM OPOMOMETUIIOBOIO CTPYKTYPHOro enemeHTa B26.

Cxema 11:
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Ao HeobXiaHi nipasonu 3 AesikMMWM A0AAaTKOBUMK 3aMiCHUKAMMW, BOHU MOXYTb OYTW oaepxkaHi,
Hanpuknag 3 KOMepuinHo aoctynHoro aiedipy B27 (Cxema 11B). B27 moxe 6yTu 3axuLUeHUR,
Hanpuknag, y surnaai remi-amiHano 3 THP: B uboMmy Bunaaky B27 o6pobnawTb guriaponipaHinom i
TPO abo iHLIOK NigXOASILLIO KACIOTO, TAKOK SK M-TONYoncynb(oHOBA KMCNnoTa abo aHanoriyHow
B PO34MHHUKY, TakoMy sik OXM abo TIrd abo T.n. 3 ogepkaHHAM 3axuLLeHOT aiedipHOT NPOMiKHOT
cnonykm B28. OauHouHa ecpipHa rpyna moxe OyTu noTtiM BiAHOBNeHa 3a gonomoroio DIBAL B
PO3YMHHUKY, Takomy sk Ttonyon, 6eH3on abo OXM npu TemnepaTypax B AianasoHi Big -78°C po
TemMnepaTypy KUNiHHA PO34YMHHUKA 3 OAEPXKAHHAM rigpoKkcuMeTun noxigHoi B29. 3a aHanorieto 3 TumM,
SIK ONMCAHO ANSA iHWKUX CTPYKTYPHUX €NEMEHTIB, BBEAEHHS rpynu X, WO 3aMillyeTbCs, 3 OAep>KaHHAM
HeobxigHoro cTpyktypHoro enemeHta B30 BinbyBaeTbca 3 BMKOPUCTAHHAM BignNoOBiAHMX YMOB, SiKi
3anexaTb Big BBeAEHOI rpynu, Wo 3amiwyetbea. Akwo, Hanpuknag, X = Cl, npoMixkHa cnonyka B29
Moxke OyTn obpobneHa COCIz 3 ogepxaHHam B30, ae X = Cl. Akuwo, Hanpuknag, X = Br, o6pobka
CBrs i PPhs moxe 6ytu BukopuctaHa. Akwo X = mesunar abo Ttosunat, toai B29 moxe Oytu
o6pobneHo BiANOBIAHUM cynboHinxnopmaom (meTaHcynbdoHinxnopua abo n-
TONYONCcynbMOHINXIop1a) B NPUCYTHOCTI OCHOBM, Takoi SIK Tpuetunamid, nipugud, DMAP, ocHoBa
XyHira abo aHanori4Hoi, y BianoBigHOMYy pO34MHHUKY, TakoMy sk CH2Cl: abo TId abo aHanoriyHum
npu Temnepartypax B JianascHi Big -78°C Ao Temnepatypu KWMIHHA PO3YMHHUKA 3 OJemKaHHAM
CTPYKTYpHOro enementa B30.

3aranbHuin CUHTE3 (PEHONbHUX CTPYKTYPHUX enemeHTiB hopmMmynu A1, 3aCTOCOBYBaAHUX Y AaHOMY
BUHaxo[i

Ra
OH

R A1

R

BeeaeHHs i 06pobka opTo3amicHuka Ra, e Ra#apun

B paHomy po3fini onMcaHO CUHTE3 pPIi3HUX (PEHONBHUX CTPYKTYPHUX €NeMEHTIB 3aranbHoi
dopmynu A1. Hespaxkaioumn Ha Te, Wo Ra o3Hayae samicHUk B optononoxeHHi OH rpynu, Rs saBnse
coB0l0 3aMiCHUK, SIKM HeOOXiAHO BBECTU, AKWUI MOXe noTpebyBaTu A4oaaTtkoBoi 06poGKU MpOTArom
cuHTesy, a Rc aBnge coboto oguH abo Aekinbka 3amMiCHUKIB, SKi MPUCYTHI 3 CaMOro No4vaTKy Ta iCHYIOTb
NpoTArom cuHTesy. Ana aesknx 6axkaHux EHONbHUX NPOMDKHMX PEYOBUH 3 OPTO3aMICHMKOM Ra =
TpeT-6yTun, AOCTYN MOXIMUBUIA HA OCHOBI BiAMOBIAHOrO (peHony 3 BiACYTHIM 3aMiCHMKOM Ra. Y uux
BUMagKax, sk nokasaHo Ha Cxemi 12, BignosiaHui peHonbHUii nonepeaHuk C1 6e3 optosamicHuka Ra
notim obpobnsawTb, Hanpuknag TpeT-OytaHonom (C2, X = OH) B gKOCTIi nonepegHuka TpeT-
OyTMNOBOrO0 3aMiCHMKA B MNPUCYTHOCTI CMMBbHOT KWUCMNOTW, Takoi Ak cipyaHa kucnota abo n-
TonyoncynboHoBa kucrnorta, docdopHa kucrnota abo T.M. y BIANOBIAHOMY PO3YMHHUKY, TAKOMY SIK
ouToBa Kicnota abo aHanoriyHa, nNpu TemnepaTtypax B AdianasoHi Big KiMHATHOI Temnepatypu Ao
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TEMMEPATYPU KUMNIHHA po3dMHHMKA abo npu Binblu BUCOKUX TemnepaTtypax 3 TO4HicTio go 250°C,
Hanpuknag y 3akpuTii npobipui abo B MIKpOXBMIMbLOBIN Nedi 3 oAep)KaHHSAM O-TpeT-OyTuncdeHon
dopmynu C3. IHWIi gxepena ana TpeT-6yTun3amiCHMKa, Takoro sk i300yTUNeH, 2-xnop-2-MeTundyTax
(C2; X = Cl), 2-6pomo-2-meTundytan (C2; X = Br), TpeT-OyTunmetunosui edip (C2; X = OMe), abo
aHanorivHMin TakoX MOXyYTb OYyTWM BUKOPUCTAHI B Takin TpaHcdopmadii i BiANOBIAHI agauTuBK, Taki K
AIClz abo ZnCl2 moxkyTb OyTH BUKOPUCTAHI AN NPUCKOPEHHA peakuii. 3anexHo Big micusa 3amileHHs
BUXigHOT CNONYKK, PErioisoMepu MOXKYTb OYTU oaepKaHi, ki HeobxiaHo igeHTUikyBaTH | po3ainuTy.
Cxema 12:

-~ hisletgieyss]
+ x>r T

G2

MoxknuBuiA CUHTES (PEHOMBbHUX NPOMDKHUX cnomnyk 3 Ra 3amicHUKamu, AKi BiApI3HAIOTLCA Big TpeT-
O6ytuny abo i3o-0ytuny moxe OyTM BMKOHaAHMI, SK nokazaHo Ha Cxemi 13. Knwo4yoBOW NPOMDKHOK
CMONYKOIo €, Hanpuknag noaua cTpyktypu C6, skuin € BigNoOBiAHO 3axuweHum 3a gonomoroo PG
(Hanpuknag, PG moxe OyTu MeTunbHOW rpynoto, 6eHsunbHolo rpynoto abo rpynoto MOM a6Go
aHanorivyHo, B 3aneXHOCTi Bid CYMICHOCTI 3aXMCHOT rpynu 3 yMOBaMK, AKi BUKOPUCTOBYIOTbLCA AN
cuHTedy) (Cxema 13A). Y KOHTEKCTi gaHoro BuHaxoay, C6 moxke OyTu ogepxkaHui 3 KOMEpPUIHO
[JOCTYMNHOrO, BiAMOBIAHUM YMHOM 3axuLLEHOro HitpodeHony C4, akuin moxe OyTW BiAHOBNEHUA A0
BigNoBiAHOro adiniHy C5 3a gonomorolo cnocobGiB i peareHTiB (nMokasaHux [4epBOHMM]), Aobpe
BigoMUX B niTepaTypi, Takux SK BIiAHOBNEHHA 3a AOMOMOrOK0 KaTamniTUYHOI rigporeHisauii 3
BUKOPUCTAHHSIM rasonoaibHoro BOAHKO i BiAMOBiAHOro katanizatopa, Takoro Ak Pd Ha Byrinni abo
aHanoriyHMuMm abo iHWKX BiAHOBMNIOBANbHUX YMOB, TaKMX SK LIMHKOBWUI nun abo 3ani3o B NMPUCYTHOCTI
cnaboi KUCnoTu, Takol K PO3YMH XIMOPMAY aMOHilo abo oUTOBaA KMCNOTA Y BiANOBIAHUX PO3YMHHUKAX,
Takux sk BoJa, eTtaHon, metaHon abo ix cymiwi. BBeaeHHs 1oay NpPOBOAUTLCA 3 BUKOPUCTAHHAM
nobpe BigOMUX YMOB, Takux siK, Hanpuknag, o6pobka C5 HITpUTOM HaTpIo i KOAMAOM Kanito y BOAi
Npw HarpiBaHHi 3 ogep>KaHHAM NPOMDKHOT cnnyku C6.

Ak nokasaHo Ha Cxemi 13B, anidartnyni abo aniumkniyHi 3anMwkn Ra MoxKyTb 6yTK NoTiM BBEAEHI
3a gonomoroio 06pobkn nonepegHuka C6 BianoBiaHum anicdarndHum abo aniyukniyHuM 6opoHaToM
abo 6oponanom C7 (M = B(OH)2 ab6o B(OR)2) i npugatHum kaTtanizatopom, Takum sik Pd(OAc)2 abo
PdClo abo ananoriyHMM B MPUCYTHOCTI BIiANOBIQHOrO niraHga, Takoro £k TpudeHindocdiH,
Tpudiknorekcundocdid abo 1.n. B pO34YMHHUKY, Takomy sk IMP, soga a6o tonyon abo ix cymill, npu
TemnepaTtypax B JianasoHi Big KiMHaTHOI Temnepatypu Ao 150°C 3 ogepxaHHAM nNpoAayKTiB
3B'a3yBaHHA C8. Y aeskux Bunagkax, Takux 9K Hanpuknag, akwo Ra = uiknonponin, NoTiM 3axucHa
rpyna moxke 6yTu BuganeHa 3 6esnocepegHiM ogeprkaHHAM HeoOXigHOro (hEHONLHOIO CTPYKTYPHOTO
eneMeHnta C9. YmoBu anga suganeHHa PG OyayTb 3anexxartu Biga npupoan PG: akuwo PG sinsie coboto
METUN, ToAi BMAAneHHa Moxe OyTu BMKOHAHO, Hanpuknaga, obpobkoto C8, Hanpuknaa, BBrs B
PO34YMHHUKY, Takomy gk OXM abo 1.n., 3 ogepxxaHHam C9. Axkwo, Hanpuknaa, PG asnae coboto
OeH3unbHy rpyny, ToA4i BuAANEHHa Moxe OyTu npoBEAEHO, Hanpuknag, KaTaniTu4Ho
rigporeHisauieto (Hanpuknag, Pd/C, H2 ra3). Akwo PG = MOM, Toai BuganeHHs 6yae npoBeaeHo,
Hanpuknag, o6pobkoto kucnototo (Hanpuknag, BoaH. HCI B TTd abo aHanorivHum).

B iHwmMx Bunagkax, Akwo C8 MICTUTb nNOABIMHMI 3B'A30K (Hanpuknag, UiKMorekceHin,
aurigponponadin abo nponeHin), BiAHOBMNEHHA NOABIMHOIO 3B'A3Ky MOXe OyTu nerko npoBeaeHo
KaTtaniTM4YHOIO riaporeHisadiclo B ymoBax, onucaHux padiwe (Hanpuknag, He, Pd/C) 3 oagepkaHHAM
npomi>kHux cnonyk C8A. MoTiMm 3HOBY BuaaneHHs PG 3 C8A aAna oaep»kaHHA CTPYKTYPHUX ENEMEHTIB
dopmynu C9 6yae BUKOHAHO, SIK ONUCAHO BULLE, ANS NPOMDKHMX cnonyk C8.

Cxema 13:
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AnbTepHaTUBHWUIA Nigxia ANa BBeAeHHS Aeaknx Ra-3amicHuKiB noka3aHuin Ha Cxemi 13C). Y ubomy
nigxoai nogma C6 obpobnawTb crnovaTtky i3onponinMarHito Xnopuaom, WO NPU3BOAMTb A0 OOMIHY
noa-martin, 3 noganbluMM goaaBaHHAM BignoBigHOro kKeToHy C10 B iHEPTHOMY PO3YMHHUKY, TAKOMY
gk TF® abo edhip abo aHanorivHOMy npu Temnepatypax B AianasoHi Big -78°C o Temnepatypu
KMMIHHA PO3YUHHUKA, 3 0AePKaHHAM TPETUHHOro cnupty C11. BigHOBNEHHA TpeTUHHOro cnupty C11 3
ogepXKaHHAM anipatnuHol abo aniuukniyHoi NpomMikHOT crnonykn C12 moxe OyTu NpoBeAEHO i3
3aCTOCyBaHHAM YMOB, BigOMUX B nitepartypi; Hanpuknaa, o6pobkowo BFsOEt: i TpueTuncunaHom B
po3uMHHMKax, Taknx sk OXM abo CHCIs abo 1.n., npu TemnepaTypax B AianasoHi Big -78°C po
TemMnepaTypu KWMiHHA po3ymMHHMKA. 3HoBY BuaaneHHs PG 3 C12 3 oaep)aHHAM CTPYKTYPHUX
enemMeHTiB popmynu C9 moxke 6yTu BUKOHAHO K onmcaHo BuLle ans C8 i C8A, BianosigHo.

BeeaeHHs i 06pobka Rs — CUHTES Pi3HUX NPOMDKHUX CNOMYK

Y BaraTbox BuMnNagkax B KOHTEKCTI AaHOro0 BMHAXoAy, BiAnOBiAHI BUXiAHI CMONYyKM € KOMEPUiHO
AOCTYNHUMKM abo Nerko AOCTYNHUMK, NPU LbOMY BOHU BXE€ HECYTb HEOOXiaHMI OpTO3aMiCHMK Ra. Y
umx Bunagkax HeodxiaHi BBeAeHHs1 | 06pobka HeobXxiaHOro 3aMicHuka R B HEOOXIAHOMY MOMOXKEHHI,
Xo4a iHWi 3amiCHMKM Rc MOXyTb OyTM MPUCYTHIMKM i 3BUYANHO BOHWM HE 3adinarwTbCA B MPOLECI
cuHTe3dy. 3anexxHo Big npupoan BBeaeHoro R MOTPiOHI  pisHi nonepedHukn, a EHOMbHI
rigpokcurpynu notpebyoTb BiAMOBIAHOrO 3axXUCTy 3 METOK CYMICHOCTIi 3 BMKOPUCTOBYBaHUMM
peakuiiHumn ymoamu (Cxema 14). Hanpuknag, npuaatHUMW BUXIAHAMU TOYKaAMKU € KOMEPUiAHO
JOCTynHi eHinbpomign C13 3 Ra, AKMA 3HAX0AUTLCA B paMkax POPMYNU BUHAXOAY SIK BU3HAYEHO
dopmynoto (I). C13 moxke 6yTn O-3axuLLeHun 3 ogep>kaHHsam C14: BignoBigHUMM 3aXMCHUMK Fpynamu
PG €, Hanpuknaa, metun, 6eHsun abo MOM. YmMoBM ANs BBEAEHHS 3MIHIOIOTLCA B 3aNeXHOCTI Big
npupoan PG, ane 3a3Buyai ocHoBa, Taka Ak Cs2C0s, NaH, Na:COs abo T.n., B BignoBigHOMy
PO34YMHHUKY, Takomy sk OM®, OIMCO, TId abo CH3CN abo T.n., a TakoxX peareHTu Ansg 3axXUCHUX
rpyn, Taki gk Mel, 6eHsunxnopug abo 6pomiag aéo MOM-CI npu Temnepartypi B gianasoHi Bia -20°a0
TeMnepaTypu KMMiHHA PO3YMHHMKA 3aCTOCOBYIOTb ANS LbOr0 NEpeTBOPeHHA. LliaHorpyna moxke 6yTu
BBE€AEHA 3 oAepXaHHAM apunHitpuny C15 3 BUKOPUCTAHHAM yMOB, A06pe BiJOMUX B PiBHi TEXHIKM.
Zn(CN)2, B npucyTHOCTI UuHKy, 1,1'-Bic(agudenindocdiHo)depoueH (dppf) i Pd2(dba)s B po3dnHHKKaX,
Taknx 9k AM® npu Temnepatypax B gianasoHi Big KiMHaTHOT TeMnepaTtypu 40 TemnepaTypu KUMiHHS
po3umHHMKa abo anbTepHaTuBHi ymoBM, Taki sk CuCN B 6e3pogHomy OM® npu nigBuULLEHMX
TemnepaTypax 3 TOUHICTIO A0 TeMmnepaTtypu kuniHHg OM® € npuknagamu BignosigHUX yMmoB ANA LbOro
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NepPEeTBOPEHHS.

LliaHo rpyna moxke OyTu rigponidoBaHa 3 OAEpPXaHHSIM BinbHOT KapboHOBOT kucnotu C16;
CMPUATNNBI YMOBU BKIIOYAKTb NPUCYTHICTb BOAHUX po3unHiB NaOH a6o KOH B po3umMHHMKAX, TaKMx
gk EtOH abo MeOH a6o T1.n., npu Temnepartypax B AianasoHi Big 0°C oo Ttemnepatypu KuMiHHSA
PO34YMHHMKA. He3sBaxkaloum Ha Te, Lo kapboHoBa kucnota C16 cama no cobi moxxe GYyTU KOPUCHOK
ansa noganboi 06pobkn BigHOCHO Rp, edipHa rpyna moxe OyTu nepeBaxkHOW. ONa oaeprKaHHs,
Hanpuknag, meTunosoro edipy C17, C16 moxe 6ytn 06pobneHo ocHOBOLO, Hanpuknaga, Cs2COs, NaH
a6o KoCOs3 abo 1.1, 3 noganswm Mel B po34nMHHUKY, Takomy sk AM®, OMCO, TId abo CH2CN abo
T.N., NpK Temneparypax B dianasoHi Big 0°C oo Temnepatypu KUMiHHA PO3YMHHUKA. ANbTEPHATUBHO,
o6pobka CUNbLHOI KUCMOTOK (KaTaniTUdHa 3 TOUHICTIO A0 CTEXIOMETPUYMHUX KiNMbKOCTER), TaKO SK
H2804 abo n-tonyoncynbgoHoBa kUcnoTa B KUNAg4oMy metaHoni 3 abo 6e3 BogosigginioBada mMoxe
Aatu Taky X TpaHcdopmadito B edhip C17.

Cxema 14:
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BeeaeHHs i 06pobka Rs Ha ocHoBi 6pomigis dhopmynu C14

OpuH i3 wnaxie 0o6pobkm Re Ha ocHosi apunbpomigie C14 asnse cobor 3actocyBaHHA Pd
KaTanizoBaHOro 3B'A3yBaHHsA, Takoi sk peakuii Cysyki, Ctinne abo byxeanbaa abo aHanorivHi.
BianoBigHi yMOBM ANA NpoBeAEHHA TakMX NEPETBOPEHb OyNKu AETanbHO PO3rNsHYTI B nitepatypi. Tpu
cnocibu ogepxaHHA npomikHux cnonyk C18 nokasaHi Ha Cxemi 15, ae 6pomia C14 abo obpobnsioTb
M-HET, akui moxke ©yTu, Hanpuknag, reTepouMKniYHUM CTaHAHOM, TakuM sIK 2-TpUBYTUNCTaHiny
okcason (peakuia Ctinne) abo retepoumknidyHuMm 6opoHaTom abo GoponaHom, Takum Ak 1-meTun-5-
(4,4,5,5-TetpameTun-[1,3,2]aiokcaboponan-2-in-1H-imigason (peakuisa Cysyki), abo, ansTepHaTUBHO,
ana peakuii byxsanbga 3 asoTMICTAYMM reTepoUMKOM, TakuM K MOPAQOSIiH. 3 TOYKM 30pYy YMOB,
peakuii Ctinne MOXyTb OyTW NpoBeAEHi 3 BUKOPUCTAHHSIM, HaMpuknag, KaTtanisaTopiB, Takux sk
PdClz(dppf)2 OXM koMnnekc abo T.n., B pO34YMHHUKAX, TAKUX SK AiokcaH abo T.n., e peakuii no tuny
Cysyki MmoxxyTb 6yTn 3 PdCla(dppf)2 OXM KOMNNEKCOM B MPUCYTHOCTI OCHOBW, Takoi ik Na2COs abo
K2CO3z abo T.n1. B po34yMHHMKaxX, Takux ak OM®. Peakuii Byxsanbia MOXyTb NpPOBOAMTMCA 3
kaTanizatopamu, Takumn sk Pdz(dba)s i BignosiaHUM niraHAoOM, TakUM SK KCaHTAOC, B NPUCYTHOCTI
OCHOBM, TAKOI SK TPET-OyTUNAT Kanito, B PO3UMHHUKAX, TAKMX K O€3BOAHMI TONYon. Y BCIX BUNaakax
peakuil BUKOHYIOTbCA Npu Temnepatypax B AianasoHi Big kKiMHaATHOT TemnepaTypu ao 150°C (abo
BULLIE B pa3i BUMKOPUCTaHHSA 3akputux npobipok). BuganeHHa 3axucHux rpyn PG cnonykm C18 3
oaepkaHHAM eHonie C19 moxe OyTn NpoBeAEHO, SIK ONMCaHOo BuLe, AnAa cnonyk dopmynu C8 abo
C8A.

Cxema 15:
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Y pesknx ocobnueBux BUNagkax, Konu HeobXiaAHUIA reTepoLMKITiMHUIA CTAaHAHOBUI aB0 GopoHATHUIA
CTPYKTYPHUIN €NEMEHT € HeAdOCTYMHUM, Mo)ke OyTu HeoOxigHa nocTtaaiiHuii 06pobka Ansi BBEAEHHS
HeoOXiAHMX reTepouUMKniB 3 BUKOPUCTAHHAM B SKOCTi BMXIAHOT pedoBuHu Bpomigy C14. Mpuknag
Takoro nocragiiHoro nigxoay AaHo Ha Cxemi 16. O6pobka Gpomiay C14 B peakuii no Tuny Xeka 3 H-
OyTuneidinoBuMm edpipom y npucytHocti Pd kartanisatopa, Takoro sk Pd(OAc). abo PdCl. abo
aHanoriyHMM, i OigeHTaHTHMM niraHgoM, Takum sK OGic(audpenindocdiHo)nponaH i 0CHOBOIO,
Hanpuknag, KoCOs abo T.n. B pPO3YMHHMKY, TakoMy dAk Boga abo OM®P abo ix cymiwi, npu
TemnepaTtypax B AianasoHi Big KiMHaTHOT Temnepatypu Ao 200°C 3 noganbllo KUCAOTHOIO
06poBKOI 3 BUKOPUCTAHHAM BOAHMX MiHEpanbHUX kucnot, Takux sk HCl abo HBr abo aHanoriyHux,
pactb auetunnoxigHy C20. 3rogom, obpobka C20 6poMoM camum no cobi abo, anbTEPHATUBHO,
mxepenom 6pomy, TakuMm gk BusNBrs B po3unHHUKY, TakoMy gk TI'®, edip, aiokcaH abo T.n., gactb
OpoMaueTunbHy NpoMikHy cnonyky C21. Lo npomikHy cnonyky Moxe OyTu NepeTBOPEHO B
HeoOxigHy imigasonbHy noxigHy C22 3a gonomorotd o006pobku HagnuuwkoMm opMamigy npu
TemnepaTtypax B AdianasoHi Big 100-200°C. B ubOMy BUNAAKY 3 METOK 3a06e3neYeHHs MOXKIMBOCTI
NnpoBeAeHHA CTajil 3B'A3yBaHHs, nokazaHoi Ha CxeMi 1, NOTPIGHO BiANOBIAHUA 3aXUCT iIMiga30MbHOro
rerepoumkny. Hespaxatoum Ha Te, Wwo O6yno onMcaHo Kinbka pPisHMX BignoBiAHUX 3aXUCHUX rpyn (AuB .
Green and Wuts., Protecting Groups in Organic Synthesis, J. Wiley & Sons), Cxema 16 nokasye
3actocyBaHHa SEM rpynu, sika moxke OyTm BBegeHa B C22 3a gonomorow o6pobku SEMCI i
BiANoBiAHOW ocHoBolo, Hanpuknaa, NaH, KOtBu, LDA a6o Cs2CQOs abo aHanoriyHoto B TI®, edipi
abo OM® abo aHamnoridHOW npu TemnepaTypax B AianasoHi Big -20°C oo temnepaTypu KWMiHHA
PO3YMHHUKA 3 OAEP>KAaHHAM 3axuLLieHoro imigasony C23. BuganeHnHs 3axucHux rpyn PG cnonykn C23
3 odepxaHHaM (peHonie C24, BUKOPUCTOBYBAHUX B peakuii 3B'A3yBaHHA i3 CTPYKTYPHUMU
eneMeHtamu cdopmynu A2, moxxe 6YTU BUKOHAHO, SK ONMCaHO BULLUE, ANs cnonyk dopmynu C8 abo
C8A.
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BapianT BBeageHHs cynbd)oHoBOro 3anuuwky Re B OGpomign C14 nokasaHa Ha Cxemi 16. Ons
OOCArHEeHHA uiel TpaHcopmadii, Hanpuknaa, cynbdoHaTOM HATPIlO | B NPUCYTHOCTI KOMMNEKCY Miai,
SKUIA 0AEePXKYIOTh 3 Hoanay Migi i L-nponiHy B NPUCYTHOCTI OCHOBM rigpokciay Hatpito abo 1.n.. Peakuis
3B'A3yBaHHA 3 oAepaHHAM cynbdoHiB popmynn C25 NpoBoANUTLCA B PO3YMHHMKAX, Takux Sk AMCO
abo aHanorivHi, Npu Temnepartypax B AianasoHi Big KimHaTHOI Temnepatypu Ao 130°C. BuganeHnsa
3axucHoi rpynu PG cnonykn C25 3 ogepkaHHsaM dpeHoniB C26 moxe O6yTW NpoBEAEHO, SIK ONMUCAHO
BuLLE, Ansa cnonyk hopmynu C8 abo C8A.

Cxema 17:
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BeepeHHs i 06pobka Rs Ha ocHoBi edhipi kapboHOBOT kucnotu copmynu C17

Edvipu kapboHoBOT kucnotu opmynu C17 € iHWMMKU MOXNMBUMU NMONEepPeaHUKAMN ANl BBEAEHHS
Ta/abo 06pobku Re, sikWwo Re sBnsie coboto, Hanpuknaa, oauH 3 BUAIB retepouukny. MNpuknag takoro
nigxoay nokasaHun Ha Cxemi 18A. BianosiaHo go wuiei crparerii, C17 06pobnsitoTb OCHOBOIO,
Hanpuknag, NaH, Cs2COs, Na2COs abo aHanoriyHoto, 3 noganbwmm N-rigpokciaueTaMmianHom B
PO3YMHHUKY, TakoMy sk AM®, TI'd abo aHanorivHOMyY, Nnpu Temnepartypax B AdianasoHi Big -20°C go
TeMnepaTypu KuniHHS po3vnHHuka. Lis o6pobka gactb BignosiaHui 1,2,4-okcagiazon C27, Akuit MOXe
nigaaTuca 4enpoTekuii 3 ogepxaHHam ceHony C28 y BigNoOBigHMX YMOBaX, SKi 3aneaTtb Big npupoan
PG, sk onucaHo Buwle ana C8 i C8A.

Cxema 18:
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AnNbTEPHATUBHUIW LWNAX AN BBEAEHHA rETEPOUMKNIYHUX 3aMiCHUKIB B apunedipHi BUXigHi
cnonyku C17 nokasaHuin Ha Cxemi 18B. Y LbOMY KOHKPETHOMY BMNAAKy 3axucHa rpyna PG Ha dheHoni
Bxke Byna BuaaneHa padiwe, Hanpuknaa, Ha cragii C17, 3 ogepXaHHAM HesaxuuweHoro edipy C29.
Ll cnonyka moxxe 6ytn obpobneHa rigpasMHoM B PO3YMHHUKY, TAKOMY SIK MeTaHon, etaHon, AMCO
abo Boga abo aHanoriMHOMY, Npu Temneparypax 3 TodHicTio 4o 100°C 3 ogepkaHHaM auunrigpasngy
C30. na oaepxaHHs HeoOXxigHux 1,3,4-okcaaiasonis C31, C30 Moxe 6yTn 06poBneHo HaaNULLIKOM
optoechipy kapOOHOBOI KMCNOTM (Hanpuknaa, TpuMeTunoptoauetratoMm aAna Ro = Me) npu
Temnepatypax 3 TouHicTio Ao 200°C. MoXNMBUM € BMKOPUCTAHHA iHWMX opToedipiB kapOboHOBUX
KMCAOT, WO MOXe gasaTtu cnonyku cdopmynu C31 3 reTepounkniYyHUMK 3aMiCHUKaMK, SKi HecyTb Rao
BiAMiHHMWI Big MeTuny.

BeeaeHHs i 06pobka Rs Ha ocHOBI HiTpunis dopmynmn C15

ApunHitpunu dopmynu C32 € iHWUMKM MOXNUBMMK MONEPeAHUKaMu AN BBeAeHHA Ta/abo
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06pobkn Re, akwo Re €, Hanpuknaa, iHWKMM TUMOM reTepouunkny, To6To AesKi iMigasonbHi NOXiaHi.
Mpuknag Takoro niaxoay nokasaHuin Ha Cxemi 19. BignosigHo ao uiei crparerii apunuditpun C15
00pobnATb CNOYaTKy HAANMLIKOM eTuneHaiamiHy Ta P2Ss B 3akpuTii npobipui npu TemnepaTypax
Bi4 kiMHaTHOI Temnepatypu Ao 150°C 3 ogepxaHHAM awurigpoimigasony C32. C32 moxe O6yTu
OKMCNEHWI BIANOBIAHUM OKWUCMIOBanbHMM areHTom [Ox] 3 ogeprkaHHAM iMigasonbHol noxigHoi C33.
BianoeigHuMn  OKUCNIOBANbHUMM  areHTamu i ymoBamu €, Hanpuknag,  AiaseTokcu-
on06eH30n/K2COs/AMCO, KMnO4/Al203/CH3CN, dynbmiHypoBuii xnopanrigpua/DBU/CHsCN. AsoT
imigasony cnonyku C32 notiMm moxke OyTu ankinoBaHuin ankinyiwouum areHtom Rg-X, ae Rr aBnse
coBolo Hanpuknaa ankineHy rpyny i X asnsie cobot rpyny, Lo 3aMillyeTbCa, Taky sk noa abo 6pom
abo TO3MnaT, B MpPUCYTHOCTI ocHoBM, Takoi Ak NaH, Cs2COs abo Na:CQOs abo aHanoriyHoi B
PO3YMHHUKY, TakoMy Sk OM®, Trd, CHsCN abo ananoriyHuMm npu Temnepatypax Big -20°C go
TemMnepaTypu KUMIHHA pPO34YMHHMKA 3 oaepkaHHAM N-ankinoaHoi npoMikHOT crnonyku C34.
AnbTepHaTuBHO, Rr Takoxx moxe OyTu 3axucHOlo rpynoto, takow ak SEM abo MOM abo T1.nm.
(opToroHanbHOI A0 (peHONbHOT 3axMCHOT rpynn PG) AKy MOXHA 3HOBY BMAAnNWTW MidHiwe Aand
OOEPXKaHHA BiNMbHOIO iMiga3ony Ha HeobXxigHin cTagii. BuganeHHsa 3axucHol rpynu PG crnonyku C34 3
oaepkaHHAM heHoniB C35, BUKOPUCTOBYBAHUX B peakLUil 38'a3yBaHHS 3 OCHOBHOIO pynolo popmynu
A2 moxe 6yTu BUKOHAHO, sIK ONUCaHo BuLle, AN cnonyk opmynu C8 abo C8A.
Cxema 19:

)
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Hessaxatoun Ha Te, Wo nigxoau, 300paxkeHi BULLE, NOKA3YIOTb MEPEBAXHI LUMAXM ANS1 MHOMUHU
NPOMDKHUX CMOMYK i MPUKNagiB, nokasaHMxX B JaHOMY BWHaxodi, AesAKi KOHKPETHiI Cnonyku 3
0COONUBMMM AiNSHKAMMW 3aMiLLEHHSA MOXYTb OyTU OfeprkaHi anbTEPHATUBHUMU LUNSXaMK, 3HOBY B
3aneXHOCTI Big nonepeaHuKiB, sKi € A0CTYNHUMKU abo MoxnuBumMK. Hanpuknag, BBEAEHHS HITpUNbHOT
rpynu mMoxke 0yTu NpoBeAEHO HE TiNbKU K NOKa3aHo Ha CxeMi 14 paHile, a TakoxX HiTPUNM MoXKyTb
OyTn yTBOpEHi aerigapyBaHHaAM amiaiB kapOoHoBoi kucnotu (Cxema 20). AKWO 3axuMCHy rpyny
BUAANSOTb Ha CTagil NEPBMHHONO amigy, Toai oaepxaHi peHonm TakoX MOXKyTb OYyTU BUKOPUCTaHI B
SAKOCTI NPOMBKHUX CNonyk popmynn A1.

Cxema 20:
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BeeaeHHs i 06pobka o6ox 3amicHUKiB Rai Re

Y pesknx KOHKPETHUX BUMAaaKax, i 30Kpema AKLLIO HeobXxiaHO BBECTU i 06pobuTtu obuagi rpynu Ra i
Re, HeobxiaHO 3acTocoByBatu OinblU CKNAaaHWWA LUMASX, SKWMA BKIOYAE CTpaTerii 3aXMCHUX rpyn Ha
004aToK OO0 Takux, ONMUCaHUX BULLE, ANA OAepKaHHSA BignoBigHUX (HEHOSNbHUX NPOMIKHUX CMOMYK
dopmynun A1l. Takuii LINSX 40 NPOMIKHOT CMONYKW Noka3aHuin Ha Cxemi 21A Huxde.

BianoBigHoto BUXiAHOIO cnonykow €, Hanpuknad, C40, Wo MicTUTb apun-amid i 3amicHuk X (X =
Hanpuknag, Br, 1) kpim Rc i rpynn OH. C40 3axuwatotb, Hanpuknag, an-TpeT-o0ytun-gukapboHaTom B
NPUCYTHOCTI OocHOBM, Takoi sik NEts, ocHoBa XyHira, DMAP a6o nipuauH abo aHanoriyHum, B
PO34YMHHUKY, TakoMy Ak OXM, TI® abo edip T.n., npu Temnepatypax Big -20°C go Temneparypu
KAMIHHA PO34YMHHKMKA, Aatodun Tpuc-Boc npomikHy cnonyky C41. Ra Tenep moxe 6yTu BBEAEHUNR,
Hanpuknag, 3a [AOMOMOrow BianoeigHoT 6opoHOBOT kucnotu abo GoponaHy C42 B NPUCYTHOCTI
BiAMOBIAHOrO KarTanizatopa, Takoro sk Pd(OAc)2 abo PdCl: abo aHamnoriyHoro, B MPUCYTHOCTI
npuaaTHoOro niraHga, Takoro sk TpudeHindgocdid, TpuymknorekeundocdiH abo T.M. B PO3UYUHHUKY,
Takomy ak OIM®, Boga abo Ttonyon abo ix cymiw, npu Temnepatypax B Aianas3oHi Big KiMHATHOI
Temnepatypu go 150°C 3 ogepxaHHAM nNpoaykTiB 3B'A3yBaHHA C43, Hecyumnx BignoBiaHUA 3aMiCHUK
Ra. BuganeHnHs 3axucHoi rpynu Boc noTiM € nerko 3ginCHEHNM 3 BUKOPUCTAHHAM 3BUYaRHOT 06pobKu
KMCNOTOLO, Takoto gk, Hanpuknag, T®O B OXM, HCI B agiokcaHi abo aHanorivHoto, abo BogH. HCI, npu
BiaNOBIAHUX Temnepartypax, 3 OAEepPXKaHHAM aMiHO-TiAPOKCK NPOMiKHOT crnonykn C44. OaHum
npuknagoM aoaatkoBoi o6pobku amiHorpynu € obpobka HITpUTOM HaTpilo y BOAI B NPUCYTHOCTI
kucnotu, Takoi gk HaSO4 abo HCI abo aHanorivyHoi, 3 noganbluMM HOAMAOM Kanilo 3 OAep>KaHHAM
noanay C45. Motim MOXMMBO BBECTU, HANpUKNag, wiaHorpyny, 3a gonomorot ob6pobku cnonyku C45
CuCN B po3umnHHUKY, Takomy sk OM® abo OMCO abo T.n. npu BUCOKUX TEMMNEpaTypax Big KiMHATHOT
Temnepatypu oo 150°C 3 oaepkaHHam HiTpiny C46, B skomy Re=CN.

AnbTepHaTUBHO, amiHorpyna npoMikHOT crnonykun C44 moxe O6ytu moaudpikoBaHa Mno pPi3HOMY,
Hanpuknag 3a A0MOMOrol auusnyBaHHs, K nokaszaHo Ha Cxemi 21 3a JONOMOroK Cynb(OHINIOBaHHA.
Y pasi cynboHintosaHHs C44 o6pobnawTh BianoBiaHMM cynbdoHinxnopuaom C47 (Rr agnsie cobolo,
Hanpuknag, Manuin ankin) B NPUCYTHOCTi OCHOBU, Takoi Kak nipuanH, DMAP, NEts abo ocHoBa XyHira
B PO3YMHHMKY, Takomy sk OM®, OXM, ab6o Tre npu Temneparypax B AianasoHi Big -20°C po
TEMMNEPATYPU KUMNIHHA pO3YMHHMKA, 3 noganbliow obpobkoto NAOH, KOH a6o LiOH B BOAi, 3
oaepxaHHsaM cynbdoHaminy C48, ne Re=NHSO:zRF.

Cxema 21:
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IHWKI cnocib BBeaeHHs 060X 3amicHUKiB Ra i Rs nokasanuii Ha Cxemi 21B. Y LbOMYy KOHKPETHOMY
Bunagky gpeHon C101 moxe 6yTM XNOPOBaHUIA, HANPUKNAa, B NapanonoXXeHHi Mo rigpoKCUIbHINA rpyni
3a AOMOMOrOK XJIOPYIOYOro areHTa, Takoro sk N-xrop-CyKUMHIMIA, B NPUCYTHOCTI CUMbHOT KUCHOTH,
Takoi gk TpudpnatHa kucnoTta abo T.M., B KUCIOTHOMY PO3YMHHUMKY, TakOMy SIK ouTOBa kucnota abo
MypalmMHa kucnota abo aHanoridHoOMy, Npu Temnepatypax B AianasoHi Big KiMHATHOT TeMnepaTypu
00 Temnepatypu KAMiHHA po3ynHHKUKa. KBanidikoBaHuin dhaxiBelub BU3HAYUTb, LLO CaWT XMOpPyBaHHA
MOXe 3anexaTtu Bif iHWKWX 3aMiCHUKIB, NPUCYTHIX Ha apunbHOMY Kinbui cnonyku C101. 3assuuan,
icHye notpeba B 3axuUCTi BiNbHOT TigpPOKCINbHOI rpynu npoaykty C102 ans noganbwoi o6pobku, 3
O4ePXKaHHAM MpoMidkHOT cnonykn C103. 3axucHi rpynun PG, Taki sik 6eHsnn aéo MOM abo SEM abo
aHanorivHi, a TakoXX yMOBU AN BBEAEHHA 06rosoproBanuca Bulle. BeeaeHHs Ra, skuii Bianosigae 2-
METUN-NPONIOHITPUN-2-iNbHINA rpyni B AaHOMY BUMAAKY MOXe OyTu AOCArHyTO, Hanpuknaa, o6pobkoto
crnonykn C103 i306yTUPOHITPUNOM B MPUCYTHOCTI HEHYKNEOMINbLHOT CUNbHOT OCHOBU, Takoi sk KHMDS
abo NaHMDS B po3uMHHMKY, TakoMy sk Tonyon abo 6eHson aGo 1.n ., B 3akpuTin npobipui npu
TemnepaTypax B AianasoHi Big KimHaTHOT TeMmnepatypu ao 160°C 3 ogepaHHAM NPOMDKHOT CNOMyKn
C104, 3 HeOOXiAHOI AINAHKOIO 3aMilLleHHA. YMOBU ANg BuaaneHHsa 3axucHoil rpynu PG cnonykm C104
ansa ogepxaHHsa ceHony C105, 9kniAi BUKOPUCTOBYETHLCA B peakuil 3B'A3yBaHHA 3 OCHOBHUMU rpynamu
dopmynu A2 ByayTb 3anexaru Big npupoan PG i peakuia moxke 6yTu BUKOHAHA, SIK ONMMCAHO BULLE,
ansa cnonyk popmynu C8 abo C8A.

BeeaeHHs i 06pobka opTosamicHuka Ra anda dpeHonie C49, ae Ra= 3amiweHunn apun

Ra
OH a9

R,= substituted aryl or heteroaryl
Re
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3aranbHa nocnigoBHICTb, 300paxeHa Ha Cxemax 22-29 Moxe OyTW 3HAYHOI AOBXUHU i
kBanichikoBaHmin draxiseub Oyae po3ymiTu, WO NOCMIAOBHICTb peakuin, Ak nokasaHo Ha Cxemax 22-29
MOXe 3MIHIOBATUCA B 3aNeXKHOCTI Big peakuinHOT 34aTHOCTI | Npupoan NPOMIKHUX Cnonyk. AHaNorivyHo
TOMY, SIK ONMUCAHO paHile, SKWO oAHa 3 BUXiAHUX Cnomnyk abo NPOMKHMX CMOMNyK MICTUTb oAHy abo
Ginblie yHKUIOHANbLHUX Tpyn, §Kki He € cTabinbHuMM abo € peakuinHO3gaTHUMKW B yMOBax
npoBeAeHHA peakuii Ha oaHinm abo Oinblie peakuilHUX CTadiin, 3axucHi rpynu (K onucaHo,
Hanpuknag, B “Protective Groups in Organic Chemistry” by T. W. Greene and P. G. M. Wultts, 5th Ed.,
2014, John Wiley & Sons, N.Y.) MoxyTb GyTu BBEAEHI Nepea KPUTUYHOIO CTai€l0 3 3aCTOCYBaHHAM
crnocobiB, fobpe BigOMUX B PiBHI TEXHIKU. Taki 3aXuUCHi rpynyu MOXyTb OyTW BUAANEHI NPU HACTYMHUX
CTaAiAX CUHTE3Y 3 BUKOPUCTAHHSIM CTaHAApTHMX CnocobiB, onMcaHux B nirepaTypi.

CuHTe3 (beHOMbHUX MpPOMDKHMX cnonyk C49, B Akux Ra o3Havae 3amileHun apunoHun abo
reTepoapinbHUn 3amiCHUK MoXe OYTU BUKOHAHWUIA, HAMPUKNAA, K NoKasaHo HA CXeMi 22 3 NPOMiKHUX
crnonyk C6, aki € KomepuUiitHO gocTynHuMKU abo mMoxyTb ByTu odepkaHi sk onucaHo Ha Cxemi 13.
Bsaemogia C6 3 (3amiweHumn) 6opoHoBumMu kucnotamu Ra-B(OH)2 abo 6opoHoBumMu edbipamn Ra-
B(OR’)2 (Hanpuknag, niHakonosui abo TpumeTuneHrnikonesuin edip, abo KOMMEPUIAHO AOCTYNHUA,
abo ogepXxaHUin 3 BUKOPUCTaAHHAM cnocobiB 3 nitepaTtypu, ik ONUCAHO, Hanpuknaa, B “Boronic Acids -
Preparation and Applications in Organic Synthesis and Medicine” nig asTopcteom Dennis G. Hall (ed.)
1st Ed., 2005, John Wiley & Sons, New York) 3 BUKOPUCTaHHAM BIANOBIAHOrO kKartanisaropa
(Hanpuknaa, aunxnop[1,1’-6ic(andenindocdiHo)-cdepoueH]nanagin(ll) AuxnopMmeTaHOBUIA aaayKT,
TeTpakuc(tpudeHindocdiv)nanagin(0) abo auetar nanaaito () 3 TpudeHindocdiHom) B
BiaNOBIAHOMY  PO34YMHHUKY  (Hanpuknag, AiokcaH, AuMeTokcieTaH, Boga, Tonyon, N,N-
anmetundopmamia abo ix cymiwi) i BianoBiAHOT oOcHOBM (Hanpuknag, KapboHaT HaTpilo,
rigpokapboHaT HaTtpito, oTopua Kanito, kapboHart kanito abo TpUeTunamiH) npu Temneparypax Mk
KIMHATHOKO TeMNepaTypolo i TEMNEPATypOK KUMIHHA pPO3YMHHMKA abo CyMillli PO3YMHHUKIB Aae
npomixkHi cnonykn C50 (cragia a). Peakuii Cysyki aaHoro Tuny gobpe OCBiTneHi B nitepartypi
(nanpuknag, A. Suzuki, Pure Appl. Chem.1991, 63, 419-422; A. Suzuki, N. Miyaura, Chem. Rev.1995,
95, 2457-2483; A. Suzuki, J. Organomet. Chem.1999, 576, 147-168; V. Polshettiwar et al., Chem.
Sus. Chem.2010, 3, 502-522) i nobpe Bigomi kBanicdikoBaHum haxisyam. AnbTepHaTUBHO, apun- abo
retepoapun-tpudptopbopatn RaBFsK MOXyTb OyTW BUKOPUCTaHI B peakuisix KPOCC-CMOMAYYEeHHs i3
3aCTOCYBaHHAM nanagiesoro KaTanisaropa, Takoro K, Hanpuknag,
TeTpakuc(TpudpeHindocdin)nanaain 0), auetar nanagito () abo anxnop[1,1°-
Bic(andenindocdiHo)dbepoueH]-nanaain(ll) guxnopmeTaHOBMIA aaaykT B MNPUCYTHOCTI BignosigHoi
OCHOBMW, Takoi Ak kapOoHaT uesilo abo docdat kanio, B po3dMHHMKAX, Takux Ak Tonyon, Tro,
JiokcaH, soga abo ix cyMiw, npu Temneparypax MDK KIMHATHOT TemnepaTypoui TemnepaTyporo
KUMIHHA PO34YMHHUKA abo CyMiLlli pO3UMHHUKIB.

MpomixkHi cnonykm C50 Takox MOKyTb OyTK cMHTE30BaHi 3 C6 3a 4ONOMOrolo (3aMilLieHMX) apun-
abo retepoapun peareHTtieB onoBa Ra-SnRs (R = Hanpuknag, Me ab6o n-Bu; abo komepuiriHO
JoctynHuii abo oaepkaHuii BigNoBigHO A0 cnocobiB, onucaHux B niTepaTtypi) B NPUCYTHOCTI
BianoBiaAHOro Karanisatopa (Hanpuknag, TeTpakuc-(TpudpeHindgocgin)nanaain(0),
6ensunbic(TpudbeHindocdin)-nanagi(ll) xnopua, Gic(tpudenindocdid)nanagin(ll) amxnopug abdo
anxnop[1,1"-6ic(andenindocdino)-depoueHlnanaain(ll) auxnopmeTaHoBUA aaaykT) B BiANOBIAHOMY
PO3YMHHUKY, Takomy 4ak TIr®, pgiokcaH, OM® (N,N-aumetuncpopmamia) abo HMPA
(rexcameTundocdopamia) abo ix cymiw) npu Temnepatypax MDK KIMHATHOW TeMnepaTyporo i
TEMMNEPATYPOIO KUMIHHA PO3YNHHMKA ab0 CyMiLLi PO3UMHHUKIB, MOXKIMBO B MPUCYTHOCTI XNOPUAY NiTito.
3B'AsyBaHHs 3a CTUNNE Takoro TUNY LUMPOKO OCBITNEHO B nuTepaTypi (Hanpuknag, J. K. Stille, Angew.
Chem. Int. Ed. Engl.1986, 25, 508-524; V. Farina et al., J. Org. React.1998, 50, 1-652; T. N. Mitchell,
Synthesis1992, 9, 803-815) i nobpe Bigomo kBanigikoBaHum axisuam (ctagis a).

AnbTepHATUBHO, NPOMIKHI cnonykn C50 mMoxyTb OyTU CUMHTE30BaHI B peakuii NPOMIXKHOT CMONyKM
C6 3 (3miweHHsiM) apun-abo retepoapun uuMHkoBuMK ranigamm Ra-ZnX (X = CI, Br abo 1) (abo
KOMEPUINHO AOCTYMHMIA aB0 CUHTE30BaHWUI cnocobamu, onUCaHUMKU B NITepaTypi) 3 BUKOPUCTAHHSIM
Hikenesoro (Hanpuknag, TeTpakuc(tpudeHindocdin)Hikens (0)) abo nanagieBoro karanisaropa
(Hanpuknag, TeTpakuc(Tpudenindocdiv)nanagii (0)) y BiANOBIAHOMY PO3YUHHUKY, TakoMmy SK,
Hanpuknag, TF® abo DMA B TeMnepaTtypHOMY AianasoHi MK KIMHATHOI TeMNepaTyporo i TOUKO
KMMIHHA pPO3YMHHMKA. 3B'A3yBaHHA 3a Herilwum Takoro Tuny LUMPOKO BUCBITNEHO B niTepartypi
(Hanpuknag, “Name Reactions for Homologations-Part I: Negishi cross-coupling reaction”, Li, J. J.,
Corey, E. J., Eds.; Wiley & Sons, Hoboken, NJ, 2009, 70-99; “Metal-Catalyzed Cross-Coupling
Reactions”, Diederich, F.; Stang, P. J., Eds.; Wiley—-VCH: Weinheim, Germany, 1998, 1-47; E. Erdik,
Tetrahedron 1992, 48, 9577-9648; G. Organ, Eur. J. Org. Chem.2010, 4343-4354) i nobpe Bigomo
kBanidikoeaHumMm chaxisuam (ctagia a). BuganeHHa 3axucHoi rpynu PG B npomixkHUX cnonykax C50
cnocobamu, BizomuMmu KBanidikoBaHoMy dhaxiBLto, | K onucaHo Hanpuknag B “Protective Groups in
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Organic Chemistry” by T. W. Greene and P. G. M. Wutts, 5th Ed., 2014, John Wiley & Sons, N.Y.
(Hanpuknaa, ©6eH3umnbHa rpyna 3a AOMOMOrOK TiApPOreHi3yBaHHA 3 BUKOPUCTAHHAM BiANOBIAHOrO
Karanisatopa, Takoro sk nanagiv Ha Byrinni, y BianoBigHoOMy po34yuMHHUKY, TakoMy K MeOH, EtOH,
EtOAc abo ix cymilli; METUNBHOT rpynu 3a 4ONOMOTO0 peakuii 3 Tpubpomictum 60poM y BigNOBIAHOMY
PO3YMHHUKY, TakOMy SIK OWUXNOpMEeTaH) Jae npomixkHi cnonyku C49 (ctagia b), aki € nigrpynoto
(PEHONbHUX CTPYKTYPHUX enemeHTiB A1.

MpomixkHi cnonykn C51 TakoXk MOXyTb OyTM oaepxaHi 3 NpoMikHux cnonyk C6 cnoudartky
BUAAnNeHHAM 3axUCHOT rpynu PG 3 npoMipkHux cnonyk C6 3 BUKOPUCTAHHAM YMOB, ONUCaHUX paHille
(cTagis c), i KoHBepTauiclo oaemkaHuUx MpPoMikHMX crnonyk C51 B npomixkHi cnonykn C49 3a
JOMOMOTOI0 3aCTOCYBaHHSA, Hanpuknag, peakuii Kpocc-cnonyveHHs Cy3ayki, Ctinne abo Heriwm, sk
onucaHo Buule (ctagis d).

Cxema 22:
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AKLWIO CTPYKTYPHUIA enemeHT (ToOTO 3amiweHi apun abo retepoapun-60poHOBI KMCMOTU Ra-
B(OH)2 abo 6opoHosi edipn, apun- abo retepoapun onoea peareHtn Ra-SnRs, abo (3amiweHi) apun-
abo retepoapun uUMHKOBI ranign Ra-ZnX) gns opep>kaHHa npomikHux cnonyk C49 3 npomikHUX
crnonyk C6 He € KOMEpPUiNHO A0CTYyNHUMKU abo HecTabinbHi B BUKOPUCTOBYBAHUX PEAKLiRHMX YMOBAX,
NpoMixkHi cnonykn C49 MoxyTb OYTU anbTEPHATUBHO OAEPKAaHI BiAMOBIAHO A0 METOAMK, ONMUCAHUX
HIKYE.

Hanpuknag, npomixxHi cnonyku C56 i C58, B akux Ra 03Havyae dyeHinbHe Kinbue, BiANOBIAHUM
YMHOM 3amiweHe Ra1 (amB. hopMyny BUHaXOAy) i 3aMilieHe BTOPUHHOIO ab0 TPETUHHOK amigHOo
rpynoo MoxyTb OyTM cuHTe30BaHi BianoBiaHO A0 Cxemu 23. Peakuii KpOCC-CNONyYEeHHS MK
deHinGopoHoBMMK Kncrnotamm abo apunbopoHoBumu edipamm C52 3amilleHMMM KapOOKCUIbHOK
abo edipHoto rpynamu i Rgi, AkMiA Bignosigae 3amiCHMKY BignosigHo Ao dopMynu BuHaxogy, abo
KOMEpPUINHO AO0CTYynHMMKU, abo Takumu, WO MOXyTb OYTM CMHTE30BaHi cnocobamu BiAOMUMM
kBanidikoaHuM dhaxiBuam, 3 NPOMiKHOIO cnonykolo C6 B peakuiiHUxX ymMoBax, OnucaHux Ha Cxemi
22, Ctapia a, patoTb GiapunbHi npoMikHi cnonykm C53 (ctagisa a). BigwenneHHa ecdipHOT rpynu
kapOOHOBOT KMCNOTK B NPOMiXKHMX crionykax C53 B ny>kHOMy (Hanpuknaa, METUNOBUA abo eTUNOBUIA
edipu 3 niTtiem abo rigpoKcMaoM HATPIKO B NONAPHUX PO3YMHHUKAX, TAKUX 9K MeTaHon, H2O abo TI'd
abo cyMmilli 3a3HaYEHMX PO3YMHHUKIB) ab0 HENTpanbLHOMY cepeaoBulli (Hanpuknag, 6eH3unbHa rpyna
Bn gonomoroio rigporeHisadii 3 BUKOPUCTAHHAM BigNOBIAHOTO Katanisartopa, Takoro sik nanagin Ha
BYrinni, B BiANOBIAHOMY PO34MHHUKY, TakoMy sik MeOH, EtOH, EtOAc abo ix cymilli) npussoautb A0
npomMmixkHux cnonyk C54 (ctapis b). HoaatkoBi edpipn BkmovawoTh, 6€3 oBMexeHHs, Hanpuknag,
aninoBi ecipn, siki MoxkyTb 6yTu BigwenneHi cnocobamu, Binomummn kBanicdikoBaHoMy paxisuto, i sk
onucaHo Hanpuknag B "Protective Groups in Organic Chemistry" nig astopcteBom TW Greene and
PGM Wutts, 5th Ed., 2014 poky, John Wiley & Sons, NY, i3 3acTocyBaHHAM cTparerii OpTOroHasbHOT
3aXMCHOI Tpynu, SKka A03BOMUTL BUAANUTU edipHy 3axUCHY rpyny 6e3 NOpYLUEHHS iHLIMX 3aXMCHUX
rpyn, Takmx sk 3axucHa rpyna ¢gperHony PG. B3aaemogia npomikHux cnonyk C54 3 amiHamu Tuny Re-
NH2 nae npomikHi cnonyku C55 (ctagia ¢). AMIOHI 3B'A3yBaHHA TaKoro TUNY LUMPOKO BUCBITNEHI B
nitepatypi i MoxxyTb OyTU BMKOHAHi BUKOPUCTAHHAM 3B'A3YIOTYMX pPEAareHTiB, Takux SK, Hanpuknag,
CDI, DCC, HATU, HBTU, HOBT, TBTU abo peareHT Mykaami y BiANOBIAHOMY PO34YMHHUKY,
Hanpuknag, AM®, DMA, OXM abo giokcaH, MOXNMBO B MPUCYTHOCTI OCHOBM (Hanpuknag, NEts,
DIPEA (OcHoBa XyHira) abo DMAP). AnbTepHaTuMBHO, B ABOCTaiiHOMYy cnocobi, rpyna kapOoHOBOT

56



10

15

20

25

30

35

40

UA 123362 C2

KACNOTU B MPOMiKHMX crnonykax C54 moxe ©yTM KOHBEPTOBaHa B BiAMOBIAHMIA XMOpaHriapua 3a
AONOMOro 06pobku, Hanpuknag, TiIOHINXNOPMAOM, YACTUM ab0 MOXKIUBO B PO3UYMHHUKY, TAKOMY SK
OXM. B3aemogia xnopanrigpugy 3 R¢-NH2 y BignoigHOMy po3umHHuKy, TakoMy sk OXM a6o MO i
ocHOBM, Hanpuknaa, NEts, ocHoBa XyHira, nipugudH, DMAP a6o nitito Gic(tpumeTuncunin)amia npu
TeMnepaTtypax B AianasoHi Bia 0°C g0 Temnepatypu KWMiHHA PO3YMHHMKA abo CyMilli PO3YMHHUKIB
nae npomikHi crnonykm C55 (ctagia c). BupganeHHa 3axucHoi rpynu PG cnonykm C55 i3
3acToCcyBaHHAM crnocobiB, oNMcaHuX paxiwe, aae npomikHi cnonyku C56 (ctagia d).

MpomixkHi cnonykn C58 MOXyTb OyTM OAEpKaHi TakoXK 3 MPOMikHMX crnonyk C54 wwnaxom
3B’AA3yBaHHA i3 BTOPUHHMMM amiHamu Tuny RCRYNH 3acTocyBaHHSIM peakuinHUX YMOB, OMMUCAHUX
BULLE, 3 OdepKaHHAM TpeTuHHoro amiay C57 (ctagia e). MNoganblie BuganeHHs 3axucHoi rpynn PG
3aCTOCYBaHHAM peakuifiHMX YMOB, ONUCAHUX paHiwe, gae NnpoMikHi cnonykn C58 (ctagis f).

MpomixkHi cnonykn C57 anbTepHATUBHO MOXYTb OYTW ofep KaHi ankinyBaHHAM MPOMIKHUX CMOMYK
C55 cnonykamu RY-LG, B skux LG o3Hauyae BianoBigHy rpyny, L0 3aMmillyeTbCsl, Taky sik 6pom (abo
iHWY rpyny, WO 3aMilyeTbCs, Taky Sk xnop, nog abo OSOqankin, OSOxprTopankin, OSO2apun) 3
BUKOPUCTAHHAM BiaANOBIAHOT OCHOBU i PO3YMHHMKA, TAKOro fK rigpua Hatpilo B TeTparigpodypaHi 3
oJlEPXKaHHAM NPOMDKHMX cnonyk C57 (ctaais g). AMigHi samicHuku Re, RY, BukopuctoByBaHi B Cxemi
23 BU3HayeHi BigNoBigHOK NiArpynoto 3amicHUKiB R, ik BUsHa4YeHo y chopmyni BUHaxoay.

Cxema 23:
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MpomixkHi cnonyku C63, B Aknx Ra 03Havae dyeHinbHe Kinbue BignoBiAHUM YMHOM 3aMiwieHe Rar1 i
3aMiLLEHE arnKoKCW, ranoankoKkCu, apuankokcu abo retepoapunankokcu 3amiCHUKOM, MOXYTb OyTu
CUHTE30BaHi, HaNpuknaja, BignoeigHoO A0 Cxemu 24. AnkinyBaHHa ©Opomo-deHoniB C59, MOXNMBO
3amieHnx Ra1, Ak BU3Ha4eHo 06’eMoM (popmynu BUHaxody, ski € abo KoMepuiiHO AOCTyMHUMKU abo
MOXYTb OyTU oaepykaHi cnocobamm, BigoMumMmu KBanicdikoBaHoMy paxiBLO, 3a AOMOMOIO0 Cronyk
Tuny RsLG, B sikux Rs Bu3HaueHui nigrpynoto ob’emy 3amicHuka Rg y dopmyni BuHaxoay i LG
O3Ha4ae BiaAnoOBigHY rpyny, WO 3aMilyeTbCs, Taky Sk 6pom (abo iHWwy rpyny, WO 3aMmillyeTbCs, TakKy SK
xrnop, noa abo OSOqankin, OSOdhropankin, OSO2apun) 3 BUKOPUCTAHHAM BiAMOBIAHOT OCHOBU i
PO3YMHHMKA, TAKOro AK kapboHaTt Kamito B aueToHi abo rigpua HaTpito B TeTpariapodyypaHi, gae
npomixkHi cnonykn C60 (ctaaia a). MpomikHi cnonyku C60 MOXyTb 6YTWM NEepeTBOPEHi y BiANOBIAHI
GopoHoBI kncnotn abo edpipn 60poHOBUX KUCNOT C6B1 3 BUKOPUCTAHHSIM TiTEpaTypHUX cnocobis, sk
onucaHo Hanpuknag B “Boronic Acids - Preparation and Applications in Organic Synthesis and
Medicine” by Dennis G. Hall (ed.) 1st Ed., 2005, John Wiley & Sons, New York, Hanpuknag 3
BUKOpUCTaHHSM 4,4.4'4' 555 5-oktameTun-2,2'-6i(1,3,2-piokcaboponaHy (CAS RN 73183-34-3) B
NPUCYTHOCTI CUCTEMM BiANOBIAHOT OCHOBU, KaTanizaTopa i po34YnMHHUKA, Takoro sk auetart kanito, [1,1°-
Bic(andenindocdito)dbepoueH]anxnopnanagiesun (I) KOMNNEKC 3 AUXNOPMETAHOM B 1,4-aioKCaHi
npy TeMnepaTtypax B AianasoHi Big KiMHaTHOT TeMnepaTypu Ao TemnepaTypu KUNiHHA PO34MHHUKA abo
cymiwi po3vnHHKKiB (CTaaia b). BianosigHi ymoBM ANa peakuii KpoCC-CnonyvYeHHa NPoOMIPKHUX CRONYK
C61 3 npomikHOW crionykoto C6 (ctagia ¢) 6ynu onucadi Bulle. BuaaneHHs 3axucHoi rpynu PG B
NPOMiKHMX cnonykax C62 3aCToCyBaHHAM NiTepaTrypHUX MeToauk abo peakuiiHMX yMOB, MOKa3aHUx
paHiwe, gae npoMi>kHi cnonykn C63 (cTagia d).

MpomixkHi cnonykn CB62 anbTepHAaTUBHO MOXYTb OyTU oaepxkaHi 3 MpOMikHMX cnonyk C67

57



10

15

20

25

30

35

40

UA 123362 C2

3aCTOCYBaHHAM CTpaTerii OPTOroHanbHOT 3aXMCHOT rpynu (BUAANEeHHs1 OAHIET 3aXMCHOT rpynu, B Oyab-
SAKOMY NOPAAKY, 3 BUKOPUCTAHHSIM peareHTiB Ta YMOB, AKi He 3a4inatoThb iHLWI 3aXUCHI rpynu B LiNbOBIH
crnonyui). Figpokeurpynu B MOXMMBO 3amiwleHux Opomo-ceHonax C59 mMoxyTb OyTM 3axuLleHi
cnocobamu, BigoMumm keanicpikoBaHoMmy axiBUO i K onucaHo, Hanpuknag, B “Protective Groups in
Organic Chemistry” by T. W. Greene and P. G. M. Wutts, 5th Ed., 2014, John Wiley & Sons, N.Y.
(Hanpuknag, meTokcumetunbHa rpyna (MOM) wnsixom B3aemMoaii MOXMMBO 3aMilleHux 6pomo-
¢deHoniB 3 METOKCUMETUNXITOPUAOM B NMPUCYTHOCTI OCHOBU B BigMOBIAHOMY PO3YMHHUKY, TaKOMy K
NaH B TI'®, npu Temnepatypax B fAianasoHi Big 0°C go TeMnepatypu KUNIHHA PO3YMHHKUKA) 3
oaepXKaHHAM npoMipkHux cnonyk C64 (ctagis e). MNpomikHi cnonykn C64 B CBOIO Yepry MOXyTb OyTu
KOHBEpPTOBaHi B NpoMixkHi cnonykn C116 (ctaaia f) Ak nokasaHo sBuwe Ha ctagii b. MNoganblle kpocc-
CNONyYeHHa npoMikHUX crnonyk C65 3 npomikHUMM cnonykamu C6 (cTtagis g) 3acTocyBaHHAM
peakuiiHMx yMOB, OMUCaAHUX BULLE ANA cTagii ¢, Aae npoMikHi cnonyku C66. Bubopye BuaaneHHs
3axucHoi rpynu PG' B npomixkHux cnonykax C66 Ha MOXNUBO 3aMileHOMY ddeHINbHOMY 3aMiCHUKY Ra
nae npoMixHi cnonykn C67 (ctagia h). MNpomikHi cnonykun CB7 B CBOIO Yepry MOXyTb OyTu
TpaHcpopMOBaHi B MPOMidkHI cnonyku C62 wnaxom ankinyesaHHs i3 cnonykoto Tuny Rs-LG, B skux Rs
BM3HaYeHO nigrpynoto o6’ema 3amicHuka Rg B dhopmyni BuHaxoay i LG o3Havae BignosigHy rpyny, o
3aMillyeTbCA, Taky gk 6pom (abo iHWy rpyny, Wo 3aMillyeTbCsl, Taky sk Xnop, nog abo OSOqankin,
OSOabTopankin, OSO2apun) i 3 BUKOPUCTAHHAM PeakLiiHUX YMOB, OMUCAHUX paHile, 4ae NpoOMiKHI
cnonyku C113 (ctaaiq i).

Cxema 24:
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MpomixkHi cnonykn C74 B kX Ra 03Havae dpeHineHe Kinble BiANOBIAHUM YMHOM 3amilleHe Rar i
noe'asaHe 4epe3 meTuneHoBui mniHkep (CH2) 3 N-nos's3aHumM naktamom abo UUKMNIYHUM ypeTaHoM
MOXYTb OYTU CUHTE30BaHi, HanNpuknaa, BianoBiaHO A0 Cxemu 25. 'pyna OGEH3MNOBOro CnupTy B
BUXigHin cnonyui C68, Aka € abo koMepuifiHO A0CTYNHO abo moxke OyTu Nerko oaep»aHa BianoBiagHO
[0 niTepatypHuUX METOAMK, MOXe OYyTU nepeTBOpeHa B BianosiaHy rpyny LG, wo 3amillyeTbesl, Taky
Ak 6pom (Hanpuknazg, 3a AOMNOMOrow B3aemodii npoMikHux crnonyk C119 3 TeTpabpoMMeTaHoOM B
NPUCYTHOCTI TpudbeHindocdiHy B TI® B AKOCTi pO3UMHHMKA) abo iHWYy rpyny, WO 3aMillyeTbCs, TakKy
K xnop, noa abo OSOqzankin, OSOhtopankin, OSOz2apun, 3 ogepXKaHHsIM MPOMiKHUX crionyk C69
(cragia a). Bsaemopis npomikHux cnonyk C69 3 nakramamum abo uukniyHMMu ypetaHamum C68 B
NPUCYTHOCTI CUCTEMM BiAMNOBIAHOT OCHOBU i PO3YMHHKKA, TakoT AK riapua Hatpito B AM® gae npomixkHi
crnonykn C71 (ctagia b). MpomixHi cnonykm C71 MOXyTb 6yTW NepeTBOPEHi B TX BiANOBiAHI HOPOHOBI
kucnotu abo 6opoHoBi echipn C72 3 BUKOPUCTAHHAM 3BUMARHUX NITEPATYPHUX METOAUK, K ONMUCAHO,
Hanpuknag, B "Boronic Acids - Preparation and Applications in Organic Synthesis and Medicine" nig
astopcteoM Dennis G. Hall (ed.) 1st Ed., 2005, John Wiley & Sons, New York, Hanpuknag 3
BUKOpPUCTAHHAM 4,4,4' 4' 55 5' 5'-okTtameTun-2,2'-6i(1,3, 2-giokcaboponany) (CAS RN 73183-34-3) B
NPUCYTHOCTI CUCTEMM BiANOBIAHOT OCHOBM, KaTanisaTopa i po34YMHHUKA, TAKOro Ak aueTaT kanito, [1,1°-
Bic(andenindocdiHo)dhepoueH]anxnopnanagiesuin (Il) komnnekc 3 anxnopmeTaHom B 1,4-OiOKCaHi,
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npy TeMnepaTtypax B AianasoHi Big KiMHaTHOT TeMnepaTypu Ao TemnepaTypu KUNiHHA PO34MHHUKA abo
CyMiwWi po3ynMHHUKKIB (CTagia ¢). Peakuis KpoCC-CNONy4YeHHA NPOMiKHUX crnonyk C72 3 NPOMIKHOLO
cnonykoio C6 B peakuitHMX ymoBax, OnNuMcaHuxX padiwe, gae npoMixHi crnonyku C73 (crtagia d).
BuganeHHa 3axucHoi rpynu PG B npomibkHuX cnonykax C73 3actocyBaHHAM fiTepaTypHUX METOAUK
peakuiiHMx yMOB, NoKasaHux padiwe, gae npomikHi cnonyku C74 (ctaaiqa e€). MNpomikHi cnonykn C74
MOXYTb OYTM TakoX oAepxkaHi B pe3ynbTaTi peakuii KpoCC-Crnony4YyeHHa NPOMiKHMX cnonyk C72 3i
CTPYKTYPHUM eneMeHToM C51 3acTocyBaHHAM cnocobiB, onucaHux paiwe (cragis f).
Cxema 25:

MR}
e ! fia . Ra:
3 E: i ¥ Hey P, Y.
S il o O ZEA, A T )
/\fﬁmaﬂiﬂa 5T ragnb o, oranres e Bommind N 0 RS
N AN N S g i I e i N S A T
He \i’ .03 Y ’ ; T P l .“\_. P _{,v‘i\ Lo
& & Siest s G ~o R
bRk ESEN
H R o
ol 89 c71 . 12 cra
LG =FRYIg, Lo 3aMIlYETeoR RP=nanp. H, Mg, «nisakons P 33XBCHB TRYNA
N Ity
; cTagine o
] eS8 cragin f\ el
L ‘ Sy Foy 24; R,
W, ) i LN B N SO A
i)J 4 ’ r }'»-«"‘ 25 ~“P’m
0 @ o & . {'é '3
oo U»‘?“.Nf N
‘\"\1‘—5} 15;[\,/' N
Y
Re
574

MpomixkHi cnonyku C79 i C83, B AknX Ra 03Ha4Yae eHineHe kinbue, BiANOBIAHUM YUHOM 3aMilleHe
Rai, i Ake nos'a3aHe meTuneHoBum niHkepom (CH2) 3 N-MoB'a3aHOl0 BTOPUHHOK ab0 TPEeTWHHOI
aMigHo rpynoto KapboHOBOT KMCMOTU, MOXKYTb OYTU CMHTE30BAaHI, HANPUKNaa, BianoBigHo Ao Cxemu
26. AunnyBaHHsa amiHorpynu B 6eHsunamiHax C75, ski € abo kOMepUiiHO AOCTYNHUMM ab0 MOXYTb
OyTu Nerko oaepXkaHi BignoBigHO A0 MITepaTypHMX METOAUK, 3a AONOMOTro KapboHOBUX KUCMOT TUMY
Rr-COOH pae npomixHi cnonykn C76 (ctagia a). AMigHe 3B'A3yBaHHSA LIbOro TUMY LUMPOKO BUCBITMEHO
B NniTepaTtypi i Moxxe OyTU BUKOHAHO 3aCTOCYBAHHAM MHOMMWHU Pi3HUX 3B'A3YIOUMX PEeareHTiB Takux sk,
Hanpuknag, CDI, DCC, HATU, HBTU, HOBT, TBTU aGo peareHT Mykaami y BianoBigHomy
pPO34YMHHKKY, Hanpuknag, AOM®, DMA, OXM abGo piokcaH, MOXNMUBO B MNPUCYTHOCTI OCHOBM
(Hanpuknaa, NEts, DIPEA (OcHoBa XyHira) abo DMAP). AnbTepHaTuBHO, kKapOoHOBI kucnotn Rr-
COOH MoxyTb 6YyTM KOHBEPTOBAHI B iX XNopaHrigpuan nepea peakuicio 3B's3yBaHHs 3a AOMNOMOro
06pobkK, Hanpuknag, TIOHINXNOPUAOM, YUCTUM abo MOXMUBO B PO3YMHHUKY, TakoMy Ak IOXM.
Bsaemogaia xnopaHrigpuay 3 npoMikHumu cnonykamu C75 y BiANOBIAHOMY PO3UYMHHUKY, TaKOMy $IK
OXM abo OM® i ocHoeu, Hanpuknaa, NEts, OcHoBa Xydira, nipuanH, DMAP a6Go niTito
Oic(TpumeTuncunimamiagy, npu Temnepatypax B AdianasoHi Big 0°C go Temnepatypu KUMiHHSA
pO34YMHHMKA abo cyMilli po3vMHHKUKIB gae crnonyku C76 (cragia a). MNpomikHi cnonykn C76 MOXyTb
OyTn KOHBEPTOBAaHI B iX BiANOBiAHI NPOMiXHI cnonykn 60poHOBUX KMCNOT abo 6opoHoBuX ecipie C77 3
BMKOPUCTAHHAM fliTepaTtypHux cnocobis, sk onucaHo Hanpuknag B "Boronic Acids - Preparation and
Applications in Organic Synthesis and Medicine" by Dennis G. Hall (ed.) 1st Ed ., 2005, John Wiley &
Sons, New York i 3 3actocyBaHHAM cnoco®iB, onucaHux padiwe (ctagis b). Kpocc-cnonyveHHs
npomi>kHux cnonyk C77 3 NnpoMi>kHuMu cnonykamu C6 3 BUKOPUCTAHHAM peakUinHMX YMOB, ONUCaHUX
paHiwe, gae npomikHi cnonykn C78 (cTagia c¢). BuaaneHHs 3axucHoi rpynu PG B MPOMDKHUX
crnonykax C78 npoBOAsiTb 3aCTOCYBaHHAM NiTepaTrypHUX MeToAuK abo peakuifHMX YMOB, OMUCaHUX
paHiLle, 3 ogepkaHHAM NpoMibkHKUX cnonyk C79 (ctagia d).

MpomixkHi cnonykn C83, B sikmx Ra 03Havae (peHinbHe Kinbue, ke s'eaHaHe Yepes MEeTUNEHOBUN
niHkep (CH2) 3 N-NoOB'A3aHOI0 TPETUHHOKO aMigHOK TPYNOoK0, MOXYTb OYyTU ogepkaHi 3 MPOMiKHUX
crnonyk C76, Hanpuknag, N-ankinysaHHamM npoMikHux crnonyk C76 3a gonoMorot cnonyk tuny Ru-LG,
B skux LG o3Hauae BianoBigHy rpyny, LIO 3aMillyeTbCdA, Taky fk Opom (abo iHwy rpyny, wWo
3aMilLyETbCA, Taky Sk xnop, noa abo OSOqankin, OSOapropankin, OSO2apnn) 3 BUKOPUCTAHHAM
BiANOBIAHOT OCHOBM | PO3YMHHUMKA, TaKOl AK rigpua HaTpilo B TeTparigpodypaHi 3 ogepKaHHAM
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npomikHux crnonyk C80 (craaia e). 3a aHanorieio 3 onucaHum Buwe ana C76, C77, C78 i C79,
npoMixkHi cnonykn C80 MoxkyTb OyTK KOHBEPTOBAHI B NpomixkHi cnonyku C81 (ctaais f), C82 (cTaaia g)
i HA 3akiHyeHHs C83 (ctagia h) i3 3acTtocyBaHHAM cnocobis, onucaHux padiwe. MNMpoMiKHI CNonyKu
C81 anbTepHaTMBHO TaKoX MOXYTb OyTW oaepxkaHi ankinyBaHHsaM npomikHux cnonyk C77 3a
Jonomoroto cnonyk tuny Ru-LG i 3acTocoByiouM YMOBM, OMucaHi Ha crajii e suwe (ctagia i).
MpomixkHi cnonykn C82 TakoXX MOXyTb OYTWM oaepxaHi ankinyBaHHAM NpoMi>kHMX cnonyk C78 3
crnonykamu Tuny Ru-LG i 3acTocoByoun yMOBKM, onucaHi ans cragii € suwe (ctaaida j). Obuaea Rt i Ru
BUKOPUCTOBYIOTLCS HAa CxeMmi 26 BM3HAYEHOIO BignoOBIAHOKO NIArpynolo 3amicHukie B 06’emi Rg, Ak
nokasaHo y oopmMyni BuHaxoay.
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MpomixkHi crnonykn C49, B akux Ra 03Havae apunbHe Kinble, ke A04aTKOBO 3aMilleHOo
reTepoapunbHUM KinbUeM i Ansa gkux BignosigHi 6opoHosi kncnotu Ra-B(OH)2 abo 6opoHoBi edhipu
Ra-B(OR')2, pearentn onoea Ra-SnRs abo ranigu umHky Ra-ZnX ons BBEAEHHSA 3aMicHuMKIB Ra B
npomMixkHi cnonykn CC6 abo C51 € HepgocTtynHMMKM abo HecTabinbHUMWU B BMKOPUCTOBYBAHUX
peakuiiHux ymoBax, NMpOoMikHi crnonykm C49 MoxyTb OYyTM CUHTE30BaHi, Hanpuknaa, BiaAnoBigHO A0
CxeMm 27-29 i cnocobamu, onucaHum B nitepartypi. KeanicdikoBaHi daxiBui 3HaOTb, WO UA
METOO0ONIA TaKoX MOXe OyTU 3aCTOCOBaHa A0 CMEKTPY iHLWKUX reTepoapUIIbHUX CUCTEM.

Hanpuknaa, npomixHi cnonykun C87, B AkMX Ra 03Hayae peHinbHe Kinbue BignoBiAHUM YWMHOM
3amiwieHe Rgt1 i 3amiweHe [1.3.4] okcagiason-2-inbHUM Kinbuem, B AkoMy Rv saBnae cobolo,
Hanpuknag, ankin, uuknoarnkin, TpudrtopmetTun, 6eH3un abo ¢eHin abo aHanoriyHi, MoXyTb OyTu
oaepxkaHi 3 npomMmikHux cnonyk C53 (aus. Cxemy 23 ana ogepxkaHHs) BignosigaHo Ao Cxemu 27.
BubipkoBe BigwenneHHs edipHOT rpynu kapOOHOBOT KMCMOTM B MPOMKHMX cnonykax C53
(Hanpuknag, meTunosuin abo etunoBuh edpipn 3 nitiem abo rigpokcua HaTpild B MOMAPHUX
PO3YMHHUKAX, Takux sk metaHon, H0O abo TId abo cymilli 3a3HAYEHMX PO3ZYMHHUMKIB, 4OAATKOBI
edipu BKIIOYaOTb, 6€3 0OMeEXeHHA, Hanpuknaa, 6eH3unoBuii abo aninosuin edipu, SKi MOXXyTb ByTH
BigwenneHi cnocobamu, BigoMuMm kBanidikopaHomy dhaxiBLto, i Ak onucaHo Hanpuknag B “Protective
Groups in Organic Chemistry” nig astopcteom T. W. Greene and P. G. M. Wutts, 5th Ed., 2014, John
Wiley & Sons, N.Y.) i B skux R2 Bubuparotb TakuMm YMHOM, LWOO rigpokcinbHa 3axucHa rpyna PG He
3avinanaca B peakuinHMX ymoBax, 3acCTOCOBYBaHUX ANA BigwenneHHsa R2 ("cTpaTeria opToroHanbHol
3axucHoi rpynu") gae npomixkHi cnonyku C84 (ctagia a). Baaemoaia npomikHux crnonyk C84 3
auyunrigpasmHamu Tuny Ryv-C(O)NHNH:2 gae npomixHi cnonykn C85 (ctagia b). AMigHi 3B'si3yBaHHSA
Takoro TUMy LUMPOKO BUCBITMEHI B NiTepatypi i MOXyTb OYTU BUKOHAHI BUKOPUCTAHHSAM 3B'SI3YHOUMX
peareHTiB, Takux sik, Hanpuknag, CDI, DCC, HATU, HBTU, HOBT, TBTU a6o peareHT Mykasmi y
BiANOBIAHOMY pO34MHHUMKY, Hanpuknaa, OM®, DMA, OXM abo giokcaH, MOXMNWUBO B MPUCYTHOCTI
ocHoBu (Hanpuknagd, NEts, DIPEA (OcHoBa XyHira) abo DMAP). AnbTepHaTuBHO, rpyna kapOoHOBOT
KACNOTKU B NMPOMBKHMX crionykax C84 moxe OyTu KOHBEpTOBaHa B Ti XMOpaHrigpua 3a A0MOMOrow
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06pobkK, Hanpuknag, TIOHINXNOPUAOM, YUCTUM abo MOXMUBO B PO3YMHHUKY, TakoMy Ak IOXM.
Bsaemogia xmopadrigpuay 3 augunrigpasmHom tuny Ry-C(O)NHNH: y BignoBiAHOMY PO3YMHHUKY,
Takomy gk OXM abo OM® i ocHoBow, Hanpuknaa, NEts, OcHosa XyHira, nipuanH, DMAP abo nitito
Oic(TpumeTuncunimamia npu Temnepatypax B AianasoHi Big 0°C ao TemnepaTypu KMMiHHA
pO34YMHHMKA abo cymiwi po3uMHHUKIB Aae 1,2-giaumnriagpasuay npomikHi cnonykm C85 (ctagia b).
Uuknisadia giayunrigpasmgHoi rpynu B nNpoMipkHux cnonykax C135 3 BUKOpUCTaHHAM BignNoBiaAHOMO
uuknogerigpartylodoro  areHta, Takoro Ak POCIls, SOCl2, pearent byprecca a6o
aieTunamiHoandropcynbdidito TeTpadTtopbopatie (XtalFluor-E®) abo uncroro, abo 3 BUKOPUCTAHHAM
BIAMOBIAHOTO PO3YMHHMKA, TaKOro K AUXIIOPMETaH, MOXIMBO B MPUCYTHOCTI KMCMAOTKU, Takoi £K
OUTOBAa KMCNOTa Npu TemMnepaTypax B AgianasoHi Big KiMHaTHOT TeMnepaTypu 40 TemnepaTypu KAMiHHSA
po3uYMHHMKA abo cymilwi po3yuHHUKIB, Aae 1,3,4-okcagia3onoBi NpoMikHi cnonyku C86 (ctagis c).
CuHtes uboro tuny 1,3,4-okcagiasonis 4o6pe BiaoMuii B PiBHI TEXHIKM | TAKOX ONMCaHWin B niTepaTypi,
Hanpuknag, M.-F. Pouliot et al., Org. Biom. Chem. 2012 10 (5), 988. BuganeHHs 3axucHoi rpynu PG
crnonykn C86 3 oaepxkaHHaM C87 nposoautbca cnocobamu, BigoMumMu kBanidyikoBaHoMy dhaxiBLo i K
onucaHo, Hanpuknag, B "Protective Groups in Organic Chemistry" nig astopcteom TW Greene and
PGM Wutts, 5th Ed., 2014 poky, John Wiley & Sons, NY (Hanpuknag, OGeH3uMnbHOT rpynu
rigporeHisauielo 3 BMKOPUCTaAHHAM BigMOBIAHOrO Kartanisatopa, Takoro AK nanagii Ha Byrinmi, y
BiANOBIAHOMY PO3YMHHUKY, TakoMmy sk MeOH, EtOH, EtOAc abo ix cymilwi; METUNbHOT rpymnu
B3aemogico 3 TpubpomicTum 60poM y BiaNOBIAHOMY PO3YMHHUKY, TAKOMY K AUXIOPMETAaH) (CcTagisa
d).

Cxema 27:
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MpomixkHi cnonyku C93, B Akux Ra 03Havae dpeHinbHe Kinbue, BignoBigHUM YMHOM 3aMiwieHe Rar i
3amiweHe [1.2.4]okcagiason-5-inoBuMm kinbuem, B AkoMy Rw aBnse cobow, Hanpuknag ankin,
yuknoankin, Tpudtopmetun, 6eHsnn abo deHin abo aHanorivyHui, Moxe OyTu o0aepKaHO BiANOBIAHO
0o Cxemu 28, Hanpuknag, 3 npoMikHux cnonyk C88. CuHTes [1.2.4]okcaaia3oniB LUMPOKO ONUCaHWIA B
niteparypi, Hanpuknag B R. O. Bora et al., Mini-Reviews Med. Chem. 2013, 13 or K. Hemming, Sci.
Synthesis2004, 13, 127. HitpunbHi npomixHi cnonyku C88, Aki € abo KOMepUinHO AOCTyNMHUMKM abo
MOXYTb OyTK oaepxkaHi cnocobamu, Aodpe BiAOMUMM B PiBHI TEXHIKM, MOXYTb OYTU KOHBEPTOBAHI B X
GopoHoBI edbipy, Taki Ak niHakonosi edipn C89 3a AoNOMOroro nireparypHux cnocobiB, Hanpuknag, 3a
A0NOMOrolo B3aemogii NpoMipkHux cnonyk C88 3 niHaKkonoM y BiANOBIAHOMY PO3YMHHUKY, TAKOMY SK
Tro (cragia a). LliaHorpynu B npomikHux cnonykax C89 mMOxXyTb 6YyTWM nepeTBOpPEeHi B aMigOKCUMOBI
rpynu cnoco6amu, BigOMUMU B PIBHI TEXHIKKU, HAMPUKIAL, B3aEMOAIEI0 3 rigpoKCunamMiHom (MOXNUBO y
BUrNALI WOro riapoxnopuaHoi coni) y BiaNOBIAHOMY PO34YMHHUKY, Takomy sk EtOH B npucyTHoCTI
OCHOBW, TaKol 4K, Hanpuknaga, OCHoBa XyHira 3 ogepxaHHAM npoMikHux cnonyk C90 (craaia b).
Linknizauisa amigokcMmoBOT rpynu B NpOoMidkHUX cnonykax C90 3 akTMBOBAHOK MOXiAHOW KapOoHOBOT
KMCNOTU, WO Hece 3aMiCHUK Rw, Takum sk BiANOBiAHWI aHrigpug, xnopadrigpug, edip kmucnotu ado
opToedbip nNpu Temnepatypax B AdianasoHi Big KIMHaATHOI TemnepaTypu A0 TemnepaTypu KUMiHHA
PO3YMHHMKA Aae npomikHi cnonykm C91, dki yacro oaepxKyTb 0e3 BUIINEHHA nepioauyHo
yTBOptoBaHoi O-auunboBaHOT NPOMDKHOT cnonyku (ctagia c¢). lMpomikHi cnonykn C91 MOXyTb
B3aEMOZiATM 3 NPOMiKHUMK cnonykamu C6 B peakuiax Kpocc-CnoflyYeHHs 3 BUKOPUCTaHHAM YMOB,
onucaHux Ha Cxemi 22, Ctagia a, 3 ogepxaHHAM NpomikHUX cnonyk C92 (cragis d). BuaganeHHs
3axXUCHOT rpynu B NPOMiKHMX cronykax C92 cnocobamu, BigomMumm kBanidikoBaHoMmy haxiBLIO, 5K
onucaHo, Hanpuknag, B "Protective Groups in Organic Chemistry" by T. W. Greene and P. G. M.
Wutts, 5th Ed., 2014 poky, John Wiley & Sons, N.Y. i 5k onucaHo paHiwe, gae HeobxigHi beHONbHi
npomi>kHi cnonykn C93 (cTagis e).

MpomixkHi cnonykn C92 anbTepHAaTUBHO MOXYTb OyTU oaepxkaHi 3 MpOMikHMX cnonyk C88
NPOBEAEHHAM peakUiid KpOCC-CNONyYeHHA 3 MNPOMDKHOK cnonykolw C6 B AKOCTI nepluoi cragii
nocnigoBHOCTI, SK onucaHo Ha Cxemi 22, CTagia a, 3 oaepxkaHHAM NpoMibkHux cnonyk C94 (cragia f),
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NOTiM KOHBEPCIEIO LiaHOTpynu B amigOKCUMOBY Tpyny 3 BUKOPUCTAHHSIM CNocoBiB, ONUCAHUX BULLIE 3
ogepaHHaMm C95 (ctagia g) i noTim umknizauiero C95 3 akTMBOBaHOK KapOOHOBOKO KUCMOTOLO, WO
Hece 3aMiCHUK Rw B ymMoOBax, rnokasaHux BULLE, 3 ofepXaHHsAM npomikHux crnonyk C92 (cragia h).
MpomixkHi cnonykn C94 TakoxK MOXYTb OyTWM oaepxkaHi 3 npoMixHUX crnonyk C89 peakuieo Kpocc-
CMONyYeHHa 3 NpomikHUMKU crnonykamyu C6 3aCTOCYBaHHAM peakuiiHMX yMOB, OMUCaHUX padille
(cTagis i).

Cxema 28:
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MpomixkHi cnonyku C100, B siknx Ra 03Hayae peHinbHe kinbue BignoBiAHUM YMHOM 3amilleHe Ra1 i
3amiweHe TpeT-Oytun  3axuweHol  1H-nipason-3-inbHOWO  rpynoto, MOXyTb OyTu  ogepkaHi,
Hanpuknag, sik onucaHo Ha Cxemi 29. Kpocc-cnony4yeHHs npomikHux cnonyk C96, abo koMepUiinHO
JOoCTynHux abo ogepkaHux BiAMoOBiAHO A0 cnocobiB, OnMcaHuMx B niTepaTtypi, 3 MPOMIKHUMM
cnonykamu C6, npu 3actocyBaHHi MeToAiB, onucaHi Ha Cxemi 22 (cTaaia a), gae NPOMiKHI Cnonyku
C97 (ctapis a). AueTunbHa rpyna B NpOMiKHMX crionykax C97 moxe 6ytu TpaHccopmoBaHa B 3-
AUMETUNaMIHO-aKpUnoinbHY Trpyny i3 3acTOCyBaHHAM onybnikoBaHMX cnocobiB, Hanpuknag,
B3aemogicto 3 N,N-gumetundopmamigy AuMmeTunaueTaneMm, nNepeBaxkHO MpWU  NiABULLEHIRA
TeMnepaTypi, 3 oaepXaHHAM NpPOMibKHMX cnonyk C98 (cragia b). Bsaemogia C98 3 TpeT-OyTun
rigpasMHOM y BIAMOBIAHOMY PO3YMHHUMKY, TakoMy $K eTaHon abo meTaHon abo aHamnorivyHumM,
nepeBaykHO MNpPU NiABULLEHIW TeMnepaTypi Aae nipasonbHi NpomikHi cnonykun C99 (crtaagia c).
XeMocernekTuBHe BUAaaneHHs eHonbHOT 3axucHoi rpynn PG B npoMmikHux cnonykax C99
3aCTOCYBaHHAM CTpaTerii OpToroHanbHMX 3aXMCHUX Py, SIK NOKaszaHo paHile, gae NPOMRKHI CMONYKK
C100 (cTagis d).

AnkinyBaHHsi peHonbHOT rpynu C100 HeOOXiAHO OCHOBHOIO rpynoto A2, Ak ONUcaHo Ha Cxemi 1 i
noganblle BWAAMNEHHA TPET-OYTUNbHOT 3axMCHOT rpynu nipasony crnocobamu, BiAOMUMM B piBHi
TEXHiKW, K onucaHo, Hanpuknag, B "Protective Groups in Organic Chemistry" by TW Greene and
PGM Wutts, 5th Ed ., 2014 poky, John Wiley & Sons, NY (Hanpuknaa, B TpeT-OyTunbHIA rpyni B
KMCNOTHOMY cepedoBuuli, Takomy gk HCl B giokcaHi, y BiAnNOBIQHOMY PO3YMHHUKY, TaKOMY $K
OUXNOPMETaH) gac KiHUueBi npoayktu dhopmynu A3.

Cxema 29:
.f‘ i
._‘r"\‘ﬁ*. Aey T Bay "\J\ . Ry ‘\{\ _— (,;\“JE:‘H
VRN TN é l ; LT
JR N eragina LY cragiab )f? §oeragne wo/ ) ormARd R
! _ N . L LGN
g’a\g o ;""GF(; ‘f‘l,\?f_ws ) .fg\r,’3?‘h pi{, bl
L Ru-t\ H n,lk i Ry - }i 1 y
\;\ 5. % ) N N e .
Rz M\Rg i iz, i
L9 car N1 Ch {1

TakoxX BTIMEHHAM AAHOro BMHAxody € cnocid oaepxaHHs cnonyku dopmynu (1), K BUSHAYEHO
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BULLE, LLIO MICTUTL B3aemMogito cnonyku coopmynu (Il) B npucytHocTi cnonyku cpopmynu (ll1);

W

Ra ) Ra

X
O (1) o _W

(I ()

ae Ra, Re, Rci W € Takumum, gk Bu3Ha4eHo TyT, a X sinsie coboto ranoreH, mesunat abo Tosunar.

30Kkpema, B MPUCYTHOCTI OCHOBM, 30KpeMa B MPUCYTHOCTI kapOoHaTy Kanmilo, MOXIUBICTb
NPUCYTHOCTI WoAMAY Kani, B PO3YNHHUKY, TAKOMY SK aueToH i npu Temnepartypi mik -78°C i
TeMNepaTypolo KAMIHHA, 30KpemMa MK KIMHaATHOIO TEMMNEPaTypPoLo | TeMNepaTyporo KUMiHHA.

Takox 06'ekTom gaHoro BuHaxoay € cnonyku cpopmynu (), 9K TyT onucaHo, Ans 3acTOCyBaHHA $IK
TepaneBTUYHO aKTUBHOT PEYOBUHM.

AHanoriyHo, o6'eKToM JaHoro BMHaxoay € dhapmaueBTUYHA KOMMO3WUif, WO MICTUTb CMONyKy
BignosiaHo o cdopmynu (1), AK TYT ONUCaHO | TepaneBTUYHO IHEPTHUIA HOCIN.

Y KOHKPETHOMY BTIMNEHHI AaHWIA BUHAXia sBNsie coBoto cnonyky BianosigHo Ao dopmynu (I), Ak TyT
ONMCAHO AN NikyBaHHS ab0 NpodIiNakTUkm O4YHMX 3aXBOPIOBAHb, 30KPEMA TMAaYKOMMU.

[aHni BuHaxig Takox BigHOCUTLCS A0 3aCTOCYBaHHSA CMOMyku BignoBigHo ao popmynu (1), K TyT
ONMCAHO AN OAepPXaHHSA NiKapcbkoro 3acoby Ansa nikyBaHHA abo NpodinakTMkn 0YHMX 3aXBOPHOBaHb,
30Kpema rnaykomu.

Takox 06'€KTOM AAHOro BUHaxoAy € Cnocid nikyBaHHA abo npodinakTUKM OYHUX 3aXBOPIOBAaHb,
30KpeMa rnaykomu, Skuin BKNovae BBEAEHHA epeKTUBHOT KiINbKOCTI CNOMyKKU BiANOBIAHO A0 hopmy”nu
(), Ak TYT onucaHo.

3axBOpIOBAHHA HUPOK BKIIOYaKTb, 0€3 O0OMEXEHHS, TOCTpi YLUKOMKEHHSI HUPOK i XPOHIYHY
HUPKOBY XBOpPOOY 3 i 6e3 NpoTeiHypii, B TOMY 4YMChi B TepPMiHanNbHOT cTafil HUPKOBOT HEAOCTATHOCTI
(THH). Binbw paeTanbHO, UE BKIIOYAE 3HWKEHUR KNIPEHC KpeaTUHIHY | 3HMXKEHY LUBMAKICTb
knyboukoBoT inbTpauii, MikpoanbOymiHypito, anbOyMiHYpil0O i NPOTETHYPIO, FMOMEPYNOCKNepPo3 3
PO3LLUMPEHHAM CiTYACTOT MesaHrianbHoi matpuui 3 abo 6e3 cyTTEBOI riNEepKNITUHHOCTI (30KpeMa,
JiabetnyHa Hedpponartia Ta aminoigos), dokanbHun Tpombo3 Kaninapie knyboukiB (30Kkpema,
TPOMOOTUYHI MikpoaHrionarTii), 3aranbHuit IGPUHOTAHNMIA HEKPO3, IEMIYHI YpaXKeHHS, 3MNOSKICHUIA
Hedpocknepo3 (TakMii SK ilWeMidHa peTpakuis, 3HWKEHHA HUPKOBOrO KPOBOTOKY | HUpPKOBa
aprtepionaris), HabpsiknicTb i nponicpepauis iHTpakaninApHux (eHAoTenianbHUX i Me3aHrianbHuX)
Ta/abo eKkcTpakaninapHuUX KnitTMH (CepnoBMAHUX), SK NpU  [NOMepynoHedpuTi, hokanbHuiA
CerMeHTapHuin rnomepynocknepos, IgA-Hedponartii, BackyniTU/CUCTEMHI 3axXBOPIOBaHHSA, a TaKoX
roCTpe Ta XPOHIYHE BiATOPrHEHHA TPaAHCNNaHTaTa HUPKK.

3axBOpIOBAHHA MEYiHKM BKIOYawTb, 6e3 OOMEXeHHs, UMpPOo3 NedviHKW, 3acTil  MediHKu,
XONecTaTu4Hy XBOpoOy MediHKM, BKMYaum CBepOiK, HeankoronbHUM cTeaTorenatuT i rocrpe i
XPOHIYHE BiATOPrHEHHA TPaHCcNaHTaTa NeviHku.

3ananbHi 3aXBOPIOBAHHSA BKIIOYATh, 6€3 06MEXXEHHS, apTPUT, OCTECAPTPUT, PO3CISHUIA CKNepos,
CUCTEMHWUI YEPBOHWUM BOBYAK, 3anarnbHE 3aXBOPIOBAHHA KWLUEYHMKA, HEHOPMANbHE MNOPYLUEHHSA
eBakyauil i T.4., a TakoXX 3ananbHi 3axBOPIOBaHHA AuMXanbHUX LWASAXIB, Taki fK igionaTUYHWUiA
nereHesui  idpos (IPF), xpoHiyHa ob6cTpyktuBHa xBopoba nereHb (XOXJI) abo xpoHivHa
OpoHxianbHa acTMa.

[HWi 3axBOPIOBAHHS AMXANbHOI CUCTEMM BKIKOYalOTb, 0e3 O00MeXeHHs, iHWi Audys3Hi
3axBOPIOBAHHA MapeHxiMK nereHb PIisHOT eTionorii, BKNoYalvu HATPOreHHUn MeaAuKamMeHTO3HUI
¢ibpo3, ibpo3, iHAYKOBaHMIN nNpodecCinHuM Ta/abo HaBKOMULLHIM CEpPEAOBULLEM, CUCTEMHI
3axBOPIOBAHHSA | BacCKyniTW, rpaHynemaTo3Hi 3axBOpPIOBaHHA (Capkoigos, anepriyHuii anbBeEOnIT),
KonareHos CYOWH, anbBeOoNspHUI NpoTeTHO3, rpaHynemaros KNITUH JlaHrepraHca,
nimdaHrionenomiomaros, cnagkoBi 3axBoploBaHHA (cuHApoM [epmaHcki-INyanaka, Ty6eposHuit
cknepos, Henpocdibpomaros, ertabonivyHi po3nNaan HaKONMUYEHHs, CiMelHe iHTepcTUulianbHe
3aXBOPIOBAHHA NEreHis), iHAykoBaHUIA paaiauieto ¢ibpos, cunikos, iHaykoBaHui a3becTtom nereHeBun
¢ibpo3 abo rocTpuii pecnipatopHuin guctpec-cuHapom (PACB).

3axBOplOBAHHA HEPBOBOI CUCTEMM BKMOYawTb, 6e3 00MexeHHs, HeBponatudHum OBinb,
Wwm3odpeHilo, HeWposananeHHs (Hanpuknag, acTpornios), nepudepuyHy Ta/abo BereTaTtuBHY
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(niabeTnyHy) HeBponarii i T.4.

CyauHHI 3axBOPIOBAHHST BKMOYaloTb, 0e3 0OMEXeHHs, aTepoCcKnepos, TPOMOOTUUHI CyAWHHI
3aXBOPIOBAHHA, a Tako)K TPOMOOTMYHI MiKpoaHrionarii, nponidepaTnuBHy aprtepionaTiio (Taky sk
HabpsAK MIOIHTUMANbHUX KITITUH, OTOYEHUX MYLUMHO3HMM MO3aKNITUHHUM MAaTpPUKCOM | KymscTe
NOTOBLLEHHS), aTepOCKNepP03, 3HWXKEHHA NigaaTtnuBOCTi CyauH (Hanpuknag, XOPCTKICTb, 3HUXEHa
nogaTnMBICTb LUNYHOUKIB | 3HMXKEHA NOA4aTNMBICTb CYAUH), AMCAYHKLIO eHAOoTENI0 i T.4.

CepueBO-CyANHHI 3axXBOPIOBAHHS BKMIOYAlOTb, 6€3 0OMEXKEHHSA, TOCTPUI KOPOHAPHUI CUHAPOM,
iuemiyHy xBopoOy cepusi, iHGApPKT Miokapda, apTepianbHy i NereHeBy TMMNEPTEH3I0, MOPYLLUEHHS
CEepLEBOro puTMy, Taki sik ibpunsuis nepeacepab, iIHCYNbT Ta iHLI CYAMHHI YLLIKOAXKEHHS.

®ibpo3Hi 3axBOPOBAHHS BKITIOYalOTb, 63 06MexxeHHs, ibpo3 Miokapaa Ta cyauH, ibpo3s HUPOK,
ibpo3 neviHkn, Gibpos nereHis, Gidpo3 WKipu, cknepoaepMii Ta iHKancynouYnn NEPUTOHIT.

Pak i MeTactasu paky BKM4alwTb, 6€3 0OMEXEHHS, pak MONOYHOT 3ano3u, pak SIEYHUKIB, pak
nereHis, pak npocratu, Me3oTenioMu, rioMKu, pak NediHkW, pak LUNYHKOBO-KMLUKOBOrO TpakTy Ta ix
nporpecyBaHHs i MeTacTaTu4Ha arpecuBHICTb.

OuHi 3axBOpPIOBAHHA BKNIOYaloTb, 06e3 obmexxeHHs, nponidepatnBHy Ta HenponidepaTUBHY
(miabeTnyHy) peTMHONATIO, CyxXy i BOMOry BiKOBY MakynspHy aereHepadito (BMIO), Habpak makynu,
LeHTpanbHy aptepianbHy/BEHO3HY OKMO3il0, TpaBMaTUYHE YLUKOAXKEHHSA, rnaykomy i T.4. 30Kpema,
OYHE 3aXBOPIOBAHHSA ABMAE CODOIO rMaykomy.

MeTabonivHi 3aXBOPIOBAHHS BKMNIOYAIOTh, 6€3 0OMEXKEHHS, OXKUPIHHA | AiabeT.

TakoX BTINEHHAM AaHOro BuHaxoay € cnonyku doopmynu (), ik TyT onmucaHo, oaepxaHi 0yab-akum
ONUCAHUM TYT CNOCOBOM.

MeToaukun aHanisy

OaepxkaHHA MOBHONAHLIOIOBOro ayrotakcuHy (ATX) moamHu 3 i 6e3 rictuanHoBoi mitkn (HIS
TAG)

KnoHysaHHA aytoTtakcuHy (ATX - ENPP2):. kQHK opepxanu 3 komepuiiHoi ToTanbHoi PHK
remMaTtonoeTUYHMX KNIiTUH TAWHKM | BUKOpUCTOBYBanNu Ak wabnoH B [MJIP 3 npaiimepamu, LWO
NepeKpUBAalOTLCA, ANs oaepxaHHa noBHonaHutorosoi OP® ENPP2 nogunHu 3 abo 6e3 mMiTkm 3'-6xHis.
Lli nosHonaHutorosi BcTaBku knoHyBanu B Bektop PcDNA3.1V5-His TOPO (Invitrogen). OHK
NMOCNIAOBHICTb  AEKIMbKOX OAMHOYHMX KMOHIB  Oyna niateepmkeHa. [OHK 3 KOpekTHoro
NOBHOMNAHLIOrOBOr0 KMAOHY BUKOPUCTOBYBanNU ana TpaHcdekuii knituH Hek293 ana sepudikadii
ekcnpecii 6inka. NMocnigoBHicTb kogoBaHoro ENPP2 Bignosigae nocnigoBHocTi Swissprot Q13822, 3
abo 6e3 goaaTkoBoi C-KiHUEBOT MiTkn BxHis.

depmenTanina ATX: PekombiHaHTHMIA 6inok oaepxanu BeENUKOMACLUTAOHOK TPaH3ieHTHOM
TpaHcdekuieto B 20 n Giopeaktopax 3 KOHTPONbOBAHUM nNepemiwyBaHHAM (Sartorius). MpoTarom
KNITUHHOTO POCTY | TpaHcdpekuil Temnepartypa, LWBUAKICTbL nepemilyBaHHA, pH | KOHUeHTpauida
PO3YMHEHOrO KUCHIO nigTpumysanucs npu 37°C, 120 o6/xs, 7.1 i 30% DO, BignosigHo. KniTuHu
FreeStyle 293-F (Invitrogen) kynbTuByBanm B cycneHsii B cepegosuwli FreeStyle 293 (Invitrogen) i
TpacdikyBanu npu npubnusHo 1-1.5 x 10E6 knituH/Mn 3a A0NOMOroto BuLeBKasaHoi nnasmigHoi AHK
3 BukopuctaHHam X-tremeGENE Ro-1 539 (komepuiviHuin npoaykt, Roche Diagnostics) sk
KOMMNIEKCOYTBOPIOIOYOro peareHTy. KnituHu nigpxknuBnoBany KOHUEHTPOBAHWUM XUBUIIBHUM PO3YUHOM
(J Immunol Methods 194 (1996), 19, 1-199 (c. 193)) Ta iHgykyBanu 6yTupatom HaTpito (2 MM) yepes
72 roavHu nicna TpaHcdekuii i 3ibpanu Yepes 96 roauH nicns TpaHcdekuii. Ekcnpecito aHanisysanu
3a [JOMOMOrOK BECTEPH-OMOTMHIY, (pepMeHTaTMBHOrO aHanizy Ta/abo aHaniTu4Hoi adiHHOT
xpomarorpadii Ha imobinisoBaHux ioHax meTany (IMAC). Nicna 0XonoaXXeHHs KNITUHHOT CycneHsii go
4°C 3a [onoMOrold MNPOMyCKaHHA 4epe3 TennooOMIHHUK, PO3AINEHHA KITUH | cTepunisyoue
GinbTpyBaHHA cynepHaTaHTa NpoBoauny 3a gonomoroto ginbtpadii yepes ¢inbtpu Zeta Plus 60M02
E16 (Cuno) i Sartopore 2 XLG (Sartorius). CynepHaTtaHT 36epiranu npu 4°C nepea OUYULLEHHAM.

OunwieHHa ATX: 20 niTpiB  KynbTypanbHOro  cynepHaTtaHTy  KOHAMUiOHyBanu  And
ynbTpadinbTpadii 3a gonomoroto gogasaHHsa Brij 35 o kiHuesoi koHueHTpauii 0.02% i 3a gonomoroto
aosegeHHa pH pgo 7.0 3 BukopuctanHam 1 M HCI. TloTim cynepHaTaHT cnodartky nigaasanu
MikpopinbTpauii yepes 0.2 mkm pinbTp Ultran-Pilot Open Channel PES (Whatman) i notim
CkoHueHTpyBanu ao 1 nitpa 4vepesd Ginetp Ultran-Pilot Screen Channel PES 3 30 kDa MWCO
(Whatman). MNepen IMAC xpomatorpadieto goganu NiSOs4 Ao kiHueBoi koHueHTpauii 1 mM. MNoTim
OUNLLEHUI cynepHaTaHT HaHecnu Ha KonoHky HisTrap (GE Healthcare), nonepeaHbo BpiBHOBaXKeHY B
50 MM NazHPQO4 pH 7.0, 0.5 M NaCl, 10% rniuepuH, 0.3% CHAPS, 0.02% NaNs. KonoHky noetanHo
npoMunu Takum ke 6ydepom, wo mictute 20 MM, 40 mM i 50 MM imigasony, BignosigHo. Binok
3roqoM €nNBAaNM 3 BUKOPUCTAHHSM MiHiNHOrO rpaaieHTa ao 0.5 M imigasony 3a 15 06’eMiB KONMOHKMK.
dpakuii, wo mictatb ATX, o6'eaHanu i CKOHUEHTpyBanu 3a gonomoroo Amicon cell, ocHaweHum
dinbTpyBansHow membpaHoto 30 kDa PES. binok 4o4aTKOBO OYMCTUNM 38 AOMOMOIOK €KCKMI3iiHOT
xpomaTorpadii Ha Superdex S-200 (XK 26/100) (GE Healthcare) B 20 MM BICINE pH 8.5, 0.15 M
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NaCl, 10% rniuepuH, 0.3% CHAPS, 0.02% NaNa. KiHueBuit Buxig 6inka nicns ounweHHs cknae 5-10
Mr ATX Ha niTp KynbTypansHOro cynepHartanTy. binok 36epiranu npu -80°C.

AHani3 iHribysaHHsa pepmeHTy ATX nognHu

IHribyBaHHa ATX BUMIpIOBanNuM aHanisoM raciHHa dnyopecueHLii 3 BUKOPUCTAHHAM cneumdivHo
MiveHoro cybcTpaTtHoro aHanora (MR121 cyberpar). Ans oaepxxaHHa uboro cyéctpaty MR121, BOC i
TBS 3axuweHut 6-amiHo-rekcaHoesoi kucrnotn  (R)-3-({2-[3-(2-{2-[2-(2-amiHO-eTOKCK)-eTOKCH]-

€TOKCU}-eTOKCK)-NPONIOHINamiHO]-eTOKCH}-Tigpokcu-cpochopunokemn)-2-rigpokcu-nponinosui edip
(Ferguson et al.,, Org Lett 2006, 8 (10), 2023) mitunn 3a gonomoroio MR121 cdnyopodopy (CAS
185308-24-1, 1-(3-kapbokcunponiny-11-etun-1,2,3,4,8,9,10,11-okTarigpo-annipnao[3,2-b:2’,3’-

ijdeHokcasnH-13-iym) Mo BiNbHOMY aMiHy €TaHONamiHOBOro KiHUA i MOTiM, Micna AenpoTekuii,
TpuntodhaHoM 3 60Ky aMiHOreKCaHOEBOT KUCNOTH.

Po6o4i posunHu aAnda aHanisy rotyBanu HaCTyNMHUM YNHOM:

Bydep ana ananisy (50 mM Tris-HCI, 140 mM NaCl, 5 mM KCI, 1 MM CaClz, 1 MM MgClz, 0.01%
Triton-X-100, pH 8.0;
Po3uun ATX: ATX (nognmHun, MiMeHUA riCTUANMHOM) CTOKOBMI po3ynH (1.08 mr/mn B 20 mM 6GiyuHi, pH
8.5, 0.15 M NaCl, 10% rniuepuH, 0.3% CHAPS, 0.02% NaNs), posbaBunu Ao 1.4—2.5x KiHUEBOI
KOHUeHTpauii B Oycpepi ans aHaniay;
Posuun cybetpaty MR121: crokoBum posunH cyberpatry MR121 (800 mkM MR121 cyb6etpat B
OMCO), posbaBunu oo 2—-5x KiHUEBOT KOHLEHTpaUii B 6ydepi ans aHanisy.

Tectosi cnonykn (10 mM ctok B8 AMCO, 8 Mkn) npurotysanu B 384 nyHKOBMX NNaHLIeTax aAns
3paskie (Corning Costar #3655) i posbasunu 8 mkn OMCO. TMoCTpOKOBI CepifiHi po3BEAEHHS
NpUroTyBanu NnepeHeceHHs M 8 MK po34uMHY CNOSYKU B HACTynHUi psaa ao pagy O. Po3ynHu cnonyk i
KOHTPONIO nepemiwlyBanu n'atb pasis i 2 MkN nepeHecnu B 384 NyHKOBI NnaHLWeETW ANs aHanisy
(Corning Costar #3702). MNotim, goganu 15 mkn 41.7 HM po3unHy ATX (30 HM KiHUeBa KOHUEHTpauis),
nepemMiwanyu n'atb pasie i notim iHkyGyBanu npotsrom 15 xsunuH npu 30°C. Ooganm 10 Mkn
cyberpary MR121 (1 MkM kiHUeBa KOHUEHTpauist), amiwanu 30 pasie i noTiM iHKyGyBanu npoTtarom 15
xeunuH npu 30°C. [MoTiMm BUMipoBanu nyopecuUeHUild KOXHI 2 XBUNUHKM npoTarom 1 roguHu
(MnaHWweTHMI BidyanbHun GaratopexxumHuii pigep Perkin Elmer); iHTEHCMBHICTL cBiTna: 2.5%; vac
ekcrno3uuii: 1.4 cek, ®inbTp: Fluo_630/ 690 HM) i 3 UMX 34NTYBaHb po3paxoByBany 3Ha4yeHHs ICsp.
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Cnonyku cbopmynu (I) Ta ix hapmaueBTUUHO NPUIRHATHI coni abo edipy, SK TYT ONMCAHO MaIoTb
3Ha4veHHs ICso mibk 0.00001 mMkM i 1000 MKM, KOHKPETHI Cnonykn MarTb 3HaveHHs ICso mik 0.0005
MKM i 500 MKM, 10aaTKOBi KOHKPETHI CMOMNYKM MaloTb 3Ha4YeHHs 1Cso Mixk 0.0005 mkM i 50 mkM, GinbLu
KOHKPETHI CMOMyKM MatTb 3Ha4YeHHs ICsp Mk 0.0005 mkM i 5 mkM. Lli pesynbtatn 6ynu ogepxaHi 3
BUKOPUCTAHHAM (PEPMEHTATMBHOTO aHanidy, OnMCaHoro BULLE.

Cnonykn popmynu | Ta ix dhapmaueBTUYHO NPUAHATHI CONi MOXYTb 3aCTOCOBYBATUCA AK NiKapCbKi
3acobu (Hanpuknag, y dopmi dhapMaueBTUYHMX npenaparie). dapMaueBTUUHI Npenapatu MOXyTb
BBOAWTUCA BCEPEeAWHy, Hanpuknag, nepopanbHO (Hanpuknag, y opmi TabmneTok, BKPUTUX
0BONOHKOK TabneTok, Apaxe, TBEPAUX i M'SKMX >KENATUHOBMX Karcyn, pPO34vuHIB, emynbCin abo
CycrneHsiin), HasanbHO (Hanpuknag y BUIMAAi HasanbHUX CNpeiB), pekTanbHo (Hanpuknag, y dopmi
CynosuTopiiB) abo MicueBO uYepe3 odi (Hanpuknag, y BuUrmsadi po3dvuHiB, Masei, renis abo
BOAOPO3YMHHUX NOMIMEPHUX BKNagok). OaHak, BBEAEHHS MOxe OyTu BMKOHAHO MapeHTeparsnkbHo,
HanpuKnag BHYTPILUHbOM'A30BO, BHYTPILUHBOBEHHO ab0 BHYTPILUHbOOYHO (Hanpuknaga, y qopmi
CTEPUNbHUX PO3YNHIB ANSA iH'EKUIR).

Cnonyku copmynu | Ta ix hapMaueBTUYHO MPUIRHATHI CONi MOXYTb BUpOBNATUCA pasoMm 3
dapmMaUeBTUYHO iHEPTHUMK, HeOopraHiyHuMu abo OopraHidHMMKM ag'loBaHTaMu Ans BUTOTOBIIEHHS
TabneToKk, BKpUTUX ODONOHKOKW TabneTok, Apake, TBEPAMX >KEMaTUHOBMX Kancymn, PO34YMHiB Ans
iH'ekuin abo KOMNO3WUIA ANsl MICLEBOIO 3aCTOCYBaHHSA. JlakTo3a, KyKypyaA3aHUi Kpoxmanb abo horo
noxigHi, Tanbk, cTeapuHoBa kucnota abo 1 coni i T.A4. MOXyTb 3aCTOCOBYBATWUCA, HAMNpuknaja, sk
an'toBaHTH Ansa TabneTok, Apake i TBepANX KENAaTUHOBUX Kancyr.

BignosigHumn ag'loBaHTaMmu AN M'SKMX >KENaTUHOBUX Kancyn €, Hanpuknag, POCHAWHHI Onil,
Pi3HOBMAM BOCKY, XXUPW, HANIBPiaKi pe40BUHK i pigki nonionu i T.4.

BianosigHuMu aa'toBaHTamu Ana BUPOOHULTBA PO3YMHIB i CMPONIB €, HAaNpuUKNaa, Boaa, nonionm,
caxapo3sa, iHBepTOBaHMWIi LyKop, rMIoKo3a i T.4.

BignosigHumn ag'toBaHTaMu Ang iH'€KUinHUX PO3YKHIB €, HaNpuknaa, Boga, CnUpTK, Nonionu,
rniuepuH, POCNKHHI onii i T.A4.

BianoBigHuMn ag'toBaHTamu Ansi Cynos3uTOpiiB €, Hanpuknag, HatypanbHi abo riaporeHizoBaHi
Macna, pisHOBMAW BOCKY, XKUPW, HANIBPiaKi i pigki nonionu i 1.4.

BianosigHuMmn ag'toBaHTammn Ansa TonikanbHUX OYHMX KOMMNO3UUiN €, Hanpuknag, LMKNoOAEKCTPUHN,
MaHIT abo MHOXMHA iHLWINX HOCITB | HANOBHIOBAYIB, BiOMUX B AaHilA 06nacTi TEXHIKK.

Kpim Toro, dapmaueBTUYHI npenapatM MOXYTb MICTUTM KOHCepBaHTH, conobinisatopw,
PEYOBMHM, IO MNiABULLYIOTb  B'A3KiCTb, cTabinizatopu, 3MOYYKOYi  areHTu, emynbratopm,
nigconomkysadi, 6apBHUKK, apomMaTu3aTopu, corni Ana 3MiHU OCMOTUYHOTO TUCKY, Bydbepu, mackyroui
areHTn abo aHTMOKCUAAHTU. BOHM TAKOX MOXYTb MICTUTM iHLLI TEPANEBTUYHO LiHHi PEYOBUHMN.

Kpim Toro, dapmaueBTUYHI MnpenapatM MOXYTb MICTUTM KOHCEpBaHTWU, comobinizatopm,
NigBULLYIOYI B'A3KICTb peyoBUHK, cTabinizaTopu, 3BONOXyOYi 3ac00u, eMynbratopu, nigconoaxkysadi,
OapBHUKM, apomMaTu3aTopu, COMi AN PErynoBaHHA OCMOTUYHOIO TUCKY, Oyd)epHi peyoBuMHU,
MacCKyloUi areHTn i aHTMOKCHMAAHTU. BOHK TaKOXK MOXKYTb MICTUTU iHWI TepaneBTUYHO LjiHHI PEYOBUHMU.

Ho3a moxe BapiloBaTM B LUMPOKOMY AianasoHi i 6yae, npupoaHo, nigbupatuca BianoBigHoO a0
iHAMBIAYanbHUX BUMOT B KOXKHOMY KOHKPETHOMY BMNAAKy. 3aranom, B pasi nepopanbHOro BBEAEHHS,
BiANOBIAHOIO AEHHOIO 03010 ANs oaHiel nioguHn 6yae npudnusHo Big 0,1 Ao 20 Mr Ha Kr macu Tina,
nepesaxkHo npubnusHo Biga 0,5 oo 4 Mr Ha kr macu Tina (Hanpuknag, npuénusHo 300 mr Ha
iHauBigyymMa), NnepeBarkHO posjineHa Ha 1-3 okpemux 403K, SKi MOXYTb CKnagaTtucsa, Hanpuknag, 3
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OAHaKOBUX KiSIbKOCTEN, KO Ue niaxoauTb. Y pasi MicLeBOro BBEAEHHS, KOMNO3ULIA MOXe MICTUTHK
0.001% - 15% 3a macol MeauKaMeHTy i HeoOXigHy Jo3y, aka moxe 6ytu mik 0.1 i 25 Mr i moxke ByTu
BBeAeHa abo OAMHUYHOI A03010 HAa AeHb ab0 Ha TUXKAEHb a60 MHOXXMHHUMUK A03aMu (2 - 4) Ha AeHb,
ab0 MHOXMHHUMM A03aMU HA TWKAEHb. OaHaK, 3pO3yMino, WO BULLIEBKA3AHI BEPXHIi i HWXKHI 3HAYEHHSA
MOXYTb OYTK po3LLUMpeHi B pasi noTpedu.

HaHuii BMHaxig npoiniocTpoBaHo TyT 3a gonomorowo lMpuknaais, siki MawoTb HEOOMEXKYBaNbHUI
xapakrep.

Y pasi, SKWwo npenapaTtuBHi NpUKNagu oJepkylTb Y BUINSAi CyMmilli eHaHTioOMepiB, 4YKUCTI
€HaHTIOMepU MOXXyTb OyTM pOo3AdineHi 3a AONOMOrol onucaHux TyT cnocobis abo 3a AONOMOrow
crnocobiB, Binomux paxiBueBi B AaHin 06nacTi, TakMx AK, Hanpuknag, xipanbHa xpomartorpacdia abo
KpucTanisauis.

Mpuknagu

Bci npuknagun i npoMixkHi CNONyKKM oaep»xanu B aTMocepi a3oTy, SKWO He BKasaHo iHwe.

AbpeBiaTtypu: BogH. = BoaHuin; CAS: = peectpauinHuin Homep Chemical Abstracts Service;
BEPX = BucokoedektuBHa pigmMHHa xpomarorpadis; MS = Mmec-cnekTp; Hacuy. = HacudeHuin; KT =
KiMHaTHa Temnepatypa; TLUX = ToHkowaposa xpomartorpadia; NMR: cnektp S4epHOro MarHiTHOro
PE30HAaHCYy;

MNpomixkHi cnonykn A

MNpomixkHa cnonyka A2:

2-TpeT-0yTun-4-xnop-5-propdeHon

OH

(o]]
E

[o posuuny 4-xrnop-3-dtopceHony (CAS: 2713-33-9; 1.14 r) B ouToBii kucnoTi (6.0 mn) goganu
TpeT-6ytaHon (1.73 r), 3 HACTynHoW cipyaHow kucnototo (1.53 r) npu KiMHaTHIA Temnepartypi B
aTMochepi aproHy. Cymiw notim Harpisanu npu 80°C npotarom 17 roguH. TWX nokasana, wo
B3aemogis 6yno HENOBHOIO | TOMY peakuUinHy CyMill KUM'ATUIK 3i 3BOPOTHUM XONoAUNbHUKOM (88°C)
npotarom gogatkosux 30 roguH. Hespaxawoun Ha Te, Wo 3a gaHumu TLUX we sanuwanaca gedka
KiNbKICTb BUAMMOT BUXIQHOT CMONYKKU, peakuiinHy CyMill 0Xonoaunu 4o KiMHaTHOT TemnepaTypu i BiMnu
B BOAYy 3 NboAom. BoaHy a3y noTiM ekcTparyBanu ABa pasu eTunauetatom i o6'egHaHi opraHidHi
wapyu NpoOMUIM COMbOBUM PO3YMHOM, Bucywmnu Hag Na2SOQs, BigdinbTpyBanu i eBanopysanu.
HeouunleHy peyvyoBUHY OYMCTUNKM 3a AONOMOro dnew-xpomatorpacii Ha cunikareni npu rpagieHTi
Bia 0% 0o 25% EtOAcC B rentaHi B AKOCTi EMNIOEHTY, 3 04EPXKAHHAM CMONYKW, 3a3HAYEHOI B 3arofoBKy,
y BUrnagi kopuuHesoi piguHu (320 mr). MS (m/z): 201.1 [M-H]-.

MNpomixkHa cnonyka A4:

2-TpeT-0yTun-4-(3-metun-1,2,4-okcagiason-5-inydpeHon

OH

N

\<\\

N—O
Cragia 1: 1-beH3unokcu-4-6pomo-2-TpeT-6yTun-6eHson

=

Llto cnonyky, aka Bigoma 3 nitepatypu (CAS: 33839-12-2), ogep»kanu HacTynHUM Crnocobom:

o posunny 4-6pomo-2-TpeT-0yTun-derHony (CAS: 10323-39-4; 8 r) B 6€3BOAHOMY aUETOHITpuUII
(150 mn) popganmu Cs2C0s (22.7 1) 3 HacTynHuM OeHsunbpomigom (6.26 mm) npu 25°C i cymiw
nepemiwysanu npu 85°C npotdarom 3 r. PeakuiiHy cymiw oxonogunu go 25°C, sigdinetpyBanu i
dinbTpaT eBanopyBanu Npu 3HWKEHOMY TUCKY. OaepKaHWi 3anuuoK O4YUCTUNM 3a AO0MOMOrolo
KONOHKOBOT xpomaTtorpadii Ha cunikareni (rpagieHT 3-5% eTtunaueTtart B rekcaHax) 3 OAep>KaHHAM 1-
OGeH3nnoKcu-4-6pomo-2-Tpet-0yTun-6ensony (11.0 r) y surnsAgi cipo-6inoro ocagy. 'H-NMR (400MHz,
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0, OMCO-Ds): 1.32 (s, 9H), 5.14 (s, 2H), 7.04 (d, 1H), 7.28-7.50 (m, ~7H).
Crapia 2: 4-Bensunokcu-3-TpeT-0yTnn-6eH30oHITpUN
s

0\/©
N7

Lito cnonyky, siky Bigomo 3 nitepatypu (CAS: 847943-59-3) ogeprkanu HaCTyNHUM CnocoboMm:

[o posuuHy 1-6eH3unokcu-4-6pomo-2-Tpet-0ytun-6ensony (4.5 r) B 6essogHomy OMS (100 mu)
popann Zn(CN)2 (3.30 r), dppf (782 wmr) i Zn (229 wmr) B aTMocdepi aproHy, i peakuiiHy cymill
npoaynu aproHoMm npotaroMm 10 xsunuH. MoTim, Pd2(dba)s (645 mr) gopanu npu 25°C, i peakuinny
cymiw 3HoBY npoaynu aproHom npotarom 10 xe. Cymilw noTim nepeMiwysanu npu 110°C npotarom 16
r. Cymiw oxonogunu, sigadinsTpyBanu i dinbTpar eBanopyBanu Npu 3HMXEHOMY TUCKY. 3anuLlok
OUYNCTMAN 32 JOOMNOMOrOK KOMOHKOBOT XxpomaTtorpachii depes cunikarens (5-7% etunauertatr B
rekcaHax) 3 oJiep>KaHHsM CNOJyku, 3a3Ha4yeHoi B 3aronoeky (3.2 r), y surnagi cipo-6inoro ocagy. MS
(m/z): 265.0 [M]*.

Crapia 3: 4-Bensunokcu-3-tpeT-6yTnn-6eH30nHa kucnoTa

o SO

Lito cnonyky, siky Bigomo 3 nitepatypu (CAS: 146852-63-3),0aeprkanu HaCTYNHUM CnocoboMm:

[o posuuHy 4-6eH3unokcu-3-Tpet-0yTun-6enHsoHitpuny (800 mr) B MeOH (30 mn) goganu 6 H
BOAH. po3unH NaOH (40 mn) npu 25°C i peakuinHy CyMiLl KUM'STUNK i3 3BOPOTHUM XONOAUNbHUKOM
npotarom 16 r. Cymiw oxonoaunu Ao 25°C i PO3YMHHUK eBanopyBanu Mpu 3HWKEHOMY TUCKY.
OaepxaHun 3anuwiok po3basunu BOAOLO, nigkmcnunu 3a aonomMoroto koHu. HCI i ekctparysanu EtOAC
(2x50mn). OO6’eaHaHi opraHiyHi Wwapu MNpoOMWUNKN COMbOBUM PO3YMHOM, Bucywmnm Hag Na>SOq i
eBanopysanu Npu 3HWXKEHOMY TUCKY 3 OdepXKaHHAM CMOSyKW, 3asHadeHoi B 3aronoBky (830 mr) y
BUrNA4I kopuyHeBoro ocagy. MS (m/z): 285.2 [M+H]~.

Crapia 4: 4-Bensunokcu-3-TpeT-0yTnn-6€H30MHOT KUCNOT METUMNOBUI eqddip

L

Lito cnonyky, siky Bigomo 3 nitepatypu (CAS: 146852-62-2),0aeprkanu HaCTYNHUM CnocoboMm:

[o posuuHy 4-6eH3unokcn-3-Tpet-6ytun-6eHsonHoi kucnotn (830 mr) B 6essogHomy OM®P (30
M) npu 25°C pgopganu Cs2COs (1.9 1) 3 noganbwmm rogometaHom (0.273 mn) i peakuiiHy cymiwl
nepemiwysanu npu 25°C npotaroMm 3 r. PeakuiiHy cymiw noTiMm BigdineTpyBanu i dinbTpar
eBanopysanu npu 3HWKEHOMY TUCKY. 3anuLLIOK OYMCTUNKM 3a AOMOMOrOI0 KONOHOYHOT Xpomarorpadii
Ha cunikareni (rpagieHT 3-5% eTunauetar B rekcaHax) 3 OAEPXKaHHAM CMOSYKW, 3a3HayeHoi B
3aronoBky (740 wmr), y Burnagi cipo-6inoro ocagy. MS (m/z): 299.3 [M+H]*.

Crapia 5: 5-(4-Bensunokcu-3-tpet-0yTun-enin)-3-metun-[1,2,4Jokcagiason

s

N,o

HO

[o po3unHy 4-6eH3MNoKCeU-3-TpeT-0yTun-6eH30MHOT KNCNoTM MeTunoBoro edipy (740 mr) i N-
rigpokcu-auetamiguny (229.7 mr) B 6essogHomy AM®P (30 mn) aoganm NaH (218 mr) nopuismu npu
25°C i peakuiriHy cymiw nepemiwysanu npu 25°C npotarom 3 r. Cymill noTiM noracunyM BOAOHO i
ekctparyBanu EtOAc (2x50 mn). O6’egHaHi opraHiyvHi lwapu NpoMUNIN CONbOBUM PO3YMHOM, BUCYLUUMNN
Hag Na:S0s4, BigdinbTpyBanu i eanopyBanv npu 3HWKEHOMY TUCKY. 3anuLUOK OYUCTUNKM 3a
AONOMOIOID  KOMOHOYHOT XpomaTtorpadii Ha cunikareni (rpagieHT 7-10% EtOAc B rekcadi) 3
OOEPXKaHHAM CMOMNyKW, 3a3Ha4veHoi B 3aronoBky (650 mr), y Burnagi cipo-6inoro ocagy. MS (m/z):
323.0 [M+H]*.

Crapia 6: 2-TpeT-6yTun-4-(3-metun-[1,2,4Jokcagiazon-5-in)-deHon
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OH

N\
_<\N~0
Jo po3uuHy 5-(4-6eH3unokcu-3-tpet-oytun-deHin)-3-metun-[1,2,4Jokcagiasony (300 wmr) B
6essogHomy OXM (30 mn), wo 36epiraetbea npu -78°C, aoganu BBrs (1M po3unH B XM, 2.79 mn) i
peakuiiHy cymiw nepemiwysanu npu -78°C npotdarom 2 r. Cymiw noracuiM HacU4eHWM BOOHUM
posunHom NaHCOs3 (20 mn) i ekcTparyBanu 3a gonomoroio OXM (2x30 mn). O6’egHaHi opraHivHi wapm
NPOMWAN COMbOBMM PO3YMHOM, Bucywmnu Hag Na2SOs i eBanopyBanu npu 3HUNKEHOMY TUCKY.
3anuuwok o4MCTUNKU 3a ONOMOrOK KONOHOYHOT XpomaTtorpadii Ha cunikareni (rpagieHt 5-20% EtOAc
B rekcaHax) 3 oJep>aHHsM CNoJyku, 3a3HadveHoi B 3aronoeky (150 mr), y Burnsai cipo-6inoro ocaay.
MS (m/z): 233.2 [M+H]*.
MNpomixkHa cnonyka A5:
2-TpeT-0yTun-4-[1-(2-TpumeTuncunineTokcumeTun)imigason-2-injcgexnon

OH
N\
<\”N\/o
\/\Si/
/ AN

Crapia 1: 2-(4-Bensunokcu-3-tpet-0yTun-denin)-4,5-gurigpo-1H-imigason

Y@J@

[0 po3umnHy 4-6eH3unokcn-3-Tpet-6ytun-6eHs3oHiTpuny (1.4 r), oaepkaHoMy B NPOMiKHIA cnonyui
A1, Craaia 2, B etuneHgiamidi (20 mn) B 3akpuTin npoOipui aoganu P2Ss (0.985 mr) npu 25°C i
peakuiiHy cymill Tpumanu nig TUCKOM npu nepemiwysanHi npu 120°C npoTtarom 2 r. PeakuiiHy cymilu
oxonogunu go 25°C, i notim Bnunu B sBogy (100 mn). Cymiw nepemiwysanu npotaroMm 30 XBUNUH i
ogepaHun npeuunitat 3ibpanu wnaxom inbTpadii i BUCYWIMNK MNig BaKyyMOM 3 OAep>KaHHSM
Cronyku, 3a3HaqeHol B 3aronoeky (1.45 r), y surnagi cipo-6inoro ocagy. MS (m/z): 308.9 [M+H]*.

Crapia 2: 2-(4-bensunokcu-3-tpet-6yTun-denin)-1H-imigason

YESJ@

[0 po3umnHy 2-(4-6eH3unokcun-3-TpeT-0yTun-denin)-4,5-gurigpo-1H-imigasony (1.4 r) 8 AMCO (50
M) goaanu Kap60HaT kanito (690 wmr) i giauetokcu-ogodbeHson (1.61 1) i peakuiiHy cymiw
nepemiwysanu npu 25°C npotsirom 16 r B Tempasi. Cymill noTim po3baBunu BOAOIO i ekcTparysanu
anxnopmeTtaHom (2x40 mn). OB’eaHaHi opraHivni wapu sucywmnu Hag Na=SOs, BigdinbTpyBanm i
CKOHLIEHTpYBanu nig Bakyymom. 3anuLloK O4MCTUNKU 32 AONOMOIOL0 KONOHOYHOT XpoMatorpadii uepes
amMmiHocunikarens (rpagieHT 33-40% EtOAc B rekcaHax) 3 OAEpKaHHAM CMOMYyKW, 3a3Ha4yeHoi B
3aronoBky (805 wmr) y Burnaai cipo-6inoro ocagy. MS (m/z): 306.8 [M+H]*.

Cragia 3: 2-(4-BeH3nnokcmn-3-TpeT-0yTun-eHin)-1-(2-TpuMeTuncunaHin-eTokcumeTun)-1H-
iMigason
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o A
&

-0
s
/N
o cycnensii NaH (16 mr) B 6essogHomy OM® (10 mm) npy 0°C goganu po3vnH 2-(4-6eH3unokcu-
3-TpeT-6yTun-eHin)-1H-imigasony (500 wmr) B 6esgogHomy OM® (5 mMm) i peakuiiHy Cymiw
nepemiwysanu npu 25°C npotarom 30 xsunuH. MNMotim SEM-xnopug (0.087 mn) goganu no kpannax
npu 25°C i peakuiniHy cymiw nepemiwysanu npu 25°C npotarom 2 r. Cymiwl noTiM noracunn Boaolo i
ekctparyBanu EtOAc (2x50 mn). O6’egHaHi opraHiyvHi lwapu NpoMUNIN CONbOBUM PO3YMHOM, BUCYLUUMNN
Hag Na2S0: i eBanopyBanu nig BakyyMOM. 3anuLUoK OYMCTUAM 3@ [OMNOMOrOK  KONOHOYHOT
Xpomatorpacdii Ha cunikareni (rpagieHT 30-40% eTunaueTtart B rekcaHax) 3 OOepXKaHHAM CMOMyKM,
3a3Ha4veHol B 3aronoBky (310 mr) y Burnsai B’a3koi 6e3dapeHoT piandn. MS (m/z): 436.9 [M]*.
Crapia 4: 2-tpeT-0yTun-4-[1-(2-TpuMeTUncunadin-eTokcumeTun)-1H-imigason-2-inj-cexnon

OH
N
=
<\”N\/o
\/\Si/
/N
Po3uuH 2-(4-6eH3unokcun-3-TpeT-0yTun-denin)-1-(2-TpumetTuncunanin-eTokcumeTun)-1H-

imigasony (300 mr) B MeOH (20 mn) npogynu aproHom npotarom 10 x8 i notim goganm Pd(OH)2 (100
Mr). Beenn atmoccphepy BoAHIO i peakuiiHy cymiw nepemiwysanu nig Hz npu 25°C npotarom 6 r.
Cymiw BigchinbTpyBanu i hinbTpat esanopysanu nig BakyymMOM 3 OAEPXKaHHAM CNOMYyKW, 3a3HaYeHOoT
B 3aronosky (200 mr), y Burnaai cipo-6inoro ocagy. MS (m/z): 347.0 [M+H]*.

MpomixkHa cnonyka A6

2-TpeT-0yTun-4-(1-metunimigason-2-inydeHon

OH

N
.

Crapia 1: 2-(4-Bensunokcun-3-TpeT-0yTun-deHin)-1-metun-1H-imigason

Yé&@

CycneHsuo NaH (60% B miHepanbHOMy macni, 31 mr) B 6e3pogHomMy TI® (15 mn) oxonogunu Ao
0°C i po3uuH 2-(4-6eH3unokcu-3-TpeT-6ytnn-denin)-1H-imigazony (200 mr), ogep>kaHoro B NPOMDKHIN
cnonyudi A5, Ctagia 2, 8 TI'® (20 mn) noTtim goganu npu 0°C. PeakuiiHy cyMmill nepemilysanu npu
0°C npotarom 30 xB i notim rogometad (0.049 mn) goganu npu 0°C. MNMepemiwyBaHHS NPOAOBXKUIIU
npu 0°C npotdarom 3 r. Cymiwn noracunu Boaow i ekcrparysanum EtOAc (2x50 mn). OG’egHaHi
OpraHivyHi wWwapu npoMWUNKN COMbOBUM PO34YMHOM, Bucylumnu Hag Na2S0s, BiadinbTpyBanm i
eBanopysanu npu 3HWKEHOMY TUCKY. 3anULLIOK OYUCTUNKU 3a AONOMOIOK KOSIOHOYHOT XpoMartorpadii
Ha cunikareni (rpaaieHT 60-70% EA B rekcaHax) 3 ogep»KaHHAM CNOSyKW, 3a3HA4YeHOl B 3aronoBKy
(175 mr) y Burnagi s’askoro ocagy. MS (m/z): 320.8 [M+H]~.

Crapia 2: 2-TpeT-6yTun-4-(1-metunimigason-2-in)deHon
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OH

N
.

Cnonyky, 3asHayeHy B 3aronoBky, ogepxanu 3 2-(4-6eH3unokcun-3-tpet-0yTun-geHin)-1-metun-
1H-imigasony 3a ananorieto 3 MNpomikHowo cnonykot 5, Ctaaia 4 y surnagi cipo-6inoro ocagy. MS
(m/z): 230.7 [M+H]*.

MNpomixkHa cnonyka A7

2-TpeT-0yTun-4-(1,3-okcason-2-in)gpeHon

OH

N\
\ W

Crapia 1: 2-(3-TpeT-0yTun-4-MeTOKCMMETOKCH-(DEHIN)-0Kca3on

\/\

Po3uuH 4-6pomo-2-TpeT-6yTun-1-metokcumeTtokcu-6ensony (500 mr, ogepxaHoro 3 4-6pomo-2-
TpeT-6yTun-peHony signoeigHo Ao WO2013079223) i 2-TpubyTuncraHaHin-okcason (0.92 wmn) B
6e3BoAHOMY AiokcaHi (10 mm) B 3akpuTii npobupui npoaynu aproHom npotarom 10 xB. [oTim
PdClz(dppf)e CH2Cl2 komnnekc (149.5 mr) goganu i peakuifiHy CyMill 3HOBY NPOAYSM aproHom
npotarom 10 x8. Cymiw noTim nepemiwysanu npu 100°C npotarom 4 r i noTiM oxonogunu gao 25°C,
BiachinbTpyBanu i pinbTpat eBanopyBanu nNpu 3HWKEHOMY TUCKY. 3asfIMLLOK OYMCTUNKM 3a AONOMOrOIO
KONOHOYHOT xpomaTtorpacpii Ha cunikareni (rpagieHT 5-10% eTunaueTtar B rekcaHax) 3 ogepKaHHAM
CMONyKKu, 3asHayeHoi B 3aronoBky (350 mr) y Burngai CBiTNo-KOpUYHEBOT piauHn. MS (m/z). 262.8
[M+H]*.

Cragia 2: 2-tpeT-6yTun-4-okcason-2-in-cpeHon

OH

N\
o
Jo posunHy 2-(3-TpeT-6yTun-4-MeToKCUMETOKCU-beHin)-okcasony (200 mr) B 6e3sogHomy OXM
(10 mn) npu 0-5°C gopanu 4 H HCI B giokcaHi (2.5 Mn) i peakuiiHy cymiw nepemiwysanu npu 25°C
NpoTArom 28 r. PO34MHHWK eBanopysany Npyu 3HWKEHOMY TUCKY i 3anMLLIOK OYUCTUAN 3a AONOMOIOI0
KONOHOYHOT xpomaTorpacpii Ha cunikareni (rpaaieHT 8-15% eTunauertar B rekcaHax) 3 ogepKaHHAM
Cronyku, 3asHadeHol B 3aronosky (120 wmr),y Burnaai cipo-6inoro ocagy. MS (m/z): 217.9 [M+H]*.
MpomixkHa cnonyka A8
2-TpeT-06yTun-4-mopdonin-4-in deHon

OH

&

Crapia 1: 4-(3-TpeT-OyTUn-4-MeTOKCUMETOKCU-PEHIN)-MOPdOniH
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N

2

[o po3unHy 4-6pomMo-2-TpeT-0yTun-1-metokcumetokcn-6eHsony (900 mr, ogepxaHuii 3 4-6pomo-
2-TpeT-6yTun-deHony BignosigHo 4o WO0O2013079223) i mopconiHy (0.44 mn) B 6380 aAHOMY TONYOnNi
(10 mn) B 3akpuTin npoBipui aoganm NaOtBu (475 wmr) i kcaHTdoc (76.2 mr) npu 25°C. Mpobipky
npoaynu aproHom npotarom 10 x8 i notim Pdz(dba)s (60.3 mr) goganu i npobipky 3HOBY npoaynu
aproHom npotdarom 10 xs. INoTiM, cymiln  nepemiwysanu nig Tuckom npotarom 16 r npm 110°C i noTim
oxonogunu o 25°C i sigcinbtpyBanu. ®inbTpar eBanopysasnu npu 3HWKEHOMY TUCKY | ogepaHui
HEOYULLEHUI MaTepian OYMCTUNN LLNSXOM KONOHOYHOT XxpomaTorpadii (rpaaieHT 7-10% eTunauertarty
B reKkcaHax) 3 OJiepXXaHHsIM CMonyku, 3a3HadeHol B 3aronoBky (560 mr) y Burnsai B’a3koi pianHu. 'H-
NMR (400MHz, &, CDCls): 1.38 (s, 9H), 3.04-3.10 (m, 4H), 3.48 (s, 3H), 3.80-3.90 (m. 4H), 5.17 (s,
2H), 6.69 (dd, 1H), 6.93 (d, 1H), 7.04 (d, 1H).

Cragia 2: 2-TpeT-6yTun-4-mopdoniH-4-in-ceHon

J

Cnonyky, 3asHayeHy B 3aronoBky, ogepxanum 3 4-(3-TpeT-6yTun-4-MeTOKCUMETOKCU-DEHIN)-
MOpPOniHY 3 BUKOPUCTAHHAM YMOB, onucaHux ans MNpomikHoT cnonykn A7, CTagia 2, y Burnaai cipo-
6inoro ocagy. MS (m/z): 235.9 [M+H]*.

MpomixkHa cnonyka A9

2-TpeT-0yTun-4-(1-metun-1H-imigason-2-in)-geHon

B

[o posuuHy 4-6pomo-2-TpeT-6ytun-berHony (CAS: 10323-39-4, 200 wr) i 1-metun-5-(4,4,5,5-
TeTpameTun-[1,3,2]aiokcaboponan-2-in)-1H-imigaszony (272 mr) B 6e3sogHomy OM® (10 mn) goganu
K2CO3 (362 mr) npu 25°C B aTmMocdepi asoTy. PeakuiliHy cymil npoaynu aproHom npotsarom 10 xs, i
notiMm PdClz(dppf)2 OXM komnnekc (14.2 mr) goganu. MNpo6Gipky 3HOBY Npoaynu aproHom npotarom 10
XB i peakuinHy cymiw nepemiwysan unpu 120°C npotarom 28 r. Cymiw oxonogunu go 25°C,
BiachinbTpyBanu i pinbTpat eBanopyBanu nNpu 3HWKEHOMY TUCKY. 3asfIMLLOK OYMCTUNKM 3a AONOMOrOIO
KONOHOYHOT Xpomartorpaddii Ha cunikareni (rpagieHt 2-5% MeOH B OXM) 3 ogepXaHHSM CNOMyKu,
3a3HayeHol B 3aronioBky (124 mr) y Burnsagi kopuyHesoro ocagy. MS (m/z): 230.9 [M+H]+.

MpomixkHa cnonyka A10

2-TpeT-0yTun-4-(5-metun-1,3,4-okcagiason-2-inydeHon

OH
—<\N,N
Cragia 1: 3-TpeT-6yTnun-4-rigpokcn-6€H30MHOT KUCNOTU METUNOBUI eqdip

OH

[o)
MeO

[o posunHy 3-TpeT-OyTun-4-rigpokcn-6eH3onHoi kucnotn (CAS: 66737-88-0, 3 r) B 6e3BogHOMY
MeOH (40 mm) goganu no kpannsax koHu. H2SO04 (0.4 mn) npu 25°C i peakuiiHy CyMill nepemiysanu
Npv KUNiHHI i3 3BOPOTHUM XONOAUNbHUKOM npoTaroMm 16 r. [loTiM poO34YMHHUMK eBanopysanu npu
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3HMKEHOMY TUCKY. 3anuwok posbasunu 3a gonomoroto OXM (50 mn) i po3yunH npoMunu BOAOHD i
CONMbOBUM pO34MHOM, Bucywunu Hag Na2804 i BigdinbTpyBanu. ®inbTpat esanopyBanu npu
3HWKEHOMY TUCKY | 3anULLOK OYMCTUNM 3a AOMOMOrOK KOMOHOYHOT xpomaTorpaddii Ha cunikareni
(rpagieHT 0.5-1% MeOH B OXM) 3 ogepXaHHAM CMOMyKKU, 3a3Ha4YeHol B 3aronoBky (2.8 ), y surnagi
cipo-6inoro ocagy. MS (m/z): 209.4 [M+H]*.

Cragia 2: 3-TpeT-0yTun-4-rigpokcn-6eH30MHOT KUCNOTHU riapasua

OH

o
HN—NH

0o po3unHy 3-TpeT-6yTun-4-rigpokcn-6eH3onHoT kucnotn metunoeoro edipy (3.7 1 B
6esgogHomy MeOH (40 wmn) B 3akputin npo®ipui goganu rigpat rigpasuH (4.36 mn) npu 25°C i
peakuiiHy cyMmill HarpiBanu nig Tuckom npu 65°C npotarom 16 r. Cymiw noTim oxonoaunu go 25°C i
PO3YMHHUK €BanopyBanu Npu 3HKEHOMY TUCKY. 3amnuuoK OYWCTMAM 3a AOMOMOIOK KOMOHOYHOI
Xpomatorpadii Ha cunikareni (rpagieHT 2-4% MeOH B OXM) 3 ogepXaHHSAM CMOMNyKU, 3a3HayYeHoT B
3aronoBky (2.8 1, 75%), y surnagi cipo-6inoro ocagy. MS (m/z): 209.1 [M+H]*.

Crapia 3: 2-tpeT-6yTun-4-(5-metun-1,3,4-okcagiason-2-in)deHon

OH

(o)
_<\ka

CycneHnsito 3-TpeT-6yTun-4-rigpokcu-6eH3onHoT kucnoTu rigpasuay (1.5 r) B TpueTunoproauerari
(25 mn) HarpiBanu Ao kuniHHA npu 150°C npotdarom 7 r. PeakuiinHy cymiwl noTiM oxonoaunu ao 25°C i
PO3YMHHUK €BanopyBanu nNpu 3HWKEHOMY TUCKY. 3anuLiok posbaeunu 3a gonomMoroww OXM (50 mn) i
NPOMUNK BOAOIO i CONbOBUM PO3UYMHOM. OpraHiyHui wap sucywmnnu Hag NazSO4, BigdinsTpyBanm, i
eBanopyBanu npu 3HWKEHOMY TUCKY. HeouneHy peqyoBMHY OYMCTMIU 3a JOMOMOTOK KONOHOYHOT
Xpomatorpadii Ha cunikareni (rpagieHTt 2-3% MeOH B OXM) 3 ogepXaHHSAM CMOMNyKU, 3a3HayYeHoT B
3aronoBky (1.15r), y surnagi cipo-6inoro ocagy. MS: 233.1 [M+H]*.

MNpomixkHa cnonyka A14:

4-xnop-2-uuknonponin-5-meTuncynegoHindgeHon

Cl

O=Il ~

0
Crapia 1: 1-6pomMo-2-xnop-5-pTop-4-HiTpobeH3on

NO,
F
Cl
Br

Jo nepemiwaHoro posymHy 2-6pomo-1-xnop-4-ptopbensony (CAS: 201849-15-2; 10 1) B
cipyaHin kucnoti (95-97%; 100 mn) nocTtynoBo goganu Hitpat kanio (5.82 r) npu -5°C. PeakuiiHy
cyMmiw nepemiwyBanu npu -5°C npotarom 1.5 roguH i notim Bnunu B 400 mMn BOAM i3 NbOAOM.
MpeuunitaT BiadINbLTPYBANM i BUCYLUMAKW Nig BaKyyMOM 3 OAEPXaHHAM CMONYKW, 3a3HadeHol B
3aronoBky, y surnsai 6es6apeHoro ocagy (11.54 r). MS (m/z): 253 [M]*.

Crapia 2: 1-6poMo-2-Xnop-5-MeToKCU-4-HiTpobeH3on

OH
S
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NO, |

Cl
Br

Jo posunHy 1-6pomMo-2-xnop-5-pTop-4-HiTpobensony (11.0 r) B metaHoni (110 mn) MNOBINbHO
aoganu metokcua Hatpito (2.45 1) npu 0°C i peakuinHy cymiw nepemiwysanu npu 0°C npotarom 1.5
roanH. CycneHsilo BNMNM B BOAY i ekcTparyBanu 3a gonomorow EtOAc. OB6’eagHaHi opraHiybi
eKkcTpakTu Bucyumnu Hag MgSOs, BiadINbLTpYyBanu i CKOHUEHTpYBanu nig BakyymMoM 3 OJ€pKaHHAM
CMONyKKU, 3a3HavdeHol B 3arofioBky, Yy BUrnAgi »xkoetoro ocagy (11.2r). MS (m/z): 265 [M]+.

Crapia 3: 1-xnop-4-MeTOKCU-2-MEeTUNCYNbQOHIN-5-HiTpobeH3on

NO, |
o

Cl
0=
(o]

Lo posunHy L-nponivy (61.3 mr) 8 JMCO (2 mn) goganu rigpokcua HaTpito (24.0 mr) i cymiw
nepeMillyBanu nNpu KiMHaTHiin Temnepartypi npotsarom 30 xsunuu. Moauna wmiai (1) (114 wmr), 1-6pomo-2-
XIop-5-MeTokcu-4-Hitpobenson (0.20 r) i meTancynbdiHaT HaTpito (173 Mr) goganu. PeakuiiHy CyMiLl
Harpinu go 60°C 3 ogepXaHHSIM KanamyTHOro 6nakuTHOro po3ymHy. Yepes 5 roguH peakuiiHin cymiLui
Janun oXornoHyTK A0 KiMHaTHOT Temnepatypu. Cymiw Bnunu B 50 mn 10% BoagHoro po3vnHy NaHCOsii
50 mn EtOAc i wapu BiadineTpyBanu Ansg BuaaneHHa AomiloK. inbTpoBaHi wapu noTiM po3ginunu.
BoagHuii wap ekctparysanu asidi 3a gonomoroto 50 mn EtOAc i opraHivHi wapu npomunu 50 mn
COMbLOBOr0 PO34nHy, Bucywmnu Hag MgSOs, BigdpineTpyBanu i CKOHUEHTpyBanu niag BakyymMoMm 3
OAEpKaHHAM CNOSyKK, 3a3Ha4YeHol B 3aronoBKy, Yy BUrnAai xostoro ocaagy (122 mr). MS (m/z): 265
[M]".

Cragia 4: 5-xnop-2-meToKCcu-4-MeTUncynbdOoHINaHini

NH, |
(o]

Cl

o=p<
o)

Lo cymiwi etaHony (2.00 mn) i Bogun (2.00 mn) goganu ourtosy kucnoty (140 mkn) i U cymiwl
nepemiwlysanu npu KAMiHHI i3 3BOPOTHUM XONOAUSTLHUKOM NpoTsarom 10 xB. [1o pO3ynHy, ogepxaHomy
TakMuMm YMHOM, godanu 3aniso (163 mr) i 1-xnop-4-meTokcu-2-meTuncynbdoHin-5-Hirpobexson (200
M) | CyMill nepemiyBanu npotTarom gogatkoBux 20 xBunuH. MNMicna oxonomkeHHs, 20 Mn aueToHy
aoganu i 3aniso BiadinbTpyBanu 4yepes wapu gukanity i npomunu 20 mn auetoHy. Pinbtpar
CKOHLEHTpYBanu niga BakyymMoM i 3anuLLOK O4YUCTUAM 3a AONOMOroK xpomarorpadii Ha cunikareni,
enoYn Npu rpagieHTi H-rentady B etunaudetari (100/0 go 50/50). Lle gano cnonyky, 3asHayeHy B
3aronoBky, y Burnsai 6inux kpuctanis (177 mr). MS (m/z): 235 [M]~.

Crapia 5: 1-xnop-5-#oa-4-MeTokcn-2-meTuncynboHinbeHson

L
(o]

Cl
o=f<
o)

o cycneHsii 5-xnop-2-MeTokcu-4-metTuncynbdoHinadinivy (1.50 r) B HaniekoHueHTpoBaHoi HCI
(18.5%, 15.1 ) goganu no kpannax npu 0-5°C po3vnH HiTpUTy Hatpito (461 mr) B BOAi (3.66 Mmn).
lNoyaTKkoBY CYCMEH3i0 MOCTYNOBO OYMUCTWUNKM | NOBEPHYNM B PO3YMH. L0 cymiw nepemiwysanu
npotarom 1 roanHun npu 0°C i noTiM goganu no Kpannax Ao NepemillaHol cycneHsii noguay kanio
(3.17 1) B BoAH. HBr (48%, 21.0 Mn) npu KiMHaTHIA Temnepatypi. NepemillyBaHHA NPOAOBXWUIN
npotarom 30 XBMNKWH Npu KiMHaTHIn TemnepaTypi. PeakuinHy cymiw snunu B 100 mn 2M BogHoro
posunHy Na2COsi 50 mn EtOAc i wapu posginunu. BogHui wap ekctparysanu ABidi 3a 4OMOMOTOH0
100 mn EtOAc. OpranidHi wapn npomunu NazS:03 i conboBuM po3yunHoMm (50 mn), BUCYLLUMNK HaA
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MgSQOa4, BigdinbTpyBanu i CKOHUEHTpyBanu Mig BakyyMOM. 3anuiok O4YMCTUNU 3a AOMOMOror
Xpomatorpadii Ha cunikareni, 3 entouietlo Npu rpagieHTi H-renTaHy B eTunauetari (100/ 0 go 50/ 50) 3
OAepKaHHAM CMONYKK, 3a3Ha4Y€HOl B 3aronoBKy y BUrNAAi CBiTNo-xoBToro ocagy (950 mr). MS (m/z):
346 [M]*.
Cragina 6: 4-xnop-2-oa-5-metuncynedoHind)eHon
|

OH

Cl
O_ﬁ\
(0]

[o posuuHy 1-xrop-5-nog-4-metokcun-2-metuncynsdoHinéensony (750 mr) B8 AcOH (156 1)
aopanun sBoaHuin HBr (48%, 4.7 mn) i nposopuin 6e30apBHMIn PO3YMH NepeMillyBany Npu KUMiHHI i3
3BOPOTHUM XOMNOAWUNBHUKOM MPOTArom 4 AHIB B 3akpuTin npobipui. PeakuiinHy cymiw oxonoaunm,
nunum B 100 mn Boam i 100 mn EtOAc i wapu posginunu. BogHui wap ekctparysanu ABidi 3a
gonomoroto 100 mn EtOAc. OpraHivHi wapu npomunu 100 Mn cONbOBOr0 PO3YMHY, BUCYLLUMNKU Hag
MgSQOa4, BigdinbTpyBanu i CKOHUEHTpPyBanu nig Bakyymom. CROMyKy OYMCTWAM 3a AOMOMOroH
Xpomarorpadii Ha cunikareni 3 eniouieto Npu rpagieHTi H-rentady B eTunauetati (100/0 go 60/40) 3
OAEpPKaHHAM CMOSYKK, 3a3HaYEHOT B 3aronoBkKy, y BUrNA4i CBIiTNo->koBToro ocagy (625 mr. MS (m/z):
330.87 [M-H]-.

Cragia 7: 4-xnop-2-uuknonponin-5-metuncynsdoHindeHon

OH

cl
O=p<
0

Ho cycneHnsii 4-xnop-2-iioa-5-metuncynedoHindgeHony (200 mr) B tonyoni (3 mn) goganu B
atMocdepi aproHy uuknonponin Tpucptopbopar kanito (178 mr), soan (0.21 mn), kapboHat uesito (490
Mmr), aueTtat nanagito (Il) (6.75 mr i 6ytungun-1-agamantundgocdid (21.6 mr) i cymiln nepemiwysanu B
3akpuTini npoBipui npu 125°C npotdarom 66 roguH. PeakuiitHy cyMill oxXonoaunu i BNUNu B HACUYEHUI
BoaHuW posunH NH4Cl i etunauetaTt i wapu posainunu. BogHun wap ekctparyBanu ABidi 3a
AONOMOIOK  A404aTKOBOI  KiNMbKOCTI  eTunauetaty. OpraHidHi  wapyu sucywmnu Hag MgSOas,
BigdinbTpyBanu, obpobunu cunikarenem i epanopyBanu. CRNONyky O4YUCTUNKM 3a [AOMNOMOTOH
Xpomarorpadii Ha cunikareni 3 eniouietlo Npu rpagieHTi H-rentady B eTunauetati (100/0 go 50/50) 3
OOEPXKaHHAM CMONyKW, 3a3HayeHol B 3aronoBky, y Burnaai 6esbapsHoro ocaay (72 mr). MS (m/z):
245 [M]*.

MNpomixkHa cnonyka A15:

2-TpeT-06yTun-4-metTuncynb@oHindeHon

OH

Cragia 1: 4-6pomo-2-TpeT-0yTun-1-heHinmetokcndbeHson
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O\/@
Br

Jo posunHy 4-6pomo-2-TpeT-6yTunderony (CAS: 10323-39-4; 500 mr) 8 OM® (5 mn) goganm
NaH (114 wr) i peakuiiHy cyMmiw nepemiwysanu npotarom 10 xB npu KiMHaTHIK TemnepaTypi. MNoTim
6eHsunxnopua (290 Mr) goganu i peakuinHy cymill nepemilyBany NpoTsaroMm 2 roguH nNpu KiMHaTHin
Temnepatypi. Cymiw snunu B 30 mn 10% sogHoro po3unHy NH4Cl i 30 mn EtOAc i wapu posaginunu.
BoagHuii wap ekctparyesanu Apidi 3a gonomoroto 30 mn EtOAc. OpraHivydi wapu npomunu 30 mn
COMbLOBOr0 Po3yuHy, Bucymnu Hag MgSOs4, BiadinbTpyBanu i CKOHUEHTpyBanu nig BakyymMoM.
3anuLok o4ncTUNKU 3a AoNOMOroto xpomartorpadpii Ha cunikaresni 3 enuielo Npyu rpagdieHTi H-renTaHy
B etunauetati (100/0 go 80/20) 3 oaepkaHHAM CMNONYKW, 3a3HaA4YeHOT B 3arofioBKY, Yy BUrnAai
6esbapeHoro ocagy (583 mr. MS (m/z): 318 [M]+.

Cragia 2: 2-TpeT-0yTun-4-metuncynbdoHin-1-geHinMeTokcnbéeHson

L

o posuunny L-nponiHy (88.3 mr) B8 AMCO (10 mn) goganu riapokcua Hatpito (34.6 mr) i cymiw
nepeMillyBanu nNpw KiMHaTHiin Temnepatypi npotarom 30 xsunuH. Moaua wmiai (1) (165 mr), 4-6pomo-2-
TpeT-6yTun-1-deHinmetokcmbenson (345 mr) i meTaHcynb®iHaT HaTpito (249 mr) goganu. Peakuiiny
Ccymiw Harpinu go 60°C 3 ogep)KaHHAM KanamyTHOro 6rakMToro posymHy i NOTIM peakuinHy Cymil
nepemiwysanu npotarom 2 roguH npun 60°C. Mo aanum TLWX i PX-MC koHBepcii He Binbynocsi. 3HOBY
aoganu metaHcynbgiHaT HaTpilo (249 Mr) i peakuiinHy cyMmilw nepeMiwlysanu NPOTAroM 2 roguH npu
60°C. Mo gaHum TLUX i PX-MC koHBepcii 3HOBY He Bigbynocs. PeakuiiiHy CyMmill nepeMictunm B
3akputy npobipky i nepemiwyBanu npu 135°C npotarom Houi. TWX i PX-MC nokasanu noBHY
koHBepcito i PX-MC nokasana MnpUCYTHICTb PEYOBUHM 3 HEOOXIAHOK MONEKYNAPHOK Macolo.
PeakuiiHy cymiw Bnunu B 50 mn 10% BogHoro posunHy NH4Cl i 50 mn EtOAc i wapu posginunu.
BoaHuii wap ekctparysanu Asidi 3a gonomoroto 50 mn EtOAc. OpraHivHi wapu npoMunu conboBUM
posunHom (50 wmrm), Bucywmnu Hap MgSOs, BiAdINbTPYBANM i CKOHUEHTpYBanNW nig BaKkyymMoM.
Cnonyky o4ucTunu 3a gonomMoroo xpomatorpadyii Ha cunikareni 3 enouielo Npu rpagieHTi H-renTaHy B
etunauetati (100/0 go 60/40) 3 oaep)aHHAM CNOMyKW, 3asHAYeHOi B 3aronoBKy, Y BUIMAAI
6esbapsHoro ocagy (278 mr). MS (m/z): 317.12 [M-HJ-.

Cragia 3: 2-tpet-6yTun-4-metuncynb@oHindeHon

O,

W
A
(o]

OH

[\
o’/s\

o posunHy 2-TpeT-06yTun-4-metTuncynbdoHin-1-geHinMetokcndensony (250 mr) B MeOH (3 mn) i
etunauetarti (3 mn) goganu Pd Ha syrinni (10% Pd, 25 mr B atmocdhepi aproHy. PeakuiiiHy CyMmiLl
BigKa4anu i 3anoBHUNM BOAHEM. PeakuinHy cymiw nepeminysanu npotsaroMm 18 roauH npu 1.7 6ap B
atMmocdpepi H2. PeakuinHy cymiw notiM BiadineTpyBanu uyepes inbTp (gukanit) i dinerpart
CKOHLEHTpyBanu nig BakyymoMm. 3anuLUoK OYMCTUNKM 3a AOMNOMOrol xpomartorpadpii Ha cunikareni 3
enouielo nNpu rpagieHTi H-rentaHy B etunauetati (100/0 go 50/50) 3 opepkaHHAM CMONYKM,
3a3HadveHol B 3aronoBky y surnaai 6esbapsHoro ocagy (140 mr). MS (m/z): 227.08 [M-HJ.

MNpomixkHa cnonyka A16:

5-TpeT-0yTUn-4-rigpokcu-2-meTundeH3oHITpun

OH
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[o po3unHy 4-6pomo-2-TpeT-0yTun-5-metunderony (CAS: 51345-97-2, 0.45 1), ogepxaHoro 3 4-
6pomo-3-meTundpeHony BignosigHo go WO2005058798 abo WO2008059026, 8 OM® (4 mn) B
atMmocdepi aproHy agoganu soay (40 mkn), 1,1'-6ic(andenindocdiHo)depoueH (30.8 mr), uiaHia
UnHKY (120 mr), umHk (4.84 wr), auetart uuHky (13.6 Mmr) i Tpuc(audeHsunigeHaueToH)-aunanagin (0)
(16.9 mr). PeakuiiHy Cymill 3akpunu i Harpisanu B MUKPOXBUNLOBIN nedi npotarom 30 xXBUNMH npwu
180°C. PeakuiiHy cymiw NOTiM BNUAWM B HacuyeHuin BogHUN po3ynH NH4Cl, Wwo MicTUTb HEBENUKWUNA
oG’em BOAM i eTunaueTar, i wapu posginunu. BoaHwui wap ekcTparyBanu ABidi 3a AOMNOMOrow
etunayertarty. OpraHiyHi wapu Bucywmnu Hag MgSOa, BigdinsTpyBamu, obpobunu cunikarenem i
esanopysanu. Cnonyky o4ucTunu 3a AOnNoMOrol xpomartorpadiii Ha cunikareni 3 eniouielo npu
rpagieHTi H-rentaHy B etunauetari (100/0 go 75/25) 3 ogepkaHHAM CMONYKKW, 3a3HAaYEHOT B 3arofnoBKy
(160 mr), y Burnaai ceitno-kopuyHesoro ocagy. MS (m/z): 188.11 [M-HJ-.

MNpomixkHa cnonyka A17:

4-TpeT-0yTun-5-rigpoKcn-2-MeTuNOeH3oHITpUn

OH

l
N

Llen matepian oaepxxanu 3a aHanorieto 3 NpomikHoto crnonykoto A16 3 5-6pomo-2-TpeT-0yTun-4-
meTundeHony (CAS 1237614-78-6), opepkaHoro 3 3-Opomo-4-meTundeHony BianoBigHO Ao
WO02005058798 abo WO2008059026), y BurnsAgi ceitno-xkoetoro ocagy. MS (m/z): 188.11 [M-HJ-.

MNpomixkHa cnonyka A18:

2-TpeT-0yTun-4-[3-(2-TpumetTuncunadin-erokcumeTun)-3H-imigason-4-inl-dexHon

OH
N\\
\/N\/0
si—
/ AN

Crapia 1: 1-(4-BeH3unokcu-3-tpet-0yTun-geHin)-eTaHoH
O\Q
(o]

Ho posuunHy 1-6eH3nnokcun-4-6pomo-2-TpeT-6yTun-6eHsony (npomikHa cnonyka A15, Cragia 1,
50 e OM® (40 mm) i Boaun (4 wmn) aoganu n-O6ytun BiHinosun edip (8.1 mm), 1.3-
Bic(audpenindocdivo)nponan (1.61 r), K2CO3 (2.60 1) i Pd(OAc)2 (351 mr) npu 25°C. MoTim cymiw
npoaynu aproHom i nepemiwysanu npu 150°C npotarom 5 r. Cymiw oxonoaunu ao 25°C, posbdasunu
3a gonomoroto 2 H HCI (25 mn) | nepemiwysanu npu 25°C npotarom 2 r. Cymiw ekctparysanu EtOAc
(2x100 mn) i o6’eaHaHi  opraHivHi WAapu NPOMUNU HACUYEHUM BOAHUM po3dunHoM NaHCOs.
OpraniyHui wap sucywunu Hag Na2804, BigdinbTpyBanu i eBanopysanu Npu 3HWKEHOMY TUCKY.
3anuuok O4YMCTUNK 3a AONOMOIOD KOMNMOHKOBOI xpomatorpadii yepes cunikarenb (5% etunauetart B
rekcaHax) 3 ogep>kaHHAM CNOMykW, 3a3Ha4yeHol B 3aronosky (1.6 1) y Burnagi KOpu4yHeBoi piguHn. MS
(m/z): 283.2 [M+H]*.

Crapis 2: 1-(4-BeH3unokcu-3-Tpet-0yTun-geHin)-2-6pomMo-eTaHoH

o M2

Jo posunHy 1-(4-6eH3unokcu-3-TpeT-0yTun-eHin)-etaHony (1.0 r) B 6e3sogHomy TP (20 mn) i
MeOH (10 mn) gopanu po3uuH BusNBrz (1.71 r) B TT® (10 mn) npu 25°C i peakuiiHy cymiLl

Br
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nepewmiwysanu npu 50°C npotarom 5 r. Cymiw oxonogunu o 25°C i po34ynHHWUK eBanopysanu npu
3HWKEHOMY TUCKY. 3anuLIOK OYUCTUNK 3a AOMOMOrOK KOSIOHKOBOI Xpomartorpaddii yepes cunikarenb
(5% eTnnaueTaT B rekcaHi) 3 ogepxaHHAM CMONYKW, 3a3HayeHoi B 3aronosky (800 wmr) y surnaai
6e36apBHOT pianHK, Ky BUKOpMcTOoBYyBanu 6e3 AoaaTkoBOT xapakrepusadii.
Crapia 3: 5-(4-bensunokcu-3-tpet-6yTun-denin)-1H-imigason
=

\/NH

PosunH 1-(4-6eH3unokcu-3-t1pet-6ytun-denin)-2-6pomo-etaHoHy (800 mr) B dhopmamigi (30 mn)
nepemiwysanu npu 160-170°C npotarom 4 r. PeakuiiHy cymiw noTtiMm oxonogunu go 25°C i
posbasunu 3a gonomoroto EtOAc (30 mn) i Boau (30 mn). OpraHiuHWi Wap po3ainunu i BOAHWA wap
eKkcTparyBanu 3 A04aTKoBO KinbkicTio EtOAC (2x30 mn). O6’eaHaHi opraHivHi wapu BUCyLUMNKU Haja
Na2S04, BiadinbTpyBanu i esanopyeanv npu 3HWKEHOMY TUCKY. 3anvLIoK O4MCTMIIM 3a JOMOMOTOI0
KONOHO4YHOT xpomaTtorpadii yepes amiHocunikarens (rpagieHt 5-10% MeOH B OXM) 3 ogepxaHHAM
crnonyku, 3asHadveHoi B 3aronioBky (330 wmr) y Burnagi ceitno-xosTtoro ocagy. MS (m/z). 306.9

[M+H]*.
Cragia 4: 5-(4-BeH3nnokcu-3-Tpet-0yTun-dreHin)-1-(2-TpuMeTuncunadin-etokcumeTun)-1H-
imigason
°v©
N ~
\\/N\/0

S

Ho cycneHsii NaH (51 wmr) B 6essogHomy TI® (20 mm) goganmu no kpanmnsx pPo3vuH 5-(4-
BGeH3nnokcu-3-Tpet-oytun-denin)-1H-imigasony (330 mr) B 6e3sogHomy TIre (10 mn) npu 25°C.
PeakuiiHy cymiw nepemiwysanu npu 25°C npotarom 30 xB i NOTiM (2-XNOPMETOKCU-ETUN)-TPUMETU-
cunan (0.287 mn) goganu no kpannax npu 25°C. PeakuiiHy cymiwl nepemiwysanu npu 25°C
npoTarom 3 r, NOTiM noracunu BoAOIO i ekcTparyesanu 3a gonomoroio EtOAc (2x50 mn). O6’egHaHi
OpraHivyHi wWwapu npoMWUNKN COMbOBUM PO34YMHOM, Bucylumnu Haga Na:SOs, BiadinbTpyBanm i
eBanopysany Npu 3HWKEHOMY TUCKY. 3anuLIOK O4YUCTUNN 32 AONOMOIOK KOMTOHKOBOT XpomMarorpadii
yepes cunikarenb (40% etunaueTtaTt B rekcaHax) 3 OAEp)KaHHAM CMOSYKW, 3a3HAYeHOl B 3aronoBKy
(310 mr), y BurnsAgi cipo-6inoro ocagy. MS (m/z): 436.9 [M+H]*.

Crapia 5: 2-tpeT-0yTun-4-[3-(2-TpuMeTuncunadin-eTokcumeTun)-3H-imigason-4-inj-cpexnon

OH
=
N
\Y
\/N\/0
N
Si—
I\

Jo po3umHy  5-(4-6eHsunokcu-3-TpeT-0yTun-dreHin)-1-(2-TpumeTuncunadin-erokcumeTun)-1H-
imigasony (170 mr) 8 MeOH (20 mn), skuin npoaynu aproHom npotarom 10 xB, noTim Pd(OH)2 (100 mr)
aoganu npu 25°C. PeakuiviHy cymiw nepemiwysanu npu 25°C npotaroMm 4 r B atMocdepi BOAHIO.
Cymiw noTim BiadinbTpyBanu i inbTpar esanopyBanu nNpu 3HWXKEHOMY TUCKY 3 OAepXaHHSAM
CMonyku, 3a3Ha4eHol B 3aronoBky (170 mr), y Burnagi cipo-6inoro ocagy. MS (m/z): 347.0 [M+H]*.

MpomixkHa cnonyka A19

4-xnop-2-uuknonponin-5-meTund)eHon
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Cl

Cragia 1: 5-xnop-2-meToKkcu-4-meTun-eHinamin
NH,
OMe

Cl

[0 po3unHy 1-Xnop-4-MeToKCu-2-MeTun-5-Hirpo-6eHsony (CAS: 101080-03-9, 10.64 1) B MeOH
(250 mn) i Boau (125 mn) poganm Zn nun (24.15 r) i NH4CI (31.05 1) npu 25 °C i peakuiiHy cymiLl
nepemiwysanu npotarom 2 r npu 25 °C. Cymiw BigdinbTpyBanu 4yepes wap uenity i dinbtpar
eBanopysanu, posbasunu 3a gonomorow OXM (300 mn) i npomunu Boaoto (2x200 mn). OpraHidHui
wap sucywmnnm Hag Na2S0s, BigdinbTpyBanu i eBanopyBanu 3 OAep>KaHHAM CMONyKW, 3a3Ha4YeHoi B
3aronoBky (8.99 r), y Burnsaai ceitno-kopuyHesoro ocagy. 'H NMR (400 MHz, CDCls): 2.25 (3H, s),
3.80 (3H, s), 6.60 (1H, s), 6.68 (1H, s).

Cragia 2: 1-xnop-5-noa-4-meTokcu-2-meTun-6eHson

|
OMe

Cl

o cycneHsii 5-xnop-2-meTokcu-4-metun-deHinaminy (8.98 r) B koHu. HCI (37%, 84 mn) goganu
po3sunH NaNO2 (7.22 1) B Boai (70 mn) nput 0°C. MNicns nepeMilyBaHHA peakuiiHy cymiw npotsarom 30
xB npu 0°C, posunH Kl (34.74 1) B BOAi (176 mMn) Oyno AodaHO | peakuifiHy CyMmill MOTim
nepemiwysanu npu 25°C npotarom 16 r. PeakuifiHy cymiwn po36asunu etunauetarom (250 mn) i
opraHivHuin wap posginunu, npomunu sogoto (100 Mn), HaCUY4EHMM PO3UYMHOM TiocynbaTy HaTpilo
(100 mn) i conboBuM po3vnHoM (50 mn). OpradiyHuin wap sucywmnnu Hag Na2SQO4, BiadinsTpyBanm i
eBanopyeann 3 OAEPXKaHHAM HEOYULLEHOro Marepiany, SKMA O4YUCTUNIM 3a AO0MNOMOrol dnew-
Xpomatorpacdii Yepes cunikarenb (rekcaHun) 3 oAepKaHHAM CNOJSTYKM, 3a3HadveHoi B 3aronosky (11.9 1),
y Burnsgi xoertoro ocagy. '"H NMR (400 MHz, CDCls) 8: 2.32 (3H, s), 3.84 (3H, s), 6.65 (1H, s), 7.68
(1H, s).

Cragia 3. 4-xnop-2-noa-5-metun-deHon

|

OH

Cl

[o nepemiwaHoro posyuHy 1-xmnop-5-noa-4-metokcu-2-metun-6ersony (3.13 r) B 6e3BogHOMY
OXM (20 mn) npu 0 °C gopanu po3unH 1M Tpubpomictoro Gopy B OXM (44.4 Mmn) i oaepaHun
PO34MH nepemiwyBanu npotarom 2 r npu 25 °C. PeakuinHy cymilw noracunu Hacu4eHWM BOAHUM
po34YMHOM GikapboHaTy HaTpito | pos3baeunu 3a gonomoroto OXM (20 mn). OpraHivyHMin Wwap po3ainunm
i npomunu BoAo (25 Mn) i CONbOBUM PO3vMHOM (25 Mn). OpraHiuHui wap sucywmnu Hag Na2S0s,
BiahinbTpyBanu i eBanopysanu nNpu 3HWXEHOMY TUCKY. 3anuLIOK OYUCTUNM 3a AONOMOrot dnewl-
Xpomartorpacdii Ha cunikareni (rpagieHT 5-10% eTunaueTtaty B rekcaHax) 3 OAepXKaHHAM CROMyKW,
3a3HadveHol B 3aronoBKy, y BUrMsAAi kopuyHesoro ocagy (2.89 r). 'H NMR (400 MHz, CDCls) &: 2.30
(BH, s), 5.12 (1H, s), 6.86 (1H, s}, 7.57 (1H, s).

Cragia 4: 4-xnop-2-uuknonponin-5-meTun-deHon
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OH

Cl

[o posunHy 4-xnop-2-noa-5-metun-gpeHony (500 mr) B Tonyoni (8.5 mn) i Boai (0.5 mn) aoganu
LUKnonponinéopoHoBy kucnoty (416 mr), KsPO4 (1.31 1), Pd(OAc)2 (33 mr) i Tpuymknorekcundocdi
(94 wmr) i peakuinHy cymiw Harpisanu npu 100°C npotarom 16 r. Cymiw BigdinbTpyBanu yepes UeniT i
dinbTpar NPOMUIM CONBbOBUM PO3YMHOM. OpradiyHuin wap sucywmnnu Hag Na2SO4 i Bunapunu nia
BaKyymMoOM. 3aruLloKk o4ucTUNnu 3a Aonomorow nelu-xpomartorpadpii Ha cunikareni (rpagieHT 2-5%
eTunaueTar B rekcaHax) 3 OJepXKaHHAM ChOMykW, 3asHadeHoi B 3aronosky (210 mr) y Burnagi
kopnuHesoi pianHu. 'H NMR (400 MHz, CDCls): 0.59-0.62 (2H, m), 0.92-0.96 (2H, m), 1.69-1.76 (1H,
m), 5.29 (1H, s), 6.86 (1H, s), 7.57 (1H, s).

MpomixkHi cnonykn A19A i A19B

HacTtynHi npomikHi cnonyku Oynu CUHTE30BaHi 3 4-xnop-2-roa-5-metun-eHony i BianoBigHmX
CTPYKTYPHUX eNeMeHTIB 3a aHanorieto 3 MNpomixkHoto cnonykoto A19, Ctagia 4.

MNpomixkHa . .
CucremaTtnyHa Ha3Ba CTpYKTYpHUI enemMeHT AHanituka
cnonyka
4-xnop-2-(yuknorekceH-1-
in)-5-meTundeHon
‘ UUKnorekceH-1-6opoHoBoi Rf: 0.4
A19A KMCNOTKU NIHAKONOBUIA (10% eTunauetat B
O OH edip rekcaHax)
cl
4-xnop-2-(3,6-aurigpo-2H-
nipaH-4-im)-5-metun-gexnon
o "H NMR (400 MHz, CDCl3):
3,6-auriapo-2H-nipaH-4- 2.29 (3H, s), 2.38-2.40 (2H,
x - m), 3.92 (2H, 1, J=4), 4.28-
A19B BGOPOHOBOT KMCNOTK
OH niHakoniHoBun edip 429 (2H, m), 5.33 (1H, s),
5.92 (1H, s) 6.77 (1H, s},
o 7.05 (1H, s).

MNpomixkHa cnonyka A20:
4-xnop-2-LuKknorekcun-5-meTun-geHon

OH
Cl

[o posunHy 4-xrop-2-uuknorekc-1-eHin-5-metun-deHony (npomikHa cnonyka A19A, 202 wr) B
mMeTaHoni (10 mn) aoganu Pd Ha syrinni (10% Pd, 25 wmr) i peakuiiHy cymiw nepemiwysanu npu 25 °C
B aTMocdepi BOAHIO NPOTArom 45 xB. Po3ynH npodhinbTpyBanu Yepes LUeniT i inbTpat eBanopysanu
npyu 3HUXKEHOMY TUCKY 3 OAEpKaHHAM CROsyku, 3asHayeHoi B 3aronosky (190 wmr) y surnagi
6e3bapsHOi pignHn. Ri= 0.3 (10% eTunayerar B rekcaHi)

HacTynHy npoMiKHY CRosfyky CWMHTEe3yBanu 3 BiANOBIAHOroO nenepegHuka 3a aHanorieln 3
MpomixkHo crnonykoto A20:
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MpomidxHa _ .
CuctemaTtu4Ha Ha3Ba CTPYKTYPHUIA €NEMEHT AHanituka
cnonyka
4-xnop-5-mMeTun-2-(okcaH-4-
indeHon
o] "H NMR (400 MHz, CDCl3):
4-xnop-2-(3,6-gurigpo-2H- (1.72-1.78 (4H, m), 2.27 (3H,
A2 nipaH-4-in)-5-meTunn- s), 3.01-3.05 (1H, m), 3.51-
OH dreHon 3.57 (2H, m), 4.05-4.07 (2H,
MpomixxHa cnonyka A19B | m), 5.33 (1H, s), 4.73 (1H,
o s) 6.60 (1H, s), 7.09 (1H, s).

MNMpomixkHa cnonyka A22
2-x110p-4-LMKNonponin-5-rigpokcu-6eH3oHITpun

OH
cl
Il
N
Cragia 1: 5-amiH0-2-6pomMo-4-xnop-heHon
Br
OH
Cl
NH,

[0 po3unHy 4-6pomo-2-xnop-5-meTokcu-peHinaminy (CAS: 98446-54-9, 2.05 1) B 6e3BOgHOMY
OXM (40 mn) npu 0 °C goganu posunH BBrz 8 XM (1M, 86.7 mn) i peakuiiHy cymill nepemillysarnu
npu 25 °C npotarom 12 r. Cymiw noracunu Hacu4eHum BOAHMM po3dunHoM NaHCOsz (40 mn) i
ekcTparyBanu 3a gonomorow OXM (2x60 mn). O6’eaHaHi opraHidHi wapu sucywmnm Hag Na2S0s i
eBanopysanu Npu 3HWXKEHOMY TUCKY 3 OJepKaHHAM CNOJyKW, 3a3HadeHoi B 3aronosky (1.9 1), y
BurnsAgi kopudHesoro ocagy. 'H NMR (400 MHz, OMCO-De): 5.36 (2H, s), 6.41 (1H, s), 7.21 (1H, s),
9.94 (1H, s).

Crapia 2: KapboHoBOi kucnotu 2-6pomMo-5-(gu-TpeT-0yTokcukapOoHin)amMmiHo-4-xnop-heHinoBoro
eqipy TpeT-6yTnnoBuii edip

Br

“Boc
Cl
N
Boc” “Boc

[o nepemiwiaHoro po3vnHy 5-amiHo-2-6pomo-4-xnop-gpeHony (1.9 r) B 6essogHomy TI® (40 mn)
npu 25 °C goganun aun-tpet-6ytun-aunkapbonart (“Boc anrigpua”, 10.96 mn), EtsN (7.12 mn) i DMAP
(10 MmN i peakuinHy CyMill KMN'ATUAW i3 3BOPOTHUM XOMOAWSNbHUKOM npoTaroMm 12 r. PO3YMHHMK
eBanopysanu Mpu 3HMXKEHOMY TUCKY i 3anuLLIOK OYUCTMAW 3a gonomoroto donelu-xpomatorpadii Ha
cunikareni (rpapieHt 2-5% eTunauertar/ rekcaHu) 3 ogepxaHHsM HeolxiaHoi cnonykm (3.82 1) y
Burnsai 6inoro ocagy. MS (m/z): 522.1 [M]*.

Cragia 3: KapboHoBoi kucnotn 5-(an-Tpet-0yTokcukapboHin)amiHo-4-xnop-2-uuknonponin-
deHinosoro edipy TpeT-6yTMNOBUN edip
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(o]
“Boc
Cl
N
Boc” “Boc

Cnonyky, 3asHaJyeHy B 3arosioBKy, ogep>kanu 3a aHanorieto 3 NMpomikHoto cnonykoto A19, Ctaaia
4, 3 kapboHOBOI kucnotTn 2-6pomo-5-(an-TpeT-OyTokcnkapOOoHin)amiHo-4-xnop-geHinosoro edipy
TpeT-6yTunosoro edipy i yuknonponin®GopoHOBOT KUCNOTU Yy BUrNsAi 6e36apBHOT B’3KOT pianHn. MS
(m/z): 484.0 [M]*.

Ctaaia 4: 5-amiHo-4-xnop-2-yuknonponin-gpeHon

OH

cl
NH,

[o posunHy KkapboOHOBOI kucnotu 5-(au-tper-6yTokcukapOOoHin)amMiHo-4-xrop-2-umknonponin-
deHinosoro edipy Tpet-6yTnnosoro edipy (1.05 r) 8 XM (20 mn) goganu TFA (6.45 mn) i peakuinny
cyMiw nepemiwysanu npu 25 °C npotarom 2 r. PO34YMHHUK eBanopyBanu npu 3HWXKEHOMY TUCKY i
3anuuwok posbasunu 3a gonomoroto OAXM (50 mn). Po3unH npoMunu HaCUHEHUM BOAHUM PO3YMHOM
NaHCOs (30 wmn) i Bogocto (20 mn). OpraHiyHuid wap Bucywmnu Haa ©Oe3ogHum NaxSOs,
BiachinbTpyBanu i eBanopysanu 3 ogepXKaHHAM CMOMyKKU, 3a3HadveHoi B 3aronosky (397 mr) y surnaai
kopuuHeBoro ocagy. 'H NMR (400 MHz, AMCO-De) 6: 0.42-0.46 (2H, m), 0.70-0.74 (2H, m}), 1.80-
1.87 (1H, m), 4.94 (2H, s}, 6.26 (1H, s), 6.51 (1H, s), 9.11 (1H, s).

Cragisa 5: 4-xnop-2-uuknonponin-5-nog-deHon

OH
Cl
I

o cycneHsii 5-amiHo-4-xnop-2-yuknonponin-peHony (395 mr 8 Bogi (1 mn) npu 0 °C NOBINLHO
aoganu koHu. HaSO4 (1.29 mn), 3 noganbwmnm podunHoMm NaNO:2 (148 wmr) B Bogi (5.5 mn) npu 0 °C.
Micna nepemiwyBaHHa peakuiiHol cyMiwi npotarom gogatkosux 10 xs, posuuH Kl (714 wmr) B Boai (1
MA) aoganu i peakuinHy cymiw Harpisanu npu 60 °C npotdarom 2 r. Cymiw oxonoaunu go 25 °C i
ekcTparyBanu 3a gonomoroto AXM (2x30 mn). O6’eaHaHi opraHivHi ekcTpakT Bucywimnm Hag NazSOsa,
BiachinbTpyBanu i esanopysanu. 3anulIOK OYUCTUNKM 3a Aonomorow hnew-xpomarorpadii Ha
cunikareni (rpagieHT 2-5% eTtunaueTtar B rekcaHax) 3 04epKaHHAM CNOSYKKU, 3a3HaYeHOT B 3arosioBKy
(241 wmr), y Burnagi >xostoi pignuHn. MS (m/z): 292.8 [M-H]-.

Crapia 6: 2-xnop-4-umknonponin-5-rigpokcn-6eH3oHITpun

OH
cl
|l
N

[0 po3umnHy 4-xnop-2-uyuknonponin-5-nog-geHony (238 mr) B 6essogHomy OM® (5 mn) goganm
CuCN (145 wr) i peakuiiny cymiw Harpisanu npu 100 °C npotarom 24 r. Po34nHHKK eBanopyeanu nig
BaKyymMOM i 3anuLUOK O4YUCTUNK 3a Aonomorolo dnelu-xpoMarorpaddii Ha cunikareni (rpagieHT 5-10%
eTunaueTar B rekcaHax) 3 OJepXKaHHAM CMONyku, 3asHadyeHoi B 3aronoBky (120 wmr), y Burnagi
»koBToro ocagy. 'H NMR (400 MHz, CDCls): 0.68-0.72 (2H, m), 1.06-1.10 (2H, m), 1.86-1.89 (1H, m),
5.64 (1H, s), 7.09 (1H, s}, 7.10 (1H, s).
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MpomixkHa cnonyka A23
N-(2-xnop-4-uuknonponin-5-rigpokcu-deHin)-MeTaHcynboHamig

OH

Cl

Q_NH

A

Lo po3ynHy 5-aMiHO-4-xnop-2-unknonponin-geHony (78 mr), oaepxaHoMy B NPOMDKHIA crnionyui
A22, Ctagis 4, B AXM (5 mn) goganu nipuanH (0.04 mn) i metaHcynbgoHinxnopua (0.03 mn) npu 0
°C, i peakuinHy cymiw noTim nepemiwysanu npu 25 °C npotarom 12 r. Cymiw noracunu 6 H BOgHUM
po3sunHom NaOH (5 mn) i Bogotwo (10 mn). OpraHivyHuii wap posainunu i BogHy dasy ekcrparysanu
aoaaTtkoBoto Kinbkictio OXM (20 mn). BogHuit wap oxonogunu go 0 °C, nigkucnunu 3a gonoMororo
koHU. HCI i ekctparyBanu etunauetatom (2x20 mn). OB’egHaHi OpraHiyHi eKcTpakTu eTunauertaTy
MNPOMWAN COMbOBUM PO3YMHOM, BUCYLWIMNW Had Na2SOas, i CKOHUEHTpYBanu Npu 3HUXKEHOMY TUCKY.
3anuuwok o4ncTunm 3a gonomMoroto danewl-xpomarorpaddii Ha cunikareni (rpagieHT 5-20% etunauerar
B rekcaHax) 3 oaep>kaHHAM CMONyKW, 3a3Ha4YeHOol B 3aronoBky (58 Mr), y BUrnaai KOPUYHEBOTO ocaay.
"H NMR (400 MHz, AMCO-Ds): 0.62-0.65 (2H, m), 0.84-0.89 (2H, m), 1.97-2.05 (1H, m}, 2.95 (3H, s),
6.80 (1H, s), 6.91 (1H, s), 9.19 (1H, s), 9.80 (1H, s).

MNpomixkHa cnonyka A24:

4-TpeT-0yTuUn-3-rigpokcn-0eH30oHITpun

? OH
ll
N

Cragia 1: 4-TpeT-0yTMn-3-meTokcu-6eH3amia

%?o\
07 “NH,

Po3unH 4-TpeT-0yTun-3-meTokcu-6eH30iMHOoT knuenotu (CAS: 79822-46-1: 2 1) B SOCI2 (5 Mn)
KUM’ATUNK i3 3BOPOTHUM XOSNOAUNbHUKOM npoTarom 2 r. Hagnuwok SOCI2 esanopyBanu nig BakyymMom
i 3anuuok po3vnHunn B TFd (5 mn) i KOHY. BoAHUIA po3yunH NH3 (2 mn) goganu no kpannsx npu 0 °C.
PeakuiiHy cymiw nepemiwyBanu npu KiMHaTHIK TemnepaTypi npotarom 1 r i NoTiM ekcTparysanu
eTunauetatoMm (2x20 mn). O6’eaHaHi opraHivHi ekcTpakTn Bucyimnu Hag Na2SO4 i eBanopysanu npu
3HMXKEHOMY TUCKY 3 OJEPXKaHHAM CMOMNyKW, 3asHayeHol B 3aronoeky (1.95 r), y surnaai 6inoro ocaay.
H NMR (400 MHz, CDCls): 1.36 (9H, s), 3.88 (3H, s), 6.0 (2H, bs), 7.20 (1H, dd, J= 4 Hz, 12 Hz),
7.30 (1H, d, J=12 Hz), 7.42 (1H, d, J = 4Hz).

Crapia 2: 4-T1peT-0yTun-3-MeToKCcn-6eH30HITpUN

CN

PosunH 4-TpeT-6yTnun-3-metokcu-6ensamigy (500 mr, 2.41 mmons) B POCIs (5 mm) kun’atunu i3
3BOPOTHUM XONOAUMLHUKOM npoTarom 6 r. Hagnuwok POCIs eBanopyBanu nig BakyymoMm i 3anuLuok
posumHunu B etunauetati (30 mm) i NpoOMUNM HACUYEHUM BOAHMM po3dunHom NaHCOs (25 mn).
OpraniyHui wap sucywunu Hag Na2804, BigdinbTpyBanu, i noTim eBanopysBanu Npu 3HWKEHOMY
TUCKY. HeounweHy peyoBUHY OUUCTUKM 3a AONOMOro hnew-xpomarorpadii Yepes cunikarenbs (5%
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eTunaueTar B reKcaHi) 3 oJepXkaHHAM CRonyku, 3asHadeHoi B 3aronioBky (360 wr), y surnagi
6e36apBHOT pianHn. MS (M/z): 189.0 [M]*.
Crapia 3: 4-tpeT-0yTun-3-rigpokcu-6eH3oHITpUn

OH

ll
N

Cnonyky, 3asHaJyeHy B 3aronoBky, ogepxanu 3a aHanorieto 3 NpomikHo cnonykot A22, Ctaaida
1, 3 4-TpeT-0yTUN-3-MeTOKCU-BEH30HITPMNY WnaxoM o6pobkn BBrs, y Burnagi »kostoro macna. 'H
NMR (400 MHz, CDClIs): 1.39 (9H, s), 5.41 (1H, s), 6.93 (1H, d, J = 4Hz), 7.17 (1H, dd, J= 4Hz, 12
Hz), 7.33 (1H, d, = 8 Hz).

HactynHy [lpomixkHy crnonyky cuHTe3yBanu 3 BiANOBIAHOrO nonepedHuKa 3a adHanorielo 3
MpomixkHoo cnonykolo A24, Ctagia 3.

Mpomi>kHa . .
CuctemaTu4Ha HasBa CTPYKTYPHUI €NEMEHT AHanituka
cnonyka
4-TpeT-0yTnn-3-rigpokcu-
Gensamin TH NMR (400 MHz,
4-TpeT-0yTnn-3- CDCls): 1.55 (9H, s),
A25 OH MeTokcmbeH3amig 5.73 (1H, s), 7.16 (1H,
MpomickHa cnonyka A24, |dd, J = 4Hz, 12 Hz), 7.30
Crapia 1 (1H,d, J = 12 Hz), 7.34
(1H, d, J = 4Hz).
07 “NH,

MNpomixkHa cnonyka A30:
6-umknonponin-2-metunbdensold]riason-5-on

s OH
)*N
Cragia 1: 6-nogo-5-meTokcun-2-meTundenso[dlriason
I

)*N

PosunH 5-meTokeu-2-metundensold]tiason-6-aminy (CAS: 89976-71-6; 1.0 r) B BoAai (2.6 mn) i
KOHU. condaHin kucnoti (2.54 mn) oxonogunu go 0°C. MMOTiM pO34YMH HUTPUTY HaTpito (373 Mr) B BoAi
(2.6 mn) gogann no Kpannax npotarom 3 xBunuH. KopudHeBuit posymH nepemiwysanu npu 0°C
NPOTAroM 5 XBWUAKH i NOTIM Joganu No Kpannsax 40 €HEpPrinHo nepeMiwaHol cycneHsii noguay kanito
(2.56 1) B po3uunHi HBr (48% B BOAi, 12.2 MN) NPOTAroM 5 XBUNWH NpU KIMHATHIA Temnepartypi.
MepemilwyBaHHA Npu KiIMHATHIA Temneparypi npogosxunu npotarom 20 xBunuH. PeakuiiHy cymill
Bnunu B 2M BogHuin posdnH Na2COs (60 mm) i eTunauetat (50 mn) i wapwu posginunu. BogHun wap
ekcTparyBanu aidi 3a gonomoroio etunauetat (30 Mn, KOXHWIA). OpraHiyHi wapu npoMunm oguH pas
BOAHUM Po34nHOM Na2S203 (50 M) | 0aMH pas conboBuM po3vnHom (20 mn), Bucywmnu Hag MgSOa,
BigdinbTpyBanu, obpobunu cunikarenem i esanopyeanu. Cnonyky O4YMcTMnM ABidi 3a AOMNOMOTOH
Xpomarorpacdii Ha cunikareni Ha 50 r KONOHKW 3 BUKOpUCTaHHAM cuctemn PXCT 3 enodieo npu
rpagieHTi H-rentan/etunauetarty (100/0 go 50/50) 3 ogepkaHHSAM CNOSMYKKU, 3a3HAYEHOT B 3arofnoBKy,
y BUrnagi snerka 3abpyaHeHoro cBitno-kopuyHesoro ocaay (0.66 r). MS (m/z): 306.4 [M+H]+.

Cragia 2: 6-iogo-2-metundeHso[d]riason-5-on
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s OH

)*N

[o posuuHy 6-roa-5-meTokcun-2-meTundenso[d]tiasony (0.625 r) B guxnopMmetadi (4 mn) B
3akpuTii npoBipui B aTMocdepi aproHy npu KiMHaTHI TemnepaTtypi AoganuM no  Kpannsx
Tpubpombopan (1M B OXM; 2.25 mn) i CBITNO-KOPUYHEBY CYCNEH3il0 NepeMillyBany Npu KUNiHHi i3
3BOPOTHUM XOnoAunbHUKOM (MacnsaHa 6ansa npu 60°C) npotarom 1.5 roguH. Micna He 6yno BUSIBNEHO
Oyab-AkOT KinbKoCTi npoaykTy. JoaatkoBy kinbkicte OXM (4.00 wmn) i Tpubpombopany (1M B
AuxnopmeTaHi; 2.25 mn) goganu vYepes 3 roguHu i nepemilyBaHHA npoaoBXunu npu 60°C npotarom
BUXiaHuX. PeakuinHy cymiw Bnvnu B Boay i AXM (W0 MICTUTb HEBENUKY KiNbKICTb METAHONY) i Wwapwu
posainunu. BogHui wap ekctparysanu agidi 3a gonoMmoroo OXM. OpraHiyHi wapu npoMunm oguH pas
COMNBOBUM PO3YMHOM, BUCYLLMIK Haa MgSO4, BiadbinbTpyBanu i esanopyeanu. 3anuilck PO3YMHUIN B
eTunaueTari i AuxnopmeTaHi i 4acTKOBO eBanopyBanu A0 YTBOPEHHS cycnedsii. Lo cycneHauto
BiachinbTpyBanu, MNPOMUNM HEBENUKOK KiNbKICTIO eTunaueTtaTy i BuCywunuM nig BakyymMoMm 3
OAEpPKaHHAM CMONYKKU, 3a3HaYeHOT B 3arofnoBKy, Y BUIMSAAI CBITNO-KopuyHeBoro ocagy (455 mr. MS
(m/z): 292.3 [M+H]*.

Cragia 3: 6-uuknonponin-2-metun-1,3-6eHsoTiazon-5-on

s OH

ps

Jo cycneHsii 6-noa-2-metundensold]riazon-5-ony (0.15 r) B Tonyoni (3 mn) goganu B atmocdepi
aproHy uuknonponintpucdTopbopar kanito (152 wmr), sogy (0.21 mn), kapboHar uesito (420 mr), auertar
nanagito (II) (5.78 wmr) i 6ytunan-1-agamantundocdid (18.5 mr) i cymiw nepemiwyBanu B 3aKpuTii
npoBipui npu 125°C npotarom 66 roguH. PeakuiiHy cymill BMIM B HAcu4eHuin BogHnin posyumH NH4Cl
i eTunauetar, i wapu posginunu. BogHuii wap ekcTparyBanu ABidi 3a AONOMOroK eTunauetary.
OpraHivHi wapu o6’egHanu i, Bucywmnum Hag MgSOs, BigdineTpyBanu, obpobunu cunikarenem i
esanopysanu. Cnonyky O4YUCTUNM 3a AONOMOrow xpomarorpadii Ha cunikareni Ha 10 r konoHui 3
BUKOpUCTaHHAM cuctemun PXCT 3 eniouieto npu rpagieHTi H-rentady B etunaudetari (100/0 go 0/100) 3
OAEpKaHHAM CMOSyKKU, 3a3HA4YeHOl B 3arofnoBKy, Y BUIMSAi CBITNO-kopuyHeBoro ocagy. MS (m/z):
206.06 [M+H]*.

3a gaHumu PX-MC, ogepkaHa pedoBUHa MICTUMNA AEAKY KinbKicTb 2-MmeTunoensold]tiazon-5-ony y
BUTNSAAI AOMILLKMN.

MNpomixkHa cnonyka A31

4-xnop-2-4MKNodyTun-5-meTnn-eHon

OH

Crapia 1: 1-(5-xnop-2-MeToKCu-4-MeTUn-eHin)-umuknodbyraHon

Cl
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[0 posuuHy 1-xrop-5-nog-4-metokcu-2-metun-6ensony (1 r), NpomikHa cnonyka A19, Ctaais 2, B
6espogHomMy TI'® (20 mn) goganu no Kkpannsx isonponin marwito xnopug (2M 8 TT®, 2.12 mn) npu -40
°C B aTMocdhepi a3oTy i peakuiinHy cymiw nepemiwysanu npu -40 °C npotarom 1 r. IMoTiM po3unH
UUKnobyTaHoHy (298 mr) B 6essogHomy TI'® (3 mn) goganu no kpanmsx B peakuinHy cymiw npu -40
°C i nepemiwysaHHa npogosxunu npu 25 °C npotarom 11 r. PeakuinHy cyMill Noracusin HaCU4eHUMm
BogHUM po3unHoMm NHiCl i ekctparyBanu etunauetatoMm (2x30 mm). O6’egHaHi opraHidHi wapwu
Bucywunu Hag Na2S0q, BigdinbTpyBanu, i eBanopyBanu nNpu 3HWKEHOMY TUCKY. 3anuLiok O4UCTUIU
3a gonomorot dnelw-xpomatorpaddii Ha cunikareni (rpaaieHt 5-15% etunauetar B rekcaHax) 3
oAepXKaHHAM CMOMyKK, 3a3Ha4vyeHol B 3aronosky (431 wmr), y surnagi 6esdapeHoi pignHn. '"H NMR (400
MHz, CDCls): 1.55-1.66 (1H, m), 1.96-2.06 (1H, m), 2.31-2.41 (5H, m) , 2.43-2.48 (2H, m) 3.48 (1H,
s), 3.85 (3H, s), 6.75 (1H, s), 7.23 (1H, s).

Crapia 2: 1-xnop-5-umknobytTnn-4-MeToKCU-2-MeTUN-0EH301

Cl

Jo cymiwi 1-(5-xnop-2-MeTOKCU-4-MeTUN-PEeHin)-uuknobytanony (428 wmr) i TpueTuncunauy
(0.362 mn) B 6esgogHomy OXM (20 mn) npu -78 °C B atmocdepi aproHy agoganu no kpannax edipat
Tpudtopuctoro 6opy (0.237 Mn) i peakuiiHoi cymiwi ganu Harpituca -40 °C npotarom 3 roauH.
MepemiwyBaHHs npogoBxunu npu -40 °C npoTtarom gogaTtkosux 2 r. PeakuiiiHy cymill noTiM BAWNK B
10% BogHui posdunH KHCOs (30 mn) i ekctparyBanu 3a gonomoroto OXM (3x30 mn). O6’egHaHi
opraHidHi wapu sucywunu (Na2804), BiadineTpyBanu, i eBanopyBanu. 3anvwok O4WCTMAM 3a
AONOMOIOI0 KOMOHOYHOT XpomaTtorpadii Ha cunikareni (rpagieHt 0-5% eTunauertaTt B rekcaHax) 3
OfEepPXKaHHSM CNOSyKK, 3a3HadveHol B 3aronosky (370 mr), y Burnsaai 6es6apeHoi piguan. 'H NMR (400
MHz, CDCls): 1.78-1.81 (1H, m), 1.91-2.06 (3H, m), 2.24-2.32 (5H, m) , 3.62-3.75 (1H, m), 3.38 (3H,
s), 6.63 (1H, s), 7.12 (1H, s).

Crapia 3: 4-xnop-2-umknobytun-5-metun-eHon

OH

Cl

Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxXanu 3a aHanorieto 3 NpomixHoto cnonykoto A19, Ctaaiqa
3, 3 4-xmop-2-umknobyTun-5-metun-peHony wnaxom o6pobku BBrsg OXM y BUrmsAai KOpMYHEBOro
ocagy (327 mr). 'H NMR (400 MHz, CDCI3): 1.82-1.89 (1H, m}, 1.98-2.16 (3H, m), 2.27 (3H, s),
2.31-2.42 (2H, m) 3.563-3.59 (1H, m), 4.50 (1H, s), 6.61 (1H, s), 7.09 (1H, s).

MNMpomixkHa cnonyka A34

4-{TpeT-0yTrm - 2-X00-5-rinoKCUB S HIOHITDNA

OH
Cl
\f
N
Crapia 1: 5-6poma-2-(Tpe1-0yTun)-4-Knopdanon

OH

Cl
Br
Ho posunHy 3-6pomo-4-xnopdeHony (2.0 r, CAS: 13659-24-0) B ouTtoBii kucnoti (6.0 mn) goganu
TpeT-6ytaHon (1.07 r, 1.36 Mn) 3 NoAANbLUOK CipYaHOK KUCNOTOO (946 Mr, 517 MKM) Npu KiMHAaTHIN
Temnepatypi B atMocdepi aproHy. Cymiw Harpisann go 70°C npotsarom 80 roguH. [JopaTtkoBy
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KinbkicTb TpeT-OytaHony (715 mr, 905 mkn) i cipyaHoi kucnotu (756 mr, 413 MKn) goganu i cymiw
Harpisanu go 90°C npotarom oaaTkoBuX 24 roauH. PeakuinHy Cymill OxX0onoaunuM A0 KiMHAaTHOI
TemnepaTtypu i NOTiM BAWNKM B BOAY 3 NboAoM. BoaHui wap ekctparysanu ABidi 3a 4ONOMOIOIO
etunayetarty. OpraHiyHi wapu NpPOMUNM OAUH pa3s CONbOBMM PO3YMHOM, Bucywnnu Hag Na2S0s4,
BigdinbTpyBanu i eBanopysanu. 3anuweHui TpeT-6yTaHon Buaanunu esanopadieto 3 tonyony (200
MS1) Hacyxo. HeouuweHy pedoBuUHY ouucTunu 3a gonomoroio dnew-xpomatorpadii (0% po 20%
eTunauetTar B TrenTaHi) 3 oAepXaHHAM CNOMyKW, 3as3Ha4yeHOoi B 3arofioBKy, y BWUrNA4i CBITNO-
KOPUYHEBOT pianHKn (506 mr, 19%). MS (ESI): m/z = 263.1 [M-H].
Crapia 2; 4-(TpeT-OyTim-2-Xxnop-5-rigpokcuensonitpun

OH

cl
\
N

5-6pomo-2-(TpeT-6yTun)-4-xnopdeHon (501 wmr), 1,1'-6ic(anderindocdino)-depoueH (31.6 mr),
UMHK B rpaHynax (4.97 wr), UiaHia uuHky (123 w™r), auetatr uuHky (14 wmr), TpuUc
(anbeHsunigeHaueton)aunanagin (0) (17.4 mr) posumHunu B gumetundopmamigi (5.0 mn) i soai (50
MKIT) Npu KiMHaTHin TemnepaTtypi. Cymiw nNOTIM MOMICTUNKW NI MIKPOXBUNLOBE BUMNPOMIHIOBAHHA
npotarom 30 xeunuH npu 180°C. PeakuiiHy Cymill oxonoaunu A0 KiIMHaTHOT TemnepaTtypu i noTim
BNUMK B BOAY 3 NbogoM. BogHui wap nigkucnumnm HacudeHum posdmHom NH4Cl i ekcTparysanu asidi
3a Jonomorot etunauetaty. OpraHidHi wapyu NpoMUnM O4WH pa3 CONMbOBMM PO3YUMHOM, BUCYLLUIU
Hag NaxS04, BigdinbTpyBanu i esanopyeanu. 3anuwennn OVI® suganuny esanopadielo 3 Tonyony
(150 mn) Hacyxo. HeounweHy pe4yoBrHY o4nCTUNK 3a gonomoroio cnew-xpomatorpacdii (0% ao 20%
eTunaueTart B renTaHi) 3 ogep>kaHHAM CMOJSYKW, 3a3HA4YeHoT B 3arosioBKY, Y BUMMSAAi CBITNO-KOBTOMO
ocaay (71 wmr, 18%). MS (ESI): m/z = 208.1 [M-H]-.

MpomixkHa cnonyka A35

5-TpeT-0yTun-2-xnop-4-rig pokcu-6eH3oHITPUN

OH

NZ

Crapia 1: 4-Opomo-2-rper-Oyrun-B-xnnp-renon

Cl

OH

Br
cl

B npoGipKy, WO 3akpuBaeTbCd, i MicTUTb 4-Gpomo-3-xnopdenon (23 r, 111 Mmonb) goaanu
ouroBy kucnoty (115 mn), tBuOH (48 mn, 499 mMoneb), i cipdyaHy kucnoty (30 mn, 333 mMmone).
MpoGipky 3akpunu i Harpieanu go 90 °C npu IHTEHCMBHOMY MepeMillyBaHHi. Yepes 18 r goganu
aoaatkosy nopuito tBUOH (48 mn, 499 mmons), i cipyaHoi kucnoTtu (30 mn, 333 MMonb), | HarpiBaHHS
npogosxunu npu 90 °C. Yepes 5 r, peakuiiHy CyMmill oxonoaunu 4o KiMHaTHOI TeMnepaTtypu, NoTiM
posainunu MK eTunaueTtatoMm i Bogow. Lapu posginunu, i BOAHY a3y 3HOBY NpPOMUNHK
eTunauetatoMm. OB6’eaHaHi opraHidHi hasm npomunu ABivi 3a 4ONOMOrOI0 BOAMW, OAUH pa3s CONbOBUM
po3uuHoM, BucyLumnu Hag MgSOs, BiadineTpyBanu i ckoHUeHTpyBanu. OaepXaHy HEOUULLEHY CyMill
ounctunu Ha SiO2, 3 enouieto cnovatky 100% rekcaHamu, NoTiM nigHimaroun 4o 25% etunaueTaTty B
rekcaHax 3 ojepXaHHaAM 9.76 r CNONykW, 3asHa4yeHOi B 3arofoBKy, SKY BUKOPUCTOBYBanuW Ha
HaCTynHin ctaaii 6e3 4oaaTkoBOro ounLleHHs (60% vnctoTa, 3a gaHnmu AMP).

Cragia 2: 5-1per-Gyrun-2-xnop-4-rigpoiy-Senacnitoun

OH

N// Cl

Jo 4-6pomo-2-TpeT-0yTun-5-xnop-dexony (9.76 r, 60% yucrora, 22.2 mmons) goganu JMo (80
mn), noTim CuCN (4 r, 44.7 mmonb). Oaep>kaHy cymiw Harpinu go 170 °C npotarom 8 r. [Micna
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3aBepPLUEHHA peakuil peakuinHy CyMmill OX0onoaunu, NoTiM PO34inMnu MK eTunauetaTtom i BOAOIO.
OpaepxaHy cycneHsito BiadinbTpyBanu depes uenit i npomunu etunauetatom. Lapu posaginunu, i
BOAHY ba3y 3HOBY npomMunu etunaudetraroMm. OO6’egHaHi opraHivHi dasu npoMunu BoA0K, CONbOBUM
po3vnHOM, Bucywmunu Hag MgSO4, siadinbTpyBanu i ckoHUueHTpyBanu. OgepxXaHy HEOYMLUEHY
cyMmiw oumctunu Ha SiO2, 3 enwuielo 0-60% eTunaueTatoM B rekcaHax 3 oAdep)kaHHAM 2.59 r
CMONyKK, 3asHadeHol B 3aronosky, (56% Buxia).

MpomixkHa cnonyka A36

5-TpeT-0yTun-2-pTop-4-rig pokcu-6eH3oHITPUN

OH

NZ

Crapia 1: 2-1pe1-0yTun-4-xnop-5-gmop-henosn

F

OH

Cl
F
Cnonyky, 3a3HaJyeHy B 3arosioBKy, ogepxXanu 3a aHanorieto 3 NpomixHoto cnonykoto A35, Ctaaiqa
1, 3 4-xnop-3-dpropdpeHony (5 1) i oaepxanu (4.4 r, 64%).
Cragia 2: 5-TpeT-6yTun-2-dpTop-4-riapokcn-6eH3oHiTpun

OH

NZ

Jo 2-TpeT-6yTun-4-xnop-5-prop-deHony (108 mr, 0.53 mmone) goganu giokcan/sogy (1:1, 2 mn),
auetat kanito (10 mr, 0.11 mmons), i Ke[Fe(CN)s]*3H20 (113 wmr, 0.27 mmonb). a3onofibHui asoT
GapboTyBanu 4epes Cymill npotarom 20 xBunuH. 2-au-TpeT-bytundocdivo-2',4',6'-
Tpuiszonponinbidenin (11 wr, 0.027 mmonb) i [(2-au-TpeT-byTundocdino-2,4,6-Tpuisonponin-1,1-
BicbeHin)-2-(2-amiHo-1,1-6icpenin)nanagito (Il) metancynbdonat (21 wmr, 0.027 mmonb) gogamm i
cyMmiw Harpinu go 100 °C npotarom 3 r. licng 3aBeplleHHA peakuii, Cymill oxonogunu, noTim
po3ainunu Mk eTunaueTaTtoMm i ConboBUM PO3YMHOM. OaeprkaHy cycneHsito BigdinsTpyBanu yepes
uenit i npomunu etunaudetatoMm. Lapu posginunu, opraHidyHi ¢asm npomunu ABidi CONbOBUM
PO3YMHOM, BUCYLUMNKM Hagd cynbdartom MarHito, BiadinbTpyBanu i ckoHueHTpyBanu. OgpepxaHy
HeouuweHy cyMiw ovnctunu Ha SiO2 3 entouieto 0-100% eTunaueTaTom B rekcaHax) 3 ogepKaHHsaM
61.3 mMr cnonyku, 3asHavyeHol B 3aronoBsky, (60% suxig).

MNpomixkHi cnonyku B

MNpomixkHa cnonyka B1:

4-xnop-5-meTun-2-eHindgeHon

()
A

Crtagia 1: 5-xnop-2-MeToKCU-4-MeTuNaHiniH
NH, |
(o]

OH

Cl

[0 posuuHy 1-xrop-4-MeTOKCU-2-MeTUn-5-Hitpobersony (0.15 r, ogepaHoro SK OMMCaHo B
WO2011/141716) B8 TI® (0.22 mn) popanu Fe(acac)s (52.6 wmr, CAS: 14024-18-1) i 1,1,3,3-
TeTpameTungucunokcar (300 mr, CAS: 3277-26-7) i peakuiinHy CyMill nepeMilllyBanu nNpu KAMiHHI i3
3BOPOTHUM XONOAUINbHUKOM B 3akpuTii npobipui npotdarom 15 roauH. PeakuiviHin cymiwi ganu
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oxonoHytn ao KT, o6pobunu EtOAc (5 mn) i ekcTparyBanu BOAHUM po3vnHoM 25% HCI (2 mn).
BoaHuii wap ekctparyesanu e pas 3a gonomoroto EtOAc (5 mn). Boguuin wap noTtiM A0OBENW A0
npubnusHo pH 8-9 3 BukopuctanHam TBepgoro NaHCOs i noTim ekcrparysanu Tpu pasm EtOAc.
O6’eaHani opraHiuHi wapu Bucywmnnu Hag MgSOs, BiadinbTpyBanu i eBanopysanu 3 OAemKaHHAM
CMONyKKU, 3a3HayeHo’ B 3arofoBKy, y Burnaai kopnyHesoro ocagy (0.1 r; 78%). MS (ESIl): m/z=172.4
[M+H]*.
Cragia 2: 1-xnop-5-noa-4-metokcu-2-meTundeHson
|
|

0]

Cl

Do koHy. BogHoi HCI (127 mkn) npu 0°C pgopanu NaNO: (57.5 mr, CAS: 7632-00-0). Oo uiei
CyMiWi goganu No Kpannsx NpPOTAroM 7 XBUAWH PO3YMH 5-XNop-2-MeToKCu-4-metunadinivy (0.13 r B
AcOH (1.5 mn) i ogepxaHy CyMmill nepemillyBanu nNpu KiMHaTHIN TemnepaTtypi npoTsarom 30 XBUMUH.
Llio cymiw goganu no kpannsx 3a 40NOMOrow wwnpuua Ao nepemiwanoro posdnHy Kl (377 mr, CAS:
7681-11-0) B 48% BoagHoMy HBr (2 mn) npu KiMHaTHiin TeMmnepatypi. KopuuHeBy peakuinHy cymill
nepemiwlysanu Npu KiMHaTHIN TeMnepaTypi NPOTAroM 4oAaTtkoBuX 2 roauH. PeakuiiHy cymiw Bnunu B
2M BogHui posunH Na:COs i EtOAc i wapu posginunu. BogHui wap ekcTparyBanu ABidi 3a
aonomoroto EtOAc. OpraHiyHi wapu NnpoMunu 0auH pas ConboBUM PO3YMHOM, BUCYLIMNK Hag MgSOas,
BiachinbTpyBanu i eanopysanu. 3anuoK O4YUCTUIIM 32 AONOMOIO xpomartorpadii Ha cunikareni Ha
10 r konoHui 3 BukopuctaHHaMm cuctemn PXCT (ISCO) npu rpagieHTi H-rentady B EtOAc (100/0 go
50/50) 3 ogep>XaHHAM CMONYKKU, 3a3HAYEHOT B 3aroNoBKy, Y BUIMAAiI CBITNo-kopuyHeBoro ocaay (0.134
r; 63%). MS (El): m/z = 282 [M].

Cragia 3: 4-xnop-2-hog-5-metunceHon

I
OH

Cl

Jo posunHy 1-xnop-5-nog-4-metokcu-2-metundersony (1.13 ) 8 OXM (20 mm) goganmm no
kpannsax npu 0°C tpubpombopan 1M B OXM (4.2 mn, CAS: 10294-33-4) npoTAroMm 15 XBUIMH.
PeakuiiHy cymill nepemiwyBani NpoTaroMm 4 roguH npu KiMHaTHIn TemnepaTypi. PeakuinHy cymill
gnunu B H20 (60 mn) i XM (60 mn) i wapu posginunu. BogHuin wap ekcrparysanu Apyruid pas 3a
gonomoroto OXM (60 mn). OpraHidHi Wwapy npoMUnu cofnbOBUMM PO3yYnMHOM (60 M), BUCYLLUMAW Haj
MgSQOa4, BigdinbTpyBanu i CKOHUEHTpYBanu nig BakyymMOM 3 OAEPKaHHAM CMONyKWU, 3asHa4vyeHoi B
3aronoBsky, y Burnaai ceitno-xostoro ocagy (1.023 r, 95%). MS (ESI): m/z = 266.907 [M-H]-.

Cragia 4: 4-xnop-5-metun-2-eHindeHon

I OH
Cl

[o posuuHy 4-xnop-2-nop-5-metundgerony (100 mr) 8 DME (2 mn) gogann ¢eHinbopoHoBy
kncnoty (45.4 wr, CAS: 98-80-6) i 2M BogHuii Na2COs (1 mn). PeakuiliHy cymill nepemiysanu
npotarom 15 xBunuH B aTtMocdepi aproHy. Auetar Pd(l) (4.18 wmr, CAS: 3375-31-3) i
TpudeHindocdin (9.77 mr, CAS: 603-35-0) popganu. PeakuiiHy cymiw nepemillyBanu npoTsroMm 2
roanH npu 90°C. PeakuiitHy cymiw Bnunu B 10% BogHun po3unH NaHCOs (30 mn) i EtOAc (30 mn) i
wapu posginunu. BogHun wap ekctparysanu asidi 3a gonomorow EtOAc (30 mn). OpraHiyHi wapu
NPOMMUIAN CONbOBUM PO3vnHOM (30 Mn), Bucywmnu Hag MgSOs, BiachinbTpyBanu i CKOHUEHTPyBanu
nig Bakyymom. CMONyky OYMCTUNKM 3a AONOMOrolo xpomartorpadii Ha cunikareni Ha 20 r KONoHui 3
BukopuctaHHam cuctemun PXCT (Flashmaster) 3 entouieto npu rpagieHTi H-rentaHy B EtOAc (100/0 go
70/40) 3 opepxaHHAM CNOMyKW, 3a3Ha4YeHol B 3aronoBky, y Burnsaai ceitno-xxostoro macna (0.077 r,
95%). MS (El): m/z = 218 [M]*.

HacTynHi npomixkHi cnonyku ogepxanu 3a aHanorieto 3 NpomikHoto cnonykoto B1, Ctagia 4, 3 4-
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xnop-2-noa-5-metundeHony (npomikHa cnonyka B1, Ctagis 3) i BianosigHoT apnnGopoHOBOT KUCNOTH
abo apun6oponaHoBOro CTPYKTYPHOrO eNeMeHTa, sk MoKa3aHo B HACTYNHin Tabnuu;:

Fpombitia CucreMaTuyHa HasBa CprKTypH”V' MS, m/z
cnonyka eneMEHT/NPOMiDKHA cnonyka
4-xnop-2-(2-xnopdeHrin)-5-
MeTUNdEHON
O 2-xnopdeHinéopoHoBa
B2 cl Kkucnota MS (El): 252.0 [M]*
O OH CAS: 3900-89-8
Cl
4-xnop-2-(3-xnopeHin)-5-
MeTUNdEHON
Cl
3-xnopdeHinbopoHoBa .
B3 O Kucnota 25?/|§0(SEFI\}I)—.H]-
O OH CAS: 63503-60-6 '
Cl
4-xnop-2-(4-xnopdeHin)-5-
MeTund)eHon
Cl
4-xnopdeHin6opoHoBa .
B4 O Kucrorta 25?/|§0(SEFI\}I)—.H]'
oh CAS: 1679-18-1 '
A
3-(5-xnop-2-rigpokcu-4-
MeTUndgeHin)6eHs3oHITpun
"%
3-uiaHoeHinbopoHoBa .
B5 O Kucnota 5 42/| g 4(5 [SI\}I)—.H]-
OH CAS: 150255-96-2 .
JC
4-xnop-5-metun-2-(3-
MeTUNCYNbQOHINeHin)
deHon
[o]
N8 3-(meTuncynbdoHin) .
B6 o” O ¢eHin-6opoHoBa kucnorta 292/'?2(5?'\}')_“]_
CAS: 373384-18-0 '
OH
SO
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MpombkHa CucreMaTuyHa HasBa CprKTypH”” MS, m/z
cnonyka €NeMEHT/NPOMiDKHA cnonyka
4-xnop-5-meTun-2-(2-
MeTuncynbgoHingeHin)
q)eHon
2-(MeTUncynbgOoHin)
B7 deHin-6opoHoBa kucnoTa MS (El): 296.0 [M]*
b i CAS: 330804-03-0
[3-(5-xnop-2-rigpokcu-4-
MeTundeHin)denin]-ninepnanH-
1- iJ'IMeTaHOH
3-(ninepuaunnH-1-
B8 N kapboHin)deHinbopoHoBa MS (ESI):
O Kucnota 330.127 [M+H]*
CAS: 850568-34-2
Cl
-(5-xnop-2-rigpokcu-4-
MeTundgeHin)-N-
uMKnoreKcmn6eH3aMin
3-(ymknorekcunkapbamoin)- .
B9 dreHinbopoHoBa kucnota 34AI,VI1S4§),E[I\S/|‘|1H]+
CAS: 850567-25-8 '
OH
ClI
[3-(5-xnop-2-rigpokcu-4-
MeTundeHin)deHin]-mopdoniu-
4-inmeTaHoH
0 3-(mopdoniH-4-
B10 O kapboHin)eHinbopoHoBa MS (ESI):
oM O kucnora 332.104 [M+H]*
oH CAS: 723281-55-8
SO
3-(5-xnop-2-rigpokcu-4-
MeTundgeHin)beHsamia
3-kapbamoindeHinbopoHoBa .
MS (ESI):
B11 KkucnoTta 260.047 [M-HJ

HzNo O
C, > ok

CAS: 351422-73-6
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MpombkHa CucreMaTuyHa HasBa CprKTypHW' MS, m/z
cnonyka €NeMEHT/NPOMiDKHA cnonyka
3-(5-xnop-2-rigpokcu-4-
MeTundeHin)-N,N-
aumeTunbeHsamig
o]
3-(aumeTunkapbamoin)- .
B12 \T O dheHinbopoHoBa kucnora 29(;\/|089(5E[f/|'llH]+
CAS: 373384-14-6 '
OH
e
3-(5-xnop-2-rigpokcu-4-
MeTundeHin)-N-deHinbensamia
[o]
©\ 3-(deHinkapbamoin)- .
B13 H Q dreHinbopoHoBa kucnota 33|£\3/|gg(l[zla2l.—|]+
on CAS: 397843-71-9 '
JO
3-xnop-5-(5-xnop-2-rigpokcu-4-
MeTundgeHin)beHsamia
i . 3-kapbamoin-5-
B14 HoN O xrnopdeHinbopoHoBa MS (ESI):
Kucnota 294.01 [M-HJ
O OH CAS: 957120-53-5
Cl
3-(5-xnop-2-rigpokcu-4-
mMeTundeHin)-N-uuknonponin-4-
q)Top6eH3aMin
5-(uuknonponinkap6amoin)-
B15 HN 2-bTopdeHinbopoHoBa MS (ESI):
O - kucnota 320.08 [M+HJ*
oH CAS: 874289-54-0
SO
3-(5-xnop-2-rigpokcu-4-
MeTundeHin)-N-(2-
MeTOKCieTVIJ'I)6eH3aMi/J, N-(2-MeTokcieTn)-3-
(4,4,5,5-tetpameTun-1,3,2- )
B17 niokcaboponan-2- MS (ESI):

HN O
o8

0

o

im6eHsamig, (
CAS: 1073353-64-6

320.11 [M+HJ*
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Mpombitia CuctemaTu4yHa HasBa CprKTypH”” MS, m/z
cnonyka €NeMEHT/NPOMiDKHA cnonyka
4-xnop-2-(2-xnopnipuanH-3-in)-
5-metundeHon
N .
| 2-xnopnipuanH-3- .
B18 7 ai inGopoHoBa kucnota 25?31(|[E|\‘Q/'I'I)H]+
oH CAS: 381248-04-0 IV
Cl
4-xnop-2-(6-xnopnipuanH-2-in)-
5-metundeHon
Cl N . .
| 6-xnopnipnanH-2-60pPOHOBOI .
B19 NP KUCIIOTU NiHAKOMOBUIi edhip 224|,\/|§;§3E[ﬂl|_|]+
OH CAS: 652148-92-0 '
Cl
5-(5-xnop-2-rigpokcu-4-
MeTundeHinnipuanH-3-
kapbokcamig
o 5-(4,4,5,5-Tetpametun-1,3,2-
B20 HN N niokcaboponan-2- MS (ESI):
| P iMHiKOTUHaMIA 263.06 [M+HTJ*
oH CAS: 1169402-51-0
Cl
4-xnop-2-(6-MeToKCUMNipuanuH-2-
in)-5-meTund)eHon
/o X .
1 6-meToKCUNipuanH-2- .
B21 "¢ inGopoHoBa KkucnoTa 25|(\)Agél[532|'_|]+
OH CAS: 372963-51-4 '
Cl
3-(5-xnop-2-rig pokcu-4-MmeTun-
denin)-N-(2-
rigpokcieTun)beHsamia N-(2-riapokcieTis)-3-
(4,4,5,5-TeTpameTun-1,3,2- MS (ESI):
B36 niokcaboponan-2- 306.1 [M+H]*

o
HO o~
H C|
OH
S

im6eHsamia
CAS: 943911-66-8
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Mpombitia CuctemaTu4yHa HasBa CprKTypH”” MS, m/z
cnonyka €NeMEHT/NPOMiDKHA cnonyka
3-(5-xnop-2-rig pokcu-4-MmeTun-
deHnin)-4-dptop-N,N-gumeTun-
6eH3aMin
5-(aumeTunkapbamoin)-2-
B38 dropdeHinbopoHoBa MS (ESI):
Kucnota 308.1 [M+H]*.
oH CAS: 874289-46-0
CI
-(5-xnop-2-rigpokcu-4-meTun-
deHin)-4-dptop-heHin)-
MOponiHO-MeTaHOH
e 2-pTop-5-(MopdoniH-4-
N kapboHin)eHinbopoHoBa MS (ESI):
B40 Q O i kMcnota 350.1 [M+HJ*
oH CAS: 1072951-41-7
L
MeTun 3-(5-xnop-2-rigpokcu-4-
MeTun-eHin)6ensoar
o]
~o 3-(MeToKcuKkapOOoHin)- .
B42 O cheHinbopoHoBa kucnoTa 2%82('[5'\?_")_"]_
oH CAS: 99769-19-4 '
A
MeTun 3-[[3-(5-xnop-2-rigpokcu-
4-meTun-peHin)6eH3oin]amiHo]
nponaHoaT
3-(3-meTOKCU-3-
B44 ~ J\/\ okconponinkapbamoin)- MS (ESI):
reHinbopoHoBa KMCNOTA 348.2 [M+H]*
ok CAS: 957034-72-9
Cl
Etun 2-[[3-(5-xnop-2-rigpokcu-
4-meTun-
deHin)beHsoinjamiHolaueTtar
3-(2-eTokcu-2-
B46 okcoeTunkapbamoin) MS (ESI):
reHinbopoHoBa KMCNOTA 348.1 [M+H]*

\/°\g/\n O
] O OH

CAS: 1072945-97-1
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MpombkHa CucreMaTuyHa HasBa CprKTypH”” MS, m/z
cnonyka €NeMEHT/NPOMiDKHA cnonyka
MeTun 3-(5-xnop-2-rigpokcu-4-
MeTun-eHin)-4-metTun-6eHsoar
“ i 5-(MeToKcuMKapOoHin)-2-
B49 ° O mMeTUndeHinGopoHoBa MS (ESI):
Kucnota 289.2 [M-HJ
O OoH CAS: 876189-18-3
CI
3-(5-xnop-2-rig pokcu-4-MmeTun-
deHin)-4-
(TpudTopmeTOKCH)BEeH3amia
Q 5-kapbamoin-2-
B52 F NH, (TpudrTopmeTOoKCU)PEHIN- MS (ESI):
"o 60OpOHOBA KMCMOTA 346.1 [M+HJ*
F oH eMolecules #BB-4033
JC
4-xnop-2-(2-MeToKcu-3-
nipuaun)-5-meTun-gpeHon
N7 .
| 2-MeToKeunipuauH-3- .
B53 S0y in6opoHoBa kucnota 25“38; ([%ASJL"P
OH CAS: 163105-90-6 '
Cl

MNpomixkHa cnonyka B16:
6-rigpokcu-BiceHin-3-kapOoHiTpun

I OH
NZ

Cragia 1: 4-rigpokcu-3-noa-6eH3oHiTpun
|

/©/OH
&

N

[o po3uunHy 4-rigpokcu-6ensoHitpuny (5 r, CAS: 767-00-0) B8 NH4sOH (225 mn) goganu posynH Ki
(34.14 r, CAS: 7681-11-0) i I2 (10.65 r, CAS: 7553-56-2) B H20 (50 mn). PeakuiiHy cymiw
nepemiwysanu npu KiMHaTHIM TeMnepaTypi NpoTarom 16 roauH. PeakuinHy cymiw BiadinsTpyBanm i
dinbTpat eBanopyeanu. 3anuwok po3dnHunu B OXM (250 mn) i npomunun 3a gonomoroo H20 (2x150
MIT), HacudeHumM BOAHUM po3ynHoM NaS203 (100 mn) i conboBum po3dmHom (100 mn). OpraHivyHui
wap sucywmnnu Hag 6e3sogHum NazSQ4, BiadinsTpyBanu i CKOHUEHTPYBAanIM Npu 3HWKEHOMY TUCKY 3
OAEpPKaHHAM CMOSMyKKU, 3a3Ha4vyeHoi B 3aronoBky (8.44 r, 82%), AKy BUKOPUCTOBYBasnMW Ha HACTYMHIH
craaii 6e3 404aTKOBOr0 OUULLEHHS.

LC-MS: (ESI): m/z = 244.0 [M-H]-.

Crapia 2: 6-rigpokcu-bidbeHin-3-kapboHitpun
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()
pe

NZ

Cnonyky, 3a3Ha4yeHy B 3aronoBKy, ogepxanu 3a aHanorieto 3 MNMpomikHoo cnonykoto B1, Ctagia 4,
3 4-rigpokcu-3-noa-6eHsoHiTpuny i peninbopoHosoi kucnotn (CAS: 98-80-6) y Burnaai 6esbapeHoro
ocagy (0.580 r, 73%). 'H NMR (400 MHz, CDCls): 5.72 (1H, s), 7.03-7.07 (1H, d, J = 4), 7.40-7.42
(2H, d, J = 8), 7.44-7.56 (5H, m).

MNpomixkHa cnonyka B26:

4-xnop-5-mMeTun-2-okcason-5-in-peHon

OH

Cl

Cragia 1: 5-xnop-2-meTokcu-4-metTun-6eHsanbaeria

o)
N

Cl

[o posuuny 1-xrop-5-roa-4-metokcu-2-meTundensony (1.0 r, npoMickHa cnonyka B1, Cragida 2) B
6essogHomy TId (25 mn) goganu n-BuLi (1.7 mn, 2.5M po3unH B rekcati) no kpannax npu -78 °C B
aTMocdepi a3oTy i peakuiiHy cymiw nepemiwysanu npu -78 °C npotarom 2 rogauH. Motim, OM®
(0.329 mm), posyuHeHuii B 6e3sogHomy TId (2 M), Aoganu Mo Kpannax B PeakuinHy cymiw npu -78
°C, i po34nH nepemiwysanu npu -78°C nNpotarom 2 roauH. PeakuiinHy CyMmill noracunm Hacu4YeHuMm
BogHUM posunHoM NH4Cl i ekcTparysanu 3a gonomorot EtOAC (2x50 mn). O6’egHaHi opraHivHi wapm
NPOMUITM COMNbOBUM po3dnHOM (50 mm), Bucywmnu Hag Na2S0s, BigdinbTpyBanu i esanopyeanu npu
3HWKEHOMY TUCKY 3 OAEpP>KaHHAM CMOMyKW, 3a3Ha4YEHOT B 3arofioBKy, Y BUrnsdi xkostoro ocagy (0.685
r, 76%). Rf=0.6 (10% EtOAc/rekcaH).

Cragia 2: 5-(5-xnop-2-MeTokcu-4-mMeTUn-greHin)-okcason

Cl

[o nepemiwiaHoro po3unHy 5-xnop-2-meTokcu-4-metun-6ensanbaeriay (500 mr) 8 MeOH (20 mn)
aoaanu TosunMeTunizouianig (582 mr, CAS: 36635-61-7), 3 noganbwum Ko2CQOs (561 Mr), i ogepxaHny
CyMill KUM'ATUIM i3 3BOPOTHUM XONOAUSIbHUKOM npoTaroM 3 roguH. MoTtim MeOH esanopysanu i
3anuULOK OYMCTUNK 3a gonomorow dnew-xpomatorpadii yepes cunikarens (5-10% EtOAc/rekcaH) 3
OOEPXKaHHAM CMONyKKU, 3a3HadeHOi B 3aronoBky, Yy BUrNAgi cipo-6inoro ocagy (294 wr, 49%). MS
(ESI): m/z = 224.0 [M+H]*.

Cragia 3: 4-xnop-5-meTnun-2-okcason-5-in-gpeHon

=\
LY

OH

Cl

Cnonyky, 3a3Ha4eHy B 3arosfioBKy, ogep»kanu 3a aHanorieto 3 lNpomikHoto cnonykoto B1, Ctagis 3,
3 5-(5-xnop-2-meTokcu-4-meTun-deHin)-okcasony (292 mr) y surnsaai kopuyHesoro ocaay (0.266 r,
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97%). MS (ESI): m/z = 210.2 [M+H]*.
MNpomixkHa cnonyka B30:
4-xnop-5-meTun-2-(2-metun-2H-nipason-3-in)-g)eHon

N
/

/N/

OH
Cl

Cragia 1: 5-(5-xnop-2-metokcu-4-metun-geHin)-1-metun-1H-nipason

N
/

/N/

Cl

Jo cymiwi 1-xnop-5-og-4-meTokcu-2-metun-6ensony (500 mr, npomickHa cnonyka B1, Ctagia 2),
1-meTun-5-(4,4,5,5-terpametun-[1,3,2]aiokcaboponan-2-in)-1H-nipasony (442 mr, CAS: 847818-74-0)
i K2COs (733 mr) B giokcaHi (12 mn) i Bogi (4 mn) goaanu PdCIlz(PPhs)2-CH2Cl2 (25 wmr) i peakuiiiny
cymiw Harpianun go 110°C npotsirom 16 r. PeakuiinHy cymiw pos6asunu etunauetrarom (50 wmn),
BiachinbTpyBanu 4yepes uenit i ¢inbTpar epanopysanu. OgepxaHuii 3anULIOK OYUCTUNK LUMAXOM
KOonoHKoBOT xpomartorpadyii uepes cunikarens (0-20% EtOAc/rekcaH) 3 ogepXaHHAM 5-(5-xrop-2-
METOKCU-4-MeTuUn-peHin)-1-metun-1H-nipasony (365 wmr, 87%) y BUrNsaai KOPUYHEBOro B’A3KOrO
ocany. MS (ESI): m/z = 236.7 [M+H]".

Cragia 2: 4-xnop-5-metnn-2-(2-metun-2H-nipason-3-in)-geHon

N—
/N/ V

Cl

[o po3unHy 5-(5-xnop-2-meTokcu-4-meTtun-genin)-1-metun-1H-nipasony (355 mre XM (20 mn)
npu 0°C popanu BBrz (1M posuuH B OXM, 3 mn) i peakuiiHy cymiwl nepemiwysanu npu 25°C
npotarom 3 r. loTiM BCi NETOMi KOMMNOHEHTW BuAanWNKU Mig BakyymMoM i 3amnuLUeHUA 3anuLLoK
posumHunu B OXM (50 wmn) i npomunu 10% BoaHMM po3unHoM NaHCOs i conbOBUM PO3UUHOM.
OpraniyHui wap sucywmmu Hag NazSOs i ckoHueHTpyBanu. OgepkaHWin HEeOoYULIEeHUA Matepian
OUYNCTUAN LUMAXOM KONMOHKOBOT Xxpomatorpachii yepes cunikarens (0-30% EtOAc/rekcaH) 3
ofepKaHHAM 4-x1op-5-meTun-2-(2-metun-2H-nipason-3-in)-peHony (138 mr, 41%) y Burnsai >osToro
ocagy. MS (ESI): m/z = 223 [M+H]*.

MNpomixkHa cnonyka B31:

4-xnop-6-rigpokcu-bideHin-3-kapOoHiTpun

NZ
cl

Cnocid A;
Cragia 1: 5-6pomMo-2-xnop-4-rigpokcu-0eH30HITpun

Br
/@OH
NZ
Cl

Jo posunHy 2-xnop-4-rigpokcu-6eHsoHitpuny (4.0 1, CAS: 3336-16-1) B 0e3BogHOMY
auetoHitpuni (80 mn) pgoganum TfOH (2.53 mn) no kpannsax npu -30°C | peakuinHy cymiwl
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nepewmiwysanu npu -30°C npotarom 10 xB. NMoTim NBS (6.49 r) goganu i cymilu nepemiwysanu npu -
30°C npotarom 5 xB. PeakuinHoi cymiwi ganu Harpituca go 25°C i nepemiwysanu npu 25°C NpoTarom
16 r. PeakuiiHy cyMil noracunu HacMYeHWM BOAHUM PO3YUMHOM BiCynb(iTy HaTpIlO i ekcTparysanm
EtOAc. O6’egHaHi opraHiyHi Wapu nNPOMUNM COMNbOBUM PO3YMHOM, BucylwMnu Hag Na2SQsi
BiachinbTpyBanu. ®inbTpar eBanopyBanu npu 3HWKEHOMY TUCKY | OQEPKaHUM 3anuLIOK OYMCTUNK
LUMNSIXOM KONOHKOBOT XpoMaTorpadii uepes cunikarens (2-6% EtOAc/rekcaH) 3 oaepkaHHam 5-6pomo-
2-xnop-4-rigpokcu-6eHsoHiTpuny (1.2 r, 20%) y surnagi cipo-6inoro ocagy. MS (ESI): m/z = 231.6
[M+H]*.
Cragia 2: 5-6poM0o-2-xnop-4-MeTOKCUMETOKCU-OEHIOHITPUN
Br

0\/0\

NF
cl

Ho cycnensii NaH (62 mr, 60% B MmiHepanbHOMy Macni) B 6e3sogHomy TI® (10 mn) npu 0°C
aojanu posyuH 5-6pomo-2-xnop-4-rigpokcu-6eHsoHitpuny (300 mr) B 6essogHomy TId (5 mn) i
peakuiiHy cymiw nepemiwysanu npu 25°C npotarom 30 xB. Motim MOM-CI (0.147 mn) goganu no
Kpannax i peakuinHy cymiw nepemiwysanu npu 25°C npotsarom 3 r. PeakuiiHy cymill noracunu
BOAOK i ekcTparyBanu 3a gonomoroio EtOAc. O6’eaHaHi opraHiuHi wapu npoMWUNM COMbOBUM
po3dnHOM, BUCyLwMnn Had Na2S0s i eBanopyBanu Npu 3HWKEHOMY TUCKY. OaepkaHUin HEOUULLIEHUI
MaTepian OYMCTUNKM LUAISAXOM KOJSIOHKOBOT Xpomartorpadii yepes cunikarens (0-3% EtOAc/rekcaH) 3
O0EPXKAHHAM 5-6poMO-2-XNop-4-MeTOKCUMMETOKCU-6eH3oHITpuny (315 wmr, 88%) y Burnaai cipo-6inoro
ocagy. 'H-NMR (8, CDClIs): 3.51 (s, 3H), 5.30 (s, 2H), 7.28 (s, 1H), 7.81 (s, 1H).

Cragpia 3: 4-xnop-6-rigpokcu-6icpeHin-3-kapboHiTpun

<
)

NZ
cl

Ho cymiwi 5-6pomo-2-xnop-4-MeToKCMMeToKcU-6eH3oHiTpuny (100 mr) i peHinbopoHOBOT KMCNOTU
(132.3 mr, CAS: 98-80-6) B 6essogHomy OM® (50 mn) B 3akpuTivi npobipui goganu K2COs (149.7 mr)
npu 25°C i peakuinHy cymiw npoaynu aproHom npotsrom 10 xB. MoTim Pd(dppf)Cl-CH2Cl2 komnnekc
(8.85 mr) goganu i cymiw 3HOBY npoaynu aproHom npotaroMm 10 xB i noTiM Harpisanu go 120°C
npotarom 16 r. PeakuiiHy cymiw oxonoaunu go 25°C i sBigdinbTpyBanu. ®inbTpaTt esanopysanu npu
3HWKEHOMY TUCKY | OdepKaHWi 3anuLIOK OYUCTUINM LUNAXOM KONOHKOBOI Xpomatorpaddii yvepes
cunikarens (5-7% EtOAc/rekcaH) 3 ogepaHHAaM 4-xnop-6-rigpokcun-0idpenin-3-kapboHitpuny (43 wr,
44%) y Burnsai cipo-6inoro ocagy. '"H-NMR (8, CDCls): 5.91 (s, 1H), 7.13 (s, 1H), 7.39 (dd, 2H), 7.44-
7.56 (m, 4H).

Cnocib B:

Cragia 1: 5-noa-2-xnop-4-riapokcu-6eH30oHITpUn

I

OH

OH

N
cl

[0 po3uuHy 2-xnop-4-rigpokcnbeHsonitpuny (1.18 r, CAS: 3336-16-1) B outoBiit kucnoti (10 mMn) i
OXM (10 mn) goganu KOHUEHTpoBaHy cipdaHy kucnoTy (100 Mkn) i noTim N-roacykuuHimia (1.66 r) 3a
OAHY NopUilo NpK KiIMHATHIA TeMmnepatypi B atmocdepi aproHy. Cymill nepemiwiysany npu KiMHaTHin
TemnepaTtypi npotarom 16 roauH. PeakuiiHy cymill noTiM BAUAK B BOAY 3 NbOAOM i eKcTparysanu asa
pasu etunauetatoMm. OpraHidHi wapu nNpoMunM OAWH pas CONMbOBUM PO3YMHOM, BUCYLUMMNW Haj
Na2S04, BigdinbTpyBanu i esanopysanu. HeouuweHy pedoBuHy abcopbyBanu Ha cunikareni notiM
ouncTunu 3a gonomoroto dnew-xpomarorpadii (ISCO, 100 r cunikarenesuin KapTPUAXK, rpagieHT Big
0% ao 20% EtOAc B rentadi). ®pakuii, Wo MICTATb HEOOXIAHMIA NPOAYKT pa3oM 3 AESKOK KiNbKIiCTHO
An-nogoBaHnx nobGiMHMX MpoaykTiB oO’eaAHanu, eBanopyBanu i BUCYLUMNU B TNMOOKOMY BaKyyMi.
3anuwok (1.42 r) goaaTtkoBO ovnucTUnuM 3a gonomorolo npenapatueHoi BEPX (KonoHka: Gemini NX
3u 50x4.6 mm; EntoeHT: 2% MypalumHa kucnota, 98% CHsCN) 3 oaepxaHHAM CNOMyKu, 3a3Ha4YeHoi B
3aronoeky (770 mr), y Burnsai cipo-6inoro ocagy. MS (ESI-}: m/z = 278.0 [M-H]-.
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Crapia 2: 4-xnop-6-rigpokcu-6icpeHin-3-kapboHiTpun

<
J

Cl

2-xnop-4-rigpokcu-5-nogobensoritpun (350 wr), deninbopoHoBy kucnoty (160 mr) i kapboHar
HaTtpito (398 mr) o6’egHann 3 OM® (13.0 mn) i Bogoto (2.0 mm) npu KiMHATHIA TemnepaTtypi B
atMocdepi aproHy. Motim [1,1°-6ic(andeHindocdiHo) depoueH]anxnopnanagiesun komnnekc (1) 3
OXM (133 mr) goganu oo opaHxeBoi cycneHsii. PeakuiiHy cymill Tpu pasu esanopysanu i npoaynu
aproHoMm i notim HarpiBanun o 80°C npotarom 3.5 roguH. Cymiwl  oxonoaunu A0 KiMHATHOT
TeMnepaTypu, BAUAU B BOAY 3 NbOAOM i MOTIM NIZKUCIUNU 3a JOMOMOTOK HACUYEHOTO PO3YMHY
NH4Cl. BoaHuin wap ekctparysanu Agidi 3a gonomMorol etunauertaty. OpraHivHi wapu npomunu
CONMbOBUM PO34YMHOM, BucyLwnnu Hag Na=S0q4, BigdinsTpyBanu i esanopysanu. HeounweHy pedoBuHy
ouncTunu 3a gonomoroto dnew-xpomarorpadii (ISCO, cunikarenb, 40 r kaprpumk, 100% CHClz i
notiMm CH2Cl2/CH3CN=96/4). HeobOxiaHi dpakuii ob’egHanu i eBanopyBanu 3 O4epKaHHAM CMOMYKH,
3a3HayeHol B 3aronoBKy (150 Mr), y BUMNAAI cipo-6inoro ocagy.
MS (ESI): m/z = 228.1 [M-H]. NMR Biganosigae matepiany, onucaHomy BuLie 3 cnocoby A.

HacTtynHi npomipkHi cnonyku oaepxanu 3a aHanorieto 3 lNMpomikHoto cnonykoto B31, abo cnocobom
A 3 5-6pomo-2-xnop-4-riapokcu-6eH3oHiTpuny (npomikHa cnonyka B31, Cragia 1), abo cnocobom B 3
5-1noa-2-xnop-4-rigpokcu-06€H30oHITPUN, i BOPOHOBOKMCNOTHUX NOMEPEAHUKIB, SIK NOKa3aHo B Tabnuui
HIKYE:

OH

NZ

MpomixkHa CTPYKTYPHUIA
P CucremaTun4yHa HasBa PYKTYP

? MS, m/z
cnonyka eneMeHT/NpoMiXHa cnonyka

4-xnop-4'-cpTop-6-rigpokcu-
BicbeHin-3-kapboHiTpun
F
4-propdheHinbopoHoBa

O Kucrorta . .
B32 CAS: 1765-93-1 MS (ESI): 245.6 [M+H]

O OH Cnocid A

Cl

NZ

4'-xnop-5'-UiaHo-2'-riapokcu-
BicbeHin-3-kapboHOBOI KUCNOTK

MeTunamig
- i 3-(N-meTunamiHokapboHin)
N deHinbopoHoBa kucnoTa . .
B33 ) O L OORonona KISTOT | MS (ES): 287.1 [M+H]
oH Cnocid A

Cl

2-xnop-5-(2-dpropdeHin)-4-
riApOKCMOEH3OHITPUN

O 2-cbTopdeHinbopoHoBa
Kucrnorta _ .
B84 F OH CAS: 1993-03-9 MS(ESI): 248.1 [M+H]
Cnoci6 B
NZ
Cl
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MpomixkHa CTPYKTYPHUIA
P CucreMaTuyHa HasBa PYKTYP MS, m/z
crnonyka eneMeHT/NPoMiKHA cnonyka

2-xnop-5-(3-dpropdeHin)-4-
riApOKCMOEH3OHITPUN
F

O 3-(pTopheHinbopoHoBa
B85 KkucnoTa MS(ESI): 246.1
CAS: 768-35-4 [M-HJ

oH Croci6 B

Cl

NZ

2-xnop-5-(2-pTop-5-nponax-2-
inokcudpeHin)-4-

riApOKCMOEH3OHITPUN
(2-dpTOp-5-nponaH-2-

o}
inokcudeHin)bopoHoBa .
B89 \r O E Kucrnota MS(I?I\S/II_)H]C_)’OA"Z
CAS: 849062-30-2

oH Cnoci6 B

(J

Cl

NZ

MNpomixkHa cnonyka B35:
4-xnop-6-rigpokcu-3'-(5-metun-[1,2,4Jokcagiason-3-in)-6ipeHin-3-kapboHiTpun

()?\\/N
e
J

NZ
Cl
Crapia 1: 3-(4,4,5,5-Ttetpametun-[1,3,2]aiokcaboponaH-2-in)-6eH30HITpun
N

OH

o posuuHy 3-uiaHodeHinbopoHoBoi kucnotn (2.5 r, CAS: 150255-96-2) B 6e3sogHomy TI'd (150
M) B atMocdepi asoTy goganu niHakon (2.95 1) i Na2S04 (10 1) npn 25°C. PeakuinHy cymiw
nepemiwysanu npotarom 12 r npu 25°C B atmocdepi asoty. MoTim Na=SO4 BiadinbTpyBanu i BCi
NeToYi KOMMOHEHTW eBanopyBanu. 3anuwok po3ainunu Mk eTunaudeTaToM i Bogoto. OpraHivyHuii wap
notim Bigginunu, sucywmnm Hag Na2SO4 i CKOHUEHTPYBANU 3 OAEMKAHHAM CNOMYKU, 3a3HA4YeHOi B
3aronoBky (4.72 1), y Burnagi cipo-6inoro ocagy, sikMin Biapa3y BUKOPUCTOBYBAanM Ha HACTYMHIN
peakuiviHin ctaaii 6e3 noaaTkoBoT Xapakrepusadii.

Crapia 2: N-rigpokcu-3-(4,4,5 5-tetpametun-[1,3,2]giokcaboponaH-2-in)-6eH3amianH
HO
N

H,N
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Jo posuuny -(4,4,55-Ttetpametun-[1,3,2]aiokcaboponaHn-2-in)-6en3oHiTpuny (4.65 r) B etaHoni
(150 mn) aoganu DIPEA (7.15 Mmn) i rigpokcunaminy rigpoxnopua (3.53 r) npu 25°C. PeakuiiHy cymiLl
noTiM KUM'atunu npotarom 3 r. Bei neTiodi KOMNOHEHTU eBanopyBanu Nig BakyymMOM i 3anuLIoK
po3ainunu Mk eTunauetatom i Boaow. OpraHivyHMi wap posainunu, Bucywmnm Hag Na2S0; i
CKOHUEHTpyBanu 3 ogepxaHHaMm  N-rigpokeu-3-(4,4,5,5-tetpameTun-[1,3,2]aiokcaboponan-2-in)-
OGeH3amiguHy pasoM 3 AesIKOK KiNbKicTio aomiwok (5.7 r) y Burnaai cipo-6inoro B’siskoro ocagy. MS
(ESI): m/z = 262.8 [M+H]*.

Crapia 3: 5-metnn-3-[3-(4,4,5,5-tetpametTun-[1,3,2]aiokcaboponan-2-in)-denin]-[1,2,4]Jokcagiason

PosunH  N-rigpokcun-3-(4,4,5,5-Ttetpametun-[1,3,2]aiokcaboponan-2-in)-6ensamignHy (5.7 r) B
outoBomMy adrigpuai (100 M) KUN'ATUAKX i3 3BOPOTHUM XOMNOAUMbHUKOM npoTsarom 3 r. OutoBui
aHrigpug esanopysanu i 3anuwoK po3ainunu Mk Boaok i etunauetatom. Lap eTtunauertarty
Bigainunu, npomunu BogHum po3dynHom NaHCOs, BOAOIKO i COMbOBUM PO3YMHOM i BUCYLUMNKU Hapj
Na2S0s i ckoHUeHTpyBanu. HeounweHun npoaykT OUYUCTMIIM LUASIXOM KONOHKOBOT Xpomartorpadii
yepes cunikarenb (0-5% EtOAc/rekcaH) 3 ogep»aHHAM CNONyKW, 3a3HadeHol B 3aronoBky (3.5 1) y
BUrnaai cipo-6inoro ocaagy. MS (ESI): m/z = 287.0 [M+H]*.

Crapia 4: 4-xnop-6-rigpokcun-3'-(5-metun-[1,2,4]okcagiason-3-in)-6icbeHin-3-kapOboHitpun

=

o}

N, 2
g

NZ
Cl

Cnonyky, 3asHaJyeHy B 3aronoBky, ogepxanu 3a aHanorieto 3 NpomixHoto cnonykoto B31, Craaia
3, 3 5-6pomo-2-xnop-4-MeTOKCMMETOKCH-OeH30HITpUNy (npomikHa cnonyka B32, Craaia 2) (300 mr) i
5-meTun-3-[3-(4,4,5,5-tetpametun-[1,3,2]aiokcaboponan-2-in)-ceHinl-[1,2,4]Jokcagiazony (932 wmr) i
oaepxanu y Burnsagi cipo-6inoro ocagy (190 mr, 56%). MS (ESI): m/z = 310.2 [M-HJ..

MNpomixkHa cnonyka B37:

4-xnop-6-rigpokcu-3'-(5-metun-[1,3,4]Jokcagiason-2-in)-6ipeHin-3-kapboHiTpun

OH

Crapia 1: 4'-xnop-5'-uiaHo-2'-rigpokcu-6idbeHin-3-kap6OHOBOT KNCNOTU METUNOBUIA edip
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0
T
O OH
NZ
cl

Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxanu 3a aHanorieto 3 NpomixHoto cnonykoto B31, Craaia
3, 3 5-6pomMo-2-xnop-4-MeTOKCUMETOKCU-OeH30HITpUNY (NpomikHa cnonyka B31, Ctagia 2) (1.0 r) i 3-
MeTOKCMKapOoHindeHinbopoHoBoi kucnotn (973 mr, CAS: 99769-19-4) i ogepxanu y Burnagi cipo-
6inoro ocagy (430 mr, 41%). MS (ESI): m/z = 286 [M-H]-.

Crapia 2: 4'-xnop-5'-UiaHo-2'-MeTokcu-0ipeHin-3-kapboOHOBOT KNCNOTU METUIOBMIA edip

0
0
<
NZ
cl

[o posuuHy 4'-xnop-5'-uiaHo-2'-rigpokcu-6idbeHin-3-kapOoHOBOT KMCIOTU MeTUNoBoro edipy (650
mr) B 6essogHomy OM® (30 mn) goganmm Cs2C0s (1.10 r) i metunnoana (0.169 mn) npu 25°C.
PeakuiiHy cymiw nepemiwysanu npu 25°C npotdarom 16 r i noTiMm BiadinbTpyBanu. dinbTpar
eBanopyBanu npu 3HWKEHOMY TUCKY | 3aniuLIEHUA 3anuWoK OYWUCTUIIM  LUMAXOM  KONOHKOBOI
Xpomatorpadii vYepes cunikarenb (10-15% EtOAc/rekcaH) 3 oaep>kaHHAM CMOMYKW, 3a3Ha4yeHol B
3aronoBky (490 wmr, 71%) y Burnsai cipo-6inoro ocagy, sikMm BUKOpUCTOBYBanu 6e3 00AaTKOBOI
Xapakrepusauii.

Crapia 3: 4'-xnop-5'-uiaHo-2'-meTokcun-0ipeHin-3-kapboHoBa kucnota

0
<8
NZ
cl

[o posuuHy 4'-xnop-5'-UiaHo-2'-MeToKcu-0idbeHin-3-kapOoHOBOT KUCIOTU METUNOBOro edipy (490
Mr) B cymiwi TI® i Bogu (45 mn) pgopanu LIOH-H20 (136.6 mr) npu 25°C i peakuiiHy cymil
nepemiwyBany npu KiMHaTHIn Temneparypi npotarom 12 r. PeakuinHy cymiw noTim pos6asunu EtOAc
(20 Mmn) i wapw posainunu. BogHuit wap nigkucnunu wnaxom gogasaHHa 6 H HCI i ekctparysanu 3a
ponomoroto EtOAc. O6’eaHaHi eKCTpakTU NPOMUIA CONbOBUM PO3YMHOM, Bucylumnu Hag NazSOs i
CKOHLIEHTpYBasnu 3 ogepXkaHHAM Cnonyku, 3asHa4vyeHoi B 3aronoBky (410 mr, 88%), y Burnaai cipo-
6inoro ocagy. MS (ESI): m/z = 286.1 [M-HJ.

Crapia 4: 4'-xnop-5'-uiaHo-2'-meTokcmn-0ipeHin-3-kapboHoBoi kncnotu N'-aueTun-rigpasng

o]
H
NN
H
(o]
0\
NZ
Cl

[o po3uunHy 4'-xnop-5'-uiaHo-2'-meTokeu-6iceHin-3-kapboHoBoi kucrnotn (410 mr) B 6€3BOgHOMY
OM® (30 mn) goganu HBTU (812.1 mr) i DIPEA (0.76 mn) npu 25°C. PeakuiinHy cyMmill nepemiysanu
npotarom 10 xB i NOTiM rigpasung outoBoT kucnotu (211.42 mr) goganu i nepemilyBaHHs NPOSOBXUAN
npotarom 16 r. PO34YMHHWMK eBanopyBanu i A0 3anuweHoro 3anuwky aoganu EtOAc i Boay.
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OpraniyHui wap posginunu, Bucywmnnu Hag Na2S0s i CKOHUeHTpyBamnu. 3anuLioK OYWUCTMIM 3a
AONOMOIO0 KONOHKOBOT XpomaTtorpadii vepes cunikarens (2-3% MeOH/OXM) 3 opepXaHHAM
CMOMNyKK, 3a3Ha4YeHoi B 3aronoBky (470mr, 96%) y Burnagi cipo-6inoro ocagy. MS (ESI): m/z = 344.2
[M+H]*.

Crapia 5: 4-xnop-6-metokcu-3'-(5-metun-[1,3,4]Jokcagiazon-2-in)-6ipeHin-3-kapboHiTpun

N
cl

PosunH 4'-xnop-5'-uiano-2'-meTokeu-6iceHin-3-kapboHoBoi  kucnotu N'-aueTtun-rigpasngy (400
mr) B POCI3(10 mn) Harpinu ao 110°C npoTarom 6 r. PeakuinHy cymil noTiM oxonoaunu Ao 25°C i BCi
NETIOYi KOMMOHEHTW BUAANMUIU MPU 3HMKEHOMY TUCKY. [0 3anULLIEHOrO 3anvLKy AOAANU HaCUYEHUI
po3umH NaHCOs3 (15 mn) i cymiwn ekctparysanu EtOAc. O6’eaHaHi ekctpaktn Bucywmnu Hag Na>SOQq i
CKOHUEHTpyBanu. 3anuiiok O4YUCTUNM 3a AONOMOrOK KOMOHKOBOT XpomaTtorpaddii yepes cunikaresb
(10-15% EtOAc/rekcaH) 3 ofepXaHHAM Cronyku, 3asHaveHoi B saronosky (130 wr, 34%), y surnagi
cipo-6inoro ocagy. MS (ESI): m/z = 326.2 [M+H]*.

Crapia 6: 4-xnop-6-rigpokcu-3'-(5-metun-[1,3,4]okcagiason-2-in)-6ideHin-3-kapOoHitpun

)~
N

e
g

cl

Jo posunHy 4-xnop-6-metokeun-3'-(5-metun-[1,3,4Jokcagiason-2-in)-6ideHin-3-kapbouitpuny (110
mr) B 6essogHomy OXM (10 mn) goganu BBrs (0.4 mn) npu 0°C. PeakuiliHy Cymill nepemiysanu npu
25°C npotarom 28 r. 3HoBy gopanu BBrz (0.5 mn) i peakuiiHy CyMill nepemillyBanu npoTArom
aopatkosux 16 r. Bci neTiovi KOMAOHEHTW BMAANUAM NPU 3HUXKEHOMY TUCKY | 3anWLLOK OYUCTUNK 3a
AONOMOIOI0 KOMOHKOBOT xpomaTorpadii Yepes cunikarens (30-45% EtOAc/rekcaH) 3 ogepaHHSaM
CMOMyKK, 3a3Ha4YeHoi B 3aronoBky (80 mr, 76%), y Burnaai cipo-6inoro ocagy. MS (ESI): m/z = 310.2
[M-HF-.

MNpomixkHa cnonyka B39:

3-(4-xnop-5-uiaHo-2-rigpokeu-deHin)-N,N-gumetTnn-6eHsamig

0

OH

W\

N

N

Cl
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Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxanu 3a aHanorieto 3 NpomixHoto cnonykoto B31, Craaia
3, 3 5-6pomMo-2-xnop-4-MeTOKCUMETOKCU-OeH30HITpUNYy (npomikHa cnonyka B31, Ctaaisa 2) (48.9 wr) i
3-(ammeTunkapbamoin)eHinbopoHoBoi kucnotu (40.9 mr, CAS: 373384-14-6) i ogeprkanu y Burnsagi
CBITNO->k0BTOT cMonu (43 mr, 71%). MS (ESI): m/z = 698.3 [2M+H]*.

Crapia 2: 3-(4-xnop-5-uiaHo-2-rigpokcu-eHin)-N,N-gumeTun-6eHsamia

[o posunHy 3-[4-xnop-5-uiaHo-2-(meTokcumeTtokeu)dedinl-N,N-gumetun-6ensamigy (40.0 mr) B
aiokcadi (1 mn) aoganu no kpannax 4 H HCI B giokcani (150 mkn) npu 0°C. PeakuiiHy cymiw noTim
nepemiwysanu npu KiMHaTHIn Temnepatypi npotarom 4 r. fJoaatkoso 4 H HCI B giokcaHni (100 mkr)
aoganu, i oaepxxaHy CycneHsito nepemiwlysanu npu KiMHaTHi TemnepaTypi NpoTAaroMm Hodi. PeakuinHy
CyMill CKOHLEHTpYBanu Hacyxo i noTiM cninbHo eBanopyeanu 3 OXM Tpu pasu. OgepxaHuii cipo-
6innii ocag (34 mr, 97%) BMKOPUCTOBYBaNM Ha HACTYMHIA peakuinHiin ctaaii 6e3 aoaaTKoBOro
ounweHHa. MS (ESI): m/z = 301.1 [M+H]*.

MNpomixkHa cnonyka B41:

2-x110p-4-rig pokcu-5-[3-(Mopdonin-4-kapboHin)deHin]6eH3oHiTpun

(o]

SAe
<

Cl
Crapia 1: 2-xnop-4-(MeTOKCUMETOKCK)-5-[3-(MOopdoniH-4-kapOoHin) peHin]6eHsoHITpun

SR

NN

OH

A

\\: i:o
o
o

N
Cl

Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxanu 3a aHanorieto 3 NpomixHoto cnonykoto B31, Craaia
3, 3 5-6pomMo-2-xnop-4-MeTOKCUMETOKCU-BeH30HITpUNy (npomikHa cnonyka B31, Ctaaisa 2) (50.0 wr) i
3-(moponiH-4-kapOoHin)eninboporosoi kucnotn  (51.0 mr, CAS: 723281-55-8) i ogepxamm y
Burnaai 6inoro ocaay (53 mr, 76%). MS (ESI): m/z = 387.2 [M+H]+*.
Crapia 2: 2-xnop-4-rigpokcun-5-[3-(Mopdonin-4-kapOoHin)deHin]6eH3oHiTpun
o]

She

Cnonyky, 3asHaJyeHy B 3arosioBKy, ogep>kanu 3a aHanorieto 3 [NMpomixHoto cnonykoto B39, Craaia
2, 3 2-Xnop-4-(METOKCUMETOKCH)-5-[3-(MopdoniH-4-kapOoHin)denin]oeHsoniTpuny (49.9 wr) i
ogepxanu y Burnagi cipo-6inoro ocagy (44 mr, 99%). MS (ESI): m/z = 343.1 [M+H]".

MNpomixkHa cnonyka B54:

2-x110p-4-Tig poOKCU-5-(2-MeTOKCK-3-Nipnann)beH30HITpun
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N~
~or N
OH
NZ
cl

Crapia 1: 2-xnop-4-(METOKCMMETOKCK)-5-(2-MeTOKCK-3-Nipnan)beH30HITpun

Cnonyky, 3asHaJyeHy B 3arofioBKy, ogepanu 3a aHanorieto 3 lNpomikHoto cnonykoto B31, Craaia
3, 3 5-6pomMo-2-xnop-4-MeTOKCUMETOKCU-BeH30HITpUNy (npomikHa cnonyka B31, Ctaaisa 2) (50.0 wr) i
2-meTokeunipuamnH-3-inbopoHoBoi kucnotu (33.2 mr, eMolecules #BB-4033) i ogepxanu y Burnagi
6inoro ocagy (43 wr, 78%). MS (ESI): m/z = 305.1 [M+H]*.

Crapia 2: 2-xnop-4-rigpokcu-5-(2-MeTokcu-3-nipuann)6eHs3oHiTpun

NZ |
NN
OH
NZ
cl

Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxanu 3a aHanorieto 3 NpomixHoto cnonykoto B39, Craaia
2, 3 2-xnop-4-(METOKCUMETOKCK)-5-(2-MmeToken-3-nipugun)bersoHitpuny (41.1 mr) i ogepkanu y
BUrNsai cipo-6inoro ocaay (35.2 mr, 100%). MS (ESI): m/z = 261.1 [M+H]*.

MNpomixkHa cnonyka B58

4-xnop-2-[2-pTop-5-(2-MmeTunnponokcu)deHin]-5-meTundreHon

Sast
©

4-xnop-2-noa-5-metundgpeHon (npomickHa cnonyka B1, Cragia 3, (80 wr), (2-dTop-5-
i3obyTokcudenin)bopoHoBy kucnoty (75.8 mr, CAS: 1217500-65-6) i kapboHaT HaTpilo (94.7 wmr)
o6’egHanu 3 AM® (5.0 mn) i Bogoto (0.85 mn) npu KiMHaTHIA TeMnepaTtypi B atmocdepi aproHy. MNoTim
[1,17-6ic(audbenindocdiHo)depouen]anxnopnanagaiesun (II) komnnekc 3 guxnopmetraHom (31.6 wr,
CAS: 95464-05-4) gopanu B opaHXeBy cycneHsito. PeakuiinHy cymiw Harpisanu go 80°C npotarom 3
roauH i notim oxonogunu i 3Gepiranu nNpu KiMHATHIR Temnepatypi npotarom 64 roauH. Peakuiiny
CyMill BNWUNK B BOAY 3 NbOAOM i Nigkucnunu HacudeHum posunHoMm NH4Cl. BogHuii wap ekcrparysanu
OBiMi  3a gonomorolo etunauertary. OpraHivyHi wapu NpoMUnIM OAWH pa3 COSIbOBUM PO3YMHOM,
Bucywunu Hag Na2S0s4, BigdinbTpyBanu i esanopyBanu Hacyxo. HeounLeHy pe4yoBrHY OYMCTUIM 3a
agonomoroto dnew-xpomartorpacdii (0% ao 50% etunaudetrar B rentaHi) 3 oAep)kaHHAM CRNOMYKW,
3a3HadYeHol B 3arofoBKy, Y BUIMAAi CBITNO->KOBTOI piguHu (62 mr, 65%). MS (ESI): m/z = 307.3 [M-HJ-.

HacTynHi npomikHi cnonyku oaepxanu 3a ananorieto 3 MNpomikHoo cnonykoto B58 3 4-xnop-2-
noa-5-metundpeHony (npomikHa cnonyka B1, Ctagisa 3) i BignoBiaHUX CTPYKTYPHUX €NeMeHTIB,
3a3HaveHux B Tabnuui aani:
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MNpomixkHa

CTpyKTYpHU#IA

CucreMaTuyHa HasBa ) MS, m/z
cnonyka €NeMEHT/NPOMiKHA crnosyka
4-xrnop-2-(5-eTokcun-2-
drropdeHrin)-5-metTundgeHon
~° 5-eToKkCcU-2-
B55 dropdeHinbopoHoBa MS (ESI): 279.2
o KkucnoTta [M-H]
CAS: 900174-60-9
Cl
4-xnop-2-(2-MeToKCUEHirn)-5-
MeTl/IJ'Iq:)eHOJ'I
(2-meTokecudpenin)bopoHoBa
B56 Kkucnota MS (ESI): 249.2 [M+H]*
OH CAS: 5720-06-9
4-xnop-2-(2-gpTop-5-nponax-2-
moxcmq)emn) -5- MeTmn(peHon
(2-dbTOp-5-
B57 isonponokcudeHin) MS (ESI): 293.2
on GOpOHOBA KUCNOTA [M-HJ
CAS: 849062-30-2
Cl
4-xnop-2-[2-MeToKcu-5-
(TpudbTopmeTun)deHin]-5-
Meanq)eHon (2-meToKeu-5-
B59 E (TpudbTOopmeTUn)heHin) MS (ESI): 315.2
O o 6opoHOBa KKUCNOTa [M-HJ
oH CAS: 240139-82-6)
Cl O
4-xnop-2-(2-MeToKcU-5-nponax-
2-indeHin)-5-meTundeHon
(5-isonponin-2-
MeTOKcudeHinbopoHoBa MS (ESI): 289.3

kucnoTa
CAS: 216393-63-4)

[M-HJ

MNpomixkHa cnonyka B61

2-x10p-5-[2-prop-5-(MopdoniH-4-kapOoHin)deHin]-4-rigpokCnBeH3oHITpuUN
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Cragia 1: 2-xnop-5-[2-(pTop-5-(MoponiH-4-kapOoHin) dpeHin]-4-(METOKCMMETOKCH)BEHIOHITPUI

NN

\\: :=o
o
o

N
Cl

Cnonyky, 3asHa4eHy B 3aronoBKy, ogepxanu 3a aHanorieto 3 [pomikHol cnonykowo B58 3 5-
5 BpPOMO-2-XN0Op-4-METOKCMMETOKCH-0EH30HITpUNy (NpoMibkHa cnonyka B32, Craaia 2) (100 wmr) i (2-
dTop-5-(MopdoniH-4-kapOoHin)deHnin)dopoHoBoi kncnotn (110 mr, CAS: 1072951-41-7) i ogepkanu
Yy BUrNA4i CBITNO-XKOBTOT NiHK (24 mr, 15%). MS (ESI): m/z = 405.2 [M+H]~.
Crapia 2: 2-xnop-5-[2-(pTop-5-(MoponiH-4-kapboHin)deHin]-4-rigpokcubeH3oHITpun

OH

N
Cl

10 Cnonyky, 3a3HayeHy B 3aronoBKy, ofepxanu 3a aHanorieto 3 MNpoMixHoto crnionykoto B39, Ctagis
2 3 2-xnop-5-[2-pTop-5-(MopdoniH-4-kapboHin)deHin]-4-(METOKCMMETOKCH)BEeH30oHITpUNY (29 M) i
odepXanu y Burnsagi cipo-6inoro ocagy (14 mr, 54%). MS (ESI): m/z = 361.1 [M+H]*.

MNpomixkHa cnonyka B63
3-(5-xnop-2-rigpokcu-4-metundenin)-N-yuknonponin-4-grop-N-meTunteHsamia

N
¢
F
OH
Cragia 1:3-(5-xnop-2-meTokcu-4-meTundein)-N-umknonponin-4-gpropbeHsamia
A
L,
o]

~

P

15

Iz

Cl

Cnonyky, 3asHa4yeHy B 3aronoBKy, ogepxanu 3a aHanorieto 3 NpomikHo cnonykow B58, 3 1-
XIop-5-noa-4-metokeu-2-metTundernsony (npomikHa cnonyka B1, Cragia 2) (265 wmr) i (5-
20 (umknonponinkapbamoin)-2-dTopdenin)dopoHoBoi kncnotn (251 mr, CAS: 874289-54-0) i ogepxanu
y Burnagi »kostoro ocagy (163 mr, 52%). MS (ESI): m/z = 334.1 [M+H]+.
Crapia 2: 3-(5-xnop-2-MeTokcu-4-metTundenin)-N-yuknonponin-4-grop-N-metTunoéeHsamia
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Cl

MNapua Hatpito, 60% aucnepciio B MiHepanbHoMy mMacni (37.9 Mr) goganu B po3unH 3-(5-xnop-2-
MeToKcUu-4-meTundeHin)-N-umuknonponin-4-cgpropdeHsamiagy (158 mr) B8 MO (4.0 mn) npu KiMHaTHIN
TemnepaTtypi B aTMocdepi aproHy. Cymill nepemiwyBanu npu KiMHaTHIA TemnepaTtypi npoTtaroMm 45
XBUnNuH. MNoTim nogomeTtaH (87.3 mr) goganu no Kpannax NpPoTAroMm nepiogy B 2 XBUIMHKU i CyMill
nepemiwlysanu Npu KiMHaTHIA TeMnepaTypi NpoTArom 3 rogunH. PeakuinHy cymiw noTiM BAUNKU B BOAY
3 Nboaom. BogHuii wap ekcrparysanu ABidi 3a gonomMoroto etunauetaty. OpraHidHi wapu npoMunu
OOWH pa3s CONbOBMM PO3YUHOM, Bucywmunu Hag Na=S0s, BigdinbTpyBanu i eBanopyeanu Hacyxo.
HeounweHy pevyoBuHy ounctunu 3a gonomoroto dnew-xpomatorpadii (0% go 50% etunauetaTt B
renTaHi) 3 oaepaHHaM CNonyku, 3a3Ha4YeHol B 3aronoBky, Yy Burnagi 6inoi niHm (154 wmr, 93%). MS
(ESI): m/z = 348.2 [M+H]*.

Cragis 3: 3 (5-xnop-2-rigpokcu-4-meTundein)-N-umknonponin-4-gprop-N-meTunbensamis

}

Cnonyky, 3a3Ha4eHy B 3arosfioBKy, ogep»kanu 3a aHanorieto 3 lNpomikHoto cnonykoto B1, Ctagis 3,
3 3-(5-xnop-2-meTtokcu-4-metundeHin)-N-yuknonponin-4-gprop-N-metunbernsamigy (151 wMr) i
ogepxanu y Burnagi cipo-6inoi ninn (157 mr, 98%). MS (ESI): m/z = 334.1 [M+H]*.

MNMpomixkHa cnonyka B62

[8-(5- xnop -2-rigpokcu-4-metunderin)-4-cropdeHin]-niponignH-1-inmeTaHoH

OH
Cl

Cragisa 1: MeTvm 3-(5-xnop-2-mMeToKkcu-4-metTundeHin)-4-gropbeHsoart

o

MeTtun 3-6pomo-4-dptopbeHsoar (3.75 r) po3unHunM B UMKIoneHTunMeTunosomy edipi (70 mn)
npu KiMHaTHIKN Temnepartypi B atMocdepi aproHy. lNoTtim auetat kanio (6.32 1), 4,4,4'4'5,5,5',5'-
oktameTun-2,2'-6i(1,3,2-giokcaboponan) (5.72 r i [1,1°-
Bic(andenindocdino)dbepoueH]anxnopnanagiesun (I) komnnekc 3 guxnopmetaHom (526 mr CAS:
95464-05-4) popanu B cyMiw. PeakuiiHy cymiw HarpiBanum o 95°C npotaArom 4 roAuH i noTim
OX0Nnogunu A0 KiMHaTHOT Temnepatypu NpoTAroM A0AaTKoBOI rogumHu. [o cymiwi goganv po3uduH
kapboHaTy HaTpito (15%, 26.2 mm), 1-xnop-5-1noa-4-mMeToKkcn-2-MmeTundeHson (npomikHa cnonyka B1,
Cragia 2) (6.06 ) i [1,1-6ic(andenindocdiHo)dbepoueH]anxnopnanaaiesuin (II) komnnekc 3 OXM
(626 mr, CAS: 95464-05-4). Cymiw Harpisanu sHoBy A0 85°C npoTtsrom 18 roguH. MNoTiM peakuinHy
cymiw oxonoaunu go KT i Bnunu B Boagy 3 nbogoM. BogHuii wap ekctparyBanu Asidi 3a OMNOMOroio
uuknoneHTunmeTunosoro edipy. OpraHidHi Wwapu npoMunM OAMH pas COMbOBUM  PO3YUHOM,
Bucywunu Hag Na2S0a, BigdinbTpyBanu i esanopyeanu Hacyxo. HeounweHy peqyoBrHy ounCTUNK 3a
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agonomoroto dnew-xpomartorpacdii (0% ao 50% etunaudetrar B rentaHi) 3 oAep)kaHHAM CRNOMYKW,
3a3HadYeHol B 3arofoBKy, y BUIMsAdi CBITNO-k0BTOro ocany (4.46 r, 67%). '"H NMR (400 MHz, CDCls):
2.43 (3H, s), 3.76 (3H, s), 3.91 (3H, s), 6.85 (1H, s), 7.14-7.18 (1H, t}, 7.24 (1H, s), 8.0-8.07 (2H, m).
Crapia 2: 3-(5-xnop-2-MeToKCU-4-MmeTundeHin)-4-propbeHsoriHa kncnota
(o]

O OH
F
o

Cl

1M posunH LIOH (2.51 mn) goganu B po3uuH MeTun 3-(5-xnop-2-meTokcu-4-metundeHin)-4-
dpropbeHsoarty (310 mr) B TID (6.0 mn) npu kimHaTHIN Temnepartypi. Cymiw nepemiwysanu npu
KiMHaTHin TemnepaTypi npotsarom 18 roguH. PeakuiiHy Cymiwl BRMNKM B BOAY 3 NbOAOM i NigKUCANUIK
posunHom HCI 1M go pH=1. BogaHun wap ekctparysanu Asidi 3a 4oNOMOrot etunauetaTty. OpraHidHi
wapum npoMUNM OAWH pas CONbOBUM PO3YMHOM, BuUcywmunu Hag Na:SO4, BigdinbTpyBanu i
€BanopyBanu Hacyxo 3 ogepXXaHHAM CMONyKK, 3a3HAYEHOT B 3aronoBky, y surnaai 6inoro ocaay (309
Mr, 99%). MS (ESI): m/z = 293.2 [M-H]-.

Cragia 3: [3-(5-xnop-2-meToKkcu-4-meTunderin)-4-cdropdeHin]-niponiguH-1-inmeTaHoH
(o]

N
L0
Sk
Cl
3-(5-xnop-2-MeToKcu-4-meTundeHin)-4-cprTopbeHsonHy kucnoty (100 wmr), niponiguH (36.2 wr,
CAS: 123-75-1) i 4-metunmopdoni (51.5 mr posumHunv 8 AM® (4.0 mn) npu KiMHaTHIA TeMnepaTypi
B atMocdepi aprony. 1-(3-OumeTunamiHonponin)-3-etunkapbogiimigy rigpoxnopug (97.6 wmr) i 1-
rigpokcubeHsoTpuasony rigpar (68.8 mr) goganu B CBITNO-KOBTUW po3vuMH. Cymill nepemiwysanu
npu KiMHaTHIN TemnepaTtypi npoTaroM 2.5 roguH. PeakuiiiHy CyMmill BAWNKW NOTiIM B BOAY 3 NbOAOM i
nianyrosyeanu po3dymHom 2M Na=CQOs. BogHun wap ekctparysanu ABidi 3a 4ONOMOro eTunauerary.
OpraHiyHi wapu npomunu oguH pas 1M posunHom HCI i oguH pas conboBUM PO34YUHOM, BUCYLLUUIIU
Hag Na:S04, BigdinbTpyBanu i eBanopyBanM Hacyxo. HeouuleHy peyoBMHY O4YMcTUIIM 3a
agonomoroto dnew-xpomarorpacdii (0% ao 70% ertunaudetar B rentaHi) 3 ogep)xaHHAM CRNOMYKW,
3a3HayeHol B 3aronoeky, y Burnagi 6inoro ocagy (78 mr, 65%). MS (ESI): m/z = 348.1 [M+H]*.

Cragia 4:[3-(5-xnop-2-rigpokcu-4-metundeHin)-4-gpropdeHin]-niponiguH-1-inmeTaHoH
o]

L0

Cnonyky, 3a3HadeHy B 3aronoBkKy, ogepxxanu 3a aHanorieto 3 NpomikHoto cnonykoto B1, Ctagisa 3
3 [3-(5-xnop-2-MmeToKcu-4-MeTundeHin)-4-dropdeHin]-niponiant-1-inmetanony (74 Mmr) i ogepxanu y
BUrnsai cipo-6inoro ocaay (83 mr, 99%). MS (ESI): m/z = 334.2 [M+H]*.

HacTynai npombiHi cnonyky 6yny onep:ani 3a ananoriew 2 TpombiHo cnonvkow B62, saminow
niponigkHy 43 BigNORIAHMI aMIHO CTRYKTYDHMUE enemenT Ha CTaail 3, aK nokazano B Tadnuui Hie:
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MNpomixkHa

CTpyKTYpHU#

CucreMmaTuyHa HasBa ) MS, m/z
cnonyka €NeMEHT/NPOMiDKHA cnonyka
3-(5-xnop-2-rigpokcu-4-
MeTundeHin)-4-gprop-N-(2-
rigpokcietns)-N-
MeTundeHsamig
o]
2-(MeTHnamiHe)eTanon
HO. \ 7 . +
B64 \/\T O CAS: 109-83-1 MS (ESI): 338.1 [M+H]
F
OH
A
4-[3-(5-xnop-2-rigpokcu-4-
MeTundeHin)-4-gptopbeHsoin]-
1-meTunninepasnH-2-oH
o]
1-MeTunninepasus-2-ox
B65 NSO ‘ e MS (ESI): 377.2 [M+HJ*
L CAS: 59702-07-7
OH
A
4-[3-(5-xnop-2-rigpokcu-4-
MeTundeHin)-4-gptopbeHsoin]-
1-meTunninepasnH-2-oH
[e]
O\ N-meTunuuknoneHTaHamiH . .
B66 i O CAS: DARG-56-7 MS (ESI): 362.2 [M+H]
F
OH
3-(5-xnop-2-rigpokcun-4-
mMeTundeHin)-4-grop-N-meTurn-
N-(TiopeH-2-inmeTun)GeHsamia
i . N-meTun-1-(Tioden-2-
B68 NN immeTaHamiu MS (ESI): 390.1 [M+H]*
SO Y, CAS: 58255-18-8
OH
A
[3-(B-xnop-2-rigpokeu-4-
MeTundeHin)-4-gropdeHinl-
ninepuanH-1-inMeTaHoH
(o]
B69 rinepuany MS (ESI): 348.2 [M+H]-.

S0

CAZ: 110-88-4
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MpomixkHa CTPYKTYPHUIA
P CucremaTuM4yHa Ha3Ba PYKTYP

? MS, m/z
cnonyka eneMeHT/NpoMiXkHa cnonyka

3-(5-xnop-2-rigpokcu-4-
MeTundeHin)-N-
(uuknonponinmeTun)-4-pTop-
N- MeTl/IJ'I6eH3aMi/J, .
1-umknonponin-N-

B70 /\V METUMNMETaHaMiH MS (ESI): 348.1 [M+H]*
CAS: 18977-45-2
Cl

-(5-xnop-2-rigpokcu-4-
MeTmn(peHm) -4-pTop-N-meTun-
N-(nipnaunH-2-
inmeTun)éeHsamia
N-meTun-1-(nipngnH-2-
B71 NN immMeTaHamiH MS (ESI): 385.1 [M+H]*

O IU CAS: 21035-53-6
OH
O

MNMpomixkHa cnonyka B67
4-xnop-2-[2-¢pTop-5-(okconaH-3-inMeTokcun) peHin]-5-metTundeHon

Mg

5 Cragia 1: 3-[(3-6pomo-4-(pTopdheHokcm)MeTuMjokCoNaH

1

r
Br
Hiisonponinazoankapbokcunat (1.22 r) gogany No Kpannsx NpoTaroMm nepioay 5 XBUNuH B pO34nH
3-6pomo-4-dpTopdpeHony (1.05 r, CAS: 27407-11-0), (TeTparigpodypaH-3-inymetanony (674 mr, CAS;
15833-61-1) i TpudeHindocdiHy (1.87 r) 8 TI® (12 mn) npu 0°C B aTMocdepi aproHy. >KoBTui
10 po3uuH Harpinu go KT i niaTpumyBanu npu Uid Temnepartypi npoTarom 4.5 roguH. PeakuiiHy cymiw
BNUnK B BOAY 3 NbogoMm i nignyrosysanu 2M posunHoMm NaOH go gocarHeHHa pH=10. BoaHui wap
eKkcTparyBanu Apidi 3a gonomorow etunauetaty. OpraHivyHi wapy NpoMunM OAWH pa3 CONbOBUM
po3dnHOM, BUcywmnm Hag Na2S0s, BigdinbTpyBanu i esanopyeany Hacyxo. HeouneHy pevyoBUHY
ouncTunu 3a gonomoroto dhnew-xpomatorpadii (0% go 60% etunaueTaT B rentaHi) 3 ogep>kaHHAM
15 CMOMyKKW, 3a3HayYeHOT B 3arornoBKy, Y BUMMAAI CBITNO-XOBTOI piauHn (1.26 r, 79%). MS (El): m/z =
274.0 [M]*.
Crapia 2: 2-[2-dTop-5-(okconaH-3-inmeTokcu)dberin]-4,4,5,5-tetpametTun-1,3,2-giokcaboponaH

Cymiw 4.4.4'4' 55,5 5-oktametun-2,2'-6i(1,3,2-giokcaboponany) (129 wr), 3-[(3-6pomo-4-
20 dropdeHokcn)MeTUNjokconaHy (100 Mr), auertary Kanito (107 Mr) i [1,1'"-
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Bic(andenindocdiHo)dbepoueH]anxnopnanagiesuin (II) komnnekc anxnopmeTtaHom (14.8 mr, CAS:
95464-05-4) B 1,4-piokcadi (4.0 mn) npoaynu Tpu pasu aproHom i noTiM HarpiBanu npu 85°C
npotarom 20 roguH B aTMocdiepi aproHy. PeakuiiiHy cymill oxonoaunu go KimHaTHOT TeMmnepaTtypu i
noTiMm BfMNM B BOAY 3 NboAoM. BoaHui wap ekcTtparysanu ABidi 3a AONOMOrol eTunauetarty.
OpraHiyvHi Wwapu NnpoMunu oanH pas ConbOBUM PO34YMHOM, BUCyluMnu Hag Na2SO4, BigdinsTpyBanm i
eBanopysanu Hacyxo. HeounwleHy pe4yoBuHY o4ncTunm 3a gonomMoroto dnew-xpomatorpadii (0% ao
20% eTunauertar B renTaHi) 3 oJep>KaHHAM CMONyKW, 3a3Ha4veHol B 3aronoBky, y surnsagi 6esbapsHoi
pianHu (90 mr, 62%, unctota npudnus. 80%). MS (El): m/z = 322.0 [M]*.
Cragia 3: 4-xnop-2-[2-dTop-5-(okconaH-3-inmeTokcu)dpeHin]-5-meTundreHon

e

Cnonyky, 3asHa4eHy B 3arofoBKy, ogepxkanu 3a aHanorieto 3 [MpomikHO cnonykowo B58 3 4-
xrop-2-noa-5-metundeHony (npomixkHa cnonyka B1, Ctagia 3) (58 wr) i 2-[2-dTop-5-(okconaH-3-
inMeTokcu)peHin]-4,4,5,5-tetpameTun-1,3,2-giokcaboponany (83.5 mr) i ogepxxanu y Burnagi ceirno-
»KOBTOro macna (29 wmr, 39%). MS (ESI): m/z = 337.1 [M+H]*.

Hactynai npomibirl cnonyrr Sym ogepwadi 3a adanornien 3 NpomikHow crnonyko B8T, wnaxom
saminm  (TeTparigpodypaH-3-in)metaHony Ha craaii 1 Ha BignNOBIAHWMW CNUPTOBUI CTPYKTYPHUIA
E€NeMEHT, Ak noxazano B Tabnuui nus:

MpomixHa CTPYKTYpHUI
cnornyka Cucremarudka Hassa eNneMeHT/NPoMiXKHa cnonyka MS, m/z
4-xnop-2-[2-pTop-5-(okcaH-4-
inMeToKkcu)eHin]-5-
MeTUNdEHON
‘O\/ (TeTpariapo-2H-nipan-4-
B72 ° O immeTaHon MS (ESI): 351.1 [M+H]*
. CAS: 14774-37-9
OH
4-xnop-2-[2-¢pTop-5-(okconaH-
2-inmeTtokcu)peHin]-5-
MeTUNdEHON
{(revparigpodypan-2- .
B74 ("j\/o O inymeTanon MS (I[EI\?_Il)_"]?’%'Z
F CAS: §7-88-4
OH
c| O

Mpombrua cnonyka B75
2-[3-(5-xnop-2-rigpokcu-4-meTtundyeHin)-4-gpropdeHokcn]-N,N-gumeTunavuetamia
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(o}

\NJ\/O

A
SO
Crapia 1: 2-(3-6pomo-4-dbTopdeHoken)-N,N-gumeTnnayetamia

(o]
\NJ\/O
| QF
Br

3-6pomo-4-pTopdpeHon (500mr, CAS 27407-11-0), 2-xnop-N,N-gumetunauetamig (573 wr) i
5 kapboHaT kanito (832 mr) o6’egHanu 3 auetoHom (15 Mn) NpU KiMHaTHIA TemnepaTypi B atmocdepi
aproHy. Cymiw Harpini Ao kuniHHA npotarom 18 roguH i noTiM nigTpuMyBanu nNpu KiMHaTHIRA
TemnepaTtypi npotarom 1 roguHu. PeakuiiHy cymiwl noTiM BNUAWM B BOAY 3 NbOAOM i BOAHWA wwap
ekcTparyBanu ABidi 3a gonomoro etunauerarty. OpraHiyHi wapu npoMunu O4uH pas CONbOBUM
po3dnHOM, BUcywmnm Hag Na2S0s, BigdinbTpyBanu i esanopyeany Hacyxo. HeouneHy pevyoBUHY
10 ouncTunu 3a gonomoroto drew-xpomarorpaddii (0% no 80% eTunaueTar BrentaHe) 3 oJepKaHHAM
CMOMyKKW, 3a3HAYEHOT B 3aronoBKy, Y BUINSAAiI CBITNO-KOBTOT piguHn (934 mr, 91%, uncrota npubnus.

70%). MS (ESI): m/z = 278.1 [M+HJ*.

E
OH

Cragisa 2: 2-[4-bTOP-3-(4,4,5,5-TeTpameTun-1,3,2-giokcaboponan-2-in)peHokcun]-N,N-
auMeTunaueTamig
(o}
\NJJ\/O
|
F
/B\
(o} [0}
. 1
Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxanu 3a aHanorieto 3 NpomixHoo cnonykoto B67, Ctaaiqa
2 3 2-(3-6pomo-4-ptopdeHoken)-N,N-gumeTunadetamigy (930 ™r) i ogepxanu y BUrNagi
6e3bapHoro macna (188 mr, 18%, uncrota 70%). MS (ESI): m/z = 324.2 [M+H]*.
Cragia 3: 2-[3-(5-xnop-2-rinpokcu-4-metundeHin)-4-gropdeHokcun]-N,N-gumetTunaveramis
o]
\NJI\/O O
| F
OH
Cl O
20

Cnonyky, 3asHa4eHy B 3arofoBKy, ogepxanu 3a aHanorieto 3 [pomikHOl cnonykoo B58 3 4-
xrnop-2-noa-5-metundeHony (npomikHa crnonyka B1, Crapia 3) (108 wmr) i 2-[4-¢pTop-3-(4,4,5,5-
TeTpameTun-1,3,2-giokcaboponan-2-in)deHokcun]-N,N-gumetunavetamigy (186 mr, ymucrora 70%) i
oAepxKanu y BUrnagi CBiTNo-kopuyHeBOT NiHKW (63 mr, 46%). MS (ESI): m/z = 338.1 [M+H]*.

25 MpomixxHa cnonyka B73
3-(5-xnop-2-rigpokcu-4-metundenin)-4-dprop-N-(2-meTokcieTnn)-N-metTundéeHsamia

S

Crapia 1: 3-(5-xnop-2-rigpokcu-4-meTundeHin)-4-gpropbeHsoriHa kucnota
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3-(5-xnop-2-MeToKcu-4-meTundeHin)-4-cbTopbeH3onHy kucnoTy (npomikHa cnonyka B62, Ctagia
2) (145 wmr o6’egHanu guxnopmetaHoM (5.0 mm) npu 0°C B atMmocdepi aproHy. Motim 1M po3umH
Tpudtopuctoro 6Gopy B anxnopmeTadi (1.23 mn) goganu no kpannsix NpoTarom nepiogy 2 XBUMUHMK.
OaepxxaHMin XKOBTUIW PO3YUH MOTIM NiATPUMYBanNU nNpu KiMHATHIA TemnepaTtypi NpoTaroMm 6 rogu.
PeakuiiHy cymiw BAMnM NoTiM B BOAY 3 SIbOAOM i BOOHWIA LLap ekcTparyBanu ABidi 3a AONOMOrolo
etunayetarty. OpraHiyHi wapu NpPOMUNM OAUH pa3s CONbOBMM PO3YMHOM, Bucywnnu Hag Na2S0s4,
BiahinbTpyBanu i eBanopysanu Hacyxo 3 OAepKaHHAM CNOMyKWU, 3a3HAYEHOl B 3aroNoBKy, Y BUIMAAI
CBITNO-KOpUYHeBOro ocaay (146 mr, 100%). MS (ESI): m/z = 559.2 [2M-H]-.

Crapia 2: 3-(5-xnop-2-rigpokcu-4-metundein)-4-dgprop-N-(2-meTokcieTun)-N-metnnbensamia

o]

e

CRoayKy, 2a38gueHy B 2arofnosyy, caspianu 3a gHanorie s MpombiHoe cnomyrowe Be2, Craaia
3 2 3-(5-xnop-2-rigpokcu-4-meTundeHin)-4-pTopOeH30MHOT Kucnotn (53 mr} 3 BHEOPUCTAHHSM 2Z-
metokcu-N-metunetanaminy (24 wmr, CAS: 38256-33-8) samictb nmiponiguny | ogepxanu y surnagi
Ginoi niru (40 mr, 83%). MS (ESI): m/z = 352.1 [M+H]*.

MNpomixkHa cnonyka B76

1-[[3-(5-xnop-2-rigpokcu-4-metundeHin)-4-cdropderinlmetrnn]-4-metunninepasuH-2,5-aioH

OH
Cl l

Cragia 1:2-6pomo-4-(6pomomeTun)-1-dprTopbeHson

Br
F

Br

TeTpabpoMmmeTaH (7.28 1) goganu B po34nmH3-6pomo-4-ropdenin)metanony (3.0 r, CAS: 77771-
03-0) B TT® (50 mn) npu 0°C B aTMocdepi aproHy. NoTim po3uuH TpudeHindocdiHy (5.76 r) B TT®
(30 mn) goganu no kpannax npotarom nepiogy 40 xsunuH. Cymiw Harpinu go KT i nigTpumysanu npu
Livi TemnepaTypi NpoTarom 65 roanH. PeakuiinHy cymill BAUNKW NOTiM B BOAY 3 NbOAOM i eKcTparysanu
ABa pasu etunauetatoMm. OpraHidHi wapu npoMunm oAuH pa3 CONMbOBUM PO3YMHOM, BUCYLUWMM HaA
Na2S04, BigdinbTpyBanu i eBanopyBany Hacyxo. HeouulleHy peyvyoBMHY OYMCTMIIM 3a AOMOMOroH
dnew-xpomarorpadii (0% ao 10% eTunauetaT B renTaHi) 3 ogepKaHHAM CMOMyKW, 3a3HaYeHol B
3aronoBkKy, y BUrNaai ceiTno-xosT1ol pianHu (5.10 r, 95%, unctota 70%). MS (El): m/z = 267.9 [M]*.

Crapia 2:1-[(3-6pomMo-4-dbTopdeHinmmeTun]-4-meTunninepasmH-2,5-4ioH

1-MeTtunninepa3suH-2,5-gioH (150 mr, CAS: 5625-52-5) posunHunu 8 AM® (5.0 Mn) npu KiMHaTHI
TemnepaTtypi B atmocdepi aprony. Cymiw oxonoaunu go 0°C i 60% gucnepcito rigpuay HaTtpio B
MiHepanbHoMy Macni (103 mr) goganu 3a ogHy nopuito. CycneHsito nepemiwysanu npu 0°C npoTarom
10 xB i noTiM Harpinu ao KT npotdrom 45 xBUnuH. MNotiMm 2-6pomo-4-(6pomomeTnn)-1-cpropbeHson
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(627 mr) goganu no Kpannax npotarom nepiogy 5 xsunuH. Cymiw nepemiwlyBanu npu KiMHaTHIRA
TemnepaTtypi npotarom 16 roauH. PeakuiiiHy cymiw BNUnW NOTiM B BOAY 3 NbOAOM i BOAHWA wap
ekcTparyBanu ABidi 3a gonomoro etunauerarty. OpraHiyHi wapu npoMunu O4uH pas CONbOBUM
po3dnHOM, BUcywmnm Hag Na2S0s, BigdinbTpyBanu i eBanopysanu Hacyxo. HeounleHy peqoBUHy
ounctunn 3a gonomorolo  dnew-xpomatorpadii (0% [o 10% mMeTaHon B AUXIIOPMETaHI) 3
OAEpKaHHAM CMONYKW, 3a3HAYEHOI B 3aronoBKy Yy BUMMAAI CBITNO-KopuyHeBoi cMmonu (121 mr, 32%).
MS (ESI): m/z = 315.0 [M+H]*.

Cragia 3: 1-[[4-dbTOpP-3-(4,4,5,5-TeTpameTun-1,3,2-giokcaboponan-2-in)peHinlmetTnn]-4-
MeTunninepasunH-2,5-4ioH

feast

Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxanu 3a aHanorieto 3 NpomixHoo cnonykoto B67, Ctaaiqa
2, 3 1-[(3-6pomo-4-hTopdeHin)meTun]-4-metTunninepasud-2,5-gioHy (120 mr) i ogepxkanu y Burnagi
CBITNO-Kopu4yHeBoT cmonun (102 mr, 52%, yuctota 70%). MS (ESI): m/z = 363.2 [M+H]+.

Cragia 4: 1-[[3-(5-xnop-2-rigpokcu-4-metundyeHin)-4-dropdeHinlmetun]-4-meTunninepasmi-2,5-
JioH

JC

Cnonyky, 3asHa4eHy B 3arofoBKy, ogepxanu 3a aHanorieto 3 [pomikHOl cnonykoo B58 3 4-
xrop-2-noa-5-metundeHony (npomikHa cnonyka B1, Crapia 3) (52 wr) i 1-[[4-¢pTOp-3-(4,4,5,5-
TeTpameTun-1,3,2-giokcaboponan-2-in)deHinmeTnn]-4-meTunninepasuH-2,5-giony (100 wr, yncrota
~70%) i ogepxanu y BUrnsAi CBITNO-KOPUYHEBOT NiHK (28 Mr, 37%). MS (ESI): m/z = 377.1 [M+H]+.

Hactynsi npomibxril cnonyrr Sym ogepwadi 3a adanornien 3 NpomikHow crnonyko BYE, wnaxom
aaminm 1-MmeTunninepasuH-2,5-gioHy Ha Ctaail £ Ha signopiasnil amigHuil CTRYKTYRHMIE SNeMeHT, sK
nokasano B Tadnuul Hueie:

MpombiHa CTPYKTYPHUIA
POMBH CucTemMaTuyHa Ha3Ba PYKTYP

? MS, m/z
CRONVKE eneMeHT/NpoMiXHa cnonyka

1-[[3-(5-xnop-2-rinpokcu-4-
MeTUNdEHIN)-4-
dTopceHin]meTnn]niponignH-2-
OH
B81 &7 O 'gz%”'g”gfbog MS (ESI): 334.0 [M+H]*
F
OH

3-[[3-(5-xnop-2-rigpokcu-4-
MeTUNdEHIN)-4-
dropdeHinimeTun]-1,3-
OKCasonianH-2-oH
{ OKCa30niAnH-2-0H MS (ESI): 334.1
B82 My O CAS: 437-25-8 [M-HJ
F
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MNpomixkHa cnonyka B78
N-[[3-(5-xnop-2-rigpokcu-4-meTundeHin)-4-dropdeHinlmetun]-2-metokcu-N-metTunaveramis

/°\)J\T O
Cl O

Cragia 1: N-[(3-6pomo-4-bTopdheHin)MeTun]-2-MeToKCiaueTamia

o
H“QF

Br

2-meTokcioutoBy kucnoty (165 wmr, CAS: 625-45-6), (3-6pomMo-4-(pTopdheHin)-meTaHamMiHy
rigpoxnopus (529 mr, CAS: 202865-68-7) i 4-meTunmopdoniH (741 mr) posunHunu 8 AMe (6.0 mr)
npu KiMHaTHIW TemnepaTtypi B atmocdepi aproHy. 1-(3-OumetunamiHonponin)-3-etunkapbogiimigy
rigpoxnopua (527 wr) i 1-rigpokcubensorpuasony rigpar (371 wmr) goganu Ao CBITNO-KOBTOrO
po3ynHy. Cymill nepemiwlyBany nNpu KiMHaTHIA TemnepaTypi npoTaroMm 16 roguH. PeakuiiHy cymill
BNUNM NOTiM B BOAY 3 NbOAOM i nignyropyBanu posyunHom 2M Na>COs. BogHuii wap ekcrparysanu
OBiMi 3a gonomorok etunauetary. OpradivyHi wapu npomMunyM OAWH pa3 COMbOBUM PO3YMHOM,
Bucywunu Hag Na2S0a, BigdinbTpyBanu i esanopyeanu Hacyxo. HeounweHy peqyoBrHy ounCTUNK 3a
agonomoroto dnew-xpomarorpacdii (0% ao 80% eTunauetrar B rentaHi) 3 ogep)xaHHAM CRNOMYKW,
3a3Ha4YeHol B 3aronoBky, y Burnagi 6inoro ocaay (503 mr, 98%). MS (ESI): m/z = 278.0 [M+H]+*.

Crapia 2: N-[(3-6pomo-4-pTopdeHinmeTun]-2-metTokeu-N-metunauetamig

E
OH

Cnonyky, 3asHaJyeHy B 3arofioBKy, ogepxanu 3a aHanorieto 3 lNpomikHoto cnonykoto B63, Craaia
2, 3 N-[(3-6pomo-4-pTopdeHin)meTun]-2-meTokciauetamigy (290 ™Mr) i ogepxanmu y Burnagi
6e36apBHOT pianHu (198 mr, 62%). MS (ESI): m/z = 290.0 [M+H]*.

Crapia 3: N-[[4-¢pTOp-3-(4,4,5,5-TeTpameTun-1,3,2-giokcaboponaH-2-in)eHin]MeTun]-2-meTokcu-
N-meTunauetamig

(o]
oM,

Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxanu 3a aHanorieto 3 NpomixHoo cnonykoto B67, Ctaaiqa
2, 3 N-[(3-6pomo-4-pTopheHin)meTun]-2-meTokcn-N-metTunadetamigy (199 mr) i ogepxanu y Burnagi
CBITNO->KOBTOT pianHu (262 mr, 57%, unctota ~50%). MS (ESI): m/z = 338.2 [M+H]*.

Cragia 4: N-[[3-(5-xnop-2-rigpokcu-4-meTtundyeHin)-4-cdropderinlmetTnn]-2-metokcu-N-
MeTunaueTamig

/°\)J\T O
Cl O

Cnonyky, 3asHa4eHy B 3aronoBKy, ogepxanu 3a aHanorieto 3 lNMpomikHOO crnonykoio B58 3 4-
xrop-2-noa-5-metundeHony (npomikHa crnonyka B1, Ctagia 3) (102 wmr) i N-[[4-¢pTOp-3-(4,4,5,5-
TeTpameTun-1,3,2-giokcaboponan-2-in)eninmerTnn]-2-metokcn-N-metTnnauetamiay (256 M,

E
OH
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yuctoTta ~50%) i ogepxkanu y surnsgi >koetoi cmonu (106 mr, 64%, unctota ~80%). MS (ESI): m/z =
352.1 [M+H]*.
HacTynii npomMbrni cnonyky Symu ogepxai 3a ananorico 3 NpoMbnow cnonykoo BY8, wnaxom
3aMiHK 2-MEeTOKCIOUTOBOI KMCcnoTu Ha Crtagii 1 Ha sianopigHui kapBoHOBO KUGHOTHWI CTRVKTYDHNHA
5 eneMeHT, Ak nokasaHo B Tabnuul Hinkue;

Miposiiiia CucTeMaTWyHa Ha3Ba CTpyKTypHNY MS, m/z
CRORYKE enemMeHT/NpoMixHa cnonyka
N-[[3-(5-xnop-2-rinpokcu-4-
MeTUndeHin)-4-
dTopdeHin]meTnn]-N-
METUNLMKIIONPonaH
kapbokcamig Luknonponankapfonosa
B8O vi KUCnoTa MS (ESI): 348.1 [M+H]*
N CAS: 1759-53-1
O
OH
L2

MpomixkHa cnonyka B79
N-[[3-(5-xnop-2-rigpokcu-4-meTundeniny-4-propdeninlmeTun]ymknonponat-kapbokcamig
(o]

0
J

Crapia 1: N-[(3-6pomo-4-cbTopdeHinMeTunumMknonponaHkapbokcamig
(o]

v QY

Br

Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxanu 3a aHanorieto 3 NpomixHoto cnonykoto B78, Ctaaiqa
1, 3 yuknonponaHkapboHOBOI kucnoTu {127 wmr, CTAS: 1758-53-1) | oaepwanu y surnagi 6inoro
15 nopoLuky (444 wr, 100%). MS (ESI): m/z = 272.0 [M+H]*.
Cragia 2: N-[[4-dTOp-3-(4,4,5,5-TeTpameTun-1,3,2-giokcaboponan-2-in)deHinlmeTnn]-
uuknonponaHkapbokcamia

F
OH

10

Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxanu 3a aHanorieto 3 NpomixHoo cnonykoto B67, Ctaaiqa
20 2, 3 N-[(3-6pomo-4-(pTopdheHin)meTunuuknonponankapbokcamigy (217 wmr) i ogepkanu y Burnagi
CBITNO->KOBTOro macna (257 mr, 61%, uncrota ~60%). MS (ESI): m/z = 320.2 [M+H]*.
Cragia 3: N-[[3-(5-xnop-2-rigpokcu-4-meTunderin)-4-gropdeHinjmeTun]yuknonponax-
kapbokcamia
(o]

L
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Cnonyky, 3asHa4eHy B 3arofoBKy, ogepxanu 3a aHanorieto 3 [pomikHOl cnonykoo B58 3 4-
xrop-2-noa-5-metundeHony (npomikHa crnonyka B1, Ctagia 3) (119 wr) i N-[[4-¢pTOp-3-(4,4,5,5-
TeTpameTun-1,3,2-giokcaboponan-2-in)deninmetTnn]-uyuknonponankapbokcamigy (236 wr, 4ducrota
~60%) i ogepxxanu y BUrnAAi CBITNO->KOBTOT NiHK (63 Mmr, 42%). MS (ESI): m/z = 334.1 [M+H]*.

HacTynui npomMbini cnonyky Symu ogepxai 3a adanorico 3 NpoMmow cnonykon BY9, wnaxom
3amMiHK  uuknonponankapbonorol kuMcnotH Ha craail 1 Ha BignosigHuit  KapOOHOBOKKMCIIOTHNHA
CTDYKTYDHUR €REMEHT, 8K NOKa3aHe B Tabnuul Hinide:

Mpombitia CuctemaTu4yHa HasBa CprKTypH”” MS, m/z
cnonyka €NeMEHT/NPOMiDKHA cnonyka
N-[[3-(5-xnop-2-rigpokcun-4-
MeTundeHin)-4-
dTopdeHin]meTnn]-2-
MeTOoKciaueTamig
f 2-METOHCICUTORE KUCNOTE MS (ESI): 336.1

B83 N ) CAS: 625-45-6 [M-HJ
F
OH

SO

MNpomixkHa cnonyka B77
7-(5-xnop-2-rigpokcn-4-metundeHin)-6-drop-3-metun-1,3-6eH30kcason-2-ox

\
~ I,

Crapia 1: 7-6pomo-6-dpTop-3H-1,3-6eH30kcas3on-2-0H

H
N
=L
o F
Br

Posuun 1,1 -kapboHingiimigasony (378 wmr) B TeTpariapodypani (6.0 mn) goganu go cycneHsii 6-
amiHo-2-6pomo-3-dpToppeHony (400 mr, CAS: 1257535-00-4) B Trd (5.0 mn) npu KiMHaTHIN
TemnepaTtypi B aTMocdepi aproHy. Cymill nepemiwlyBanu nNpu KiMHaTHIM Temnepartypi npotarom 4
roguH. PeakuiiHy cymiw BRuMnM MOTiM B BOAY 3 NbOAOM i BOAHWMW Luap ekcTparysanu Apidi  3a
Jonomorow etunayerary. OpraHivHi lwapu NnpoMunm oAuH pas CONbOBUM PO3YMHOM, BUCYLUMMW Hag
Na2S04, BiadinbTpyBanu i eBanopyBanu Hacyxo. HeouulleHy peyqoBMHY OYMCTMIU 3a AOMOMOrOH
dnew-xpomarorpadii (0% o 100% eTunauetaT B rentaHi) 3 ogep>kaHHAM CMOMNYKW, 3a3HaA4YeHOl B
3aronoBky, y BUrnaai opaHxesoro ocaay (298 wr, 65%). MS (ESI): m/z =230.0 [M-HJ-.

Crapia 2: 7-6pomo-6-dpTop-3-meTun-1,3-6eH30KCa30m-2-0H

\
<0
o F
Br

Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxanu 3a aHanorieto 3 NpomixHoto cnonykoto B63, Ctaaiqa
2, 3 7-6pomo-6-gpTop-3H-1,3-6eH3okcason-2-oHy (290 Mr) i ogepkanu y BUrMAA4i CBITNO-KOPUYHEBOI
niHn (263 mr, 84%). MS (El): m/z = 245.0 [M]*.

Crapia 3: 2-(5-xnop-2-MeToKCU-4-meTundeHin)-4,4,5 5-retpametun-1,3,2-giokcaboponax
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O\B,O
o\
Cl

Cnonyky, 3asHaJyeHy B 3arofioBKy, ogepxXanu 3a aHanorieto 3 NpoMixkHoto cnonykoto B67, Ctaais
2, 3 1-xnop-5-nop-4-metokcu-2-meTundensony (npomikHa cnonyka B1, Crapia 2) (300 wmr)
ogepxanu y Burnagi cipo-6inoro ocagy (75 wr, 21%, yncrota ~80%). MS (ESI): m/z = 311.1 [M+H]*.
CTa/J,IFI 4: 7-(5-xnop-2-MeToKCU-4-MeTUNdeHIn)- 6 -(pTop-3-meTun-1,3-6eH3okcason-2-oH

%

Cnonyky, 3asHa4eHy B 3arofioBKy, ogepxanu 3a aHanorieto 3 [pomikHO cnonykowo B58 3 7-
6pomo-6-Top-3-meTun-1,3-6eH30kcason-2-oHy (npomMikHa cnonyka B77, Cragia 2) (38 wmr) i 2-(5-
XI0p-2-MeTOKCU-4-meTundeHin)-4,4,5,5-tetpameTun-1,3,2-giokcaboponany (71 mr, yncrora ~80%) i

10 oaepXanu y Burnsagi cipo-6inoro ocagy (18 mr, 36%). MS (ESI): m/z = 322.0 [M+H]*.

CTa/J,IFI 5: 7-(5-xnop-2-rigpokcu-4-metundenin)-6-drop-3-metun-1,3-6eH3okca3on-2-oH

Ei

Cnonyky, 3a3Ha4eHy B 3arosfioBKy, ogep»kanu 3a aHanorieto 3 lNpomikHoto cnonykoto B1, Ctagis 3,
3 7-(5-xnop-2-meTokcu-4-metundeHin)-6-dprop-3-metnn-1,3-6eH3okcason-2-oHy (18 mr) i ogepxanu y
15 BUIMAAi CBITNO-KOPUYHEBOro ocaay (15 mr, 79%, unctota 90%). MS (ESI): m/z = 306.1 [M-H]-.
I'Ip0|v|i>|<Ha cnonyka B86
-(5-xnop-2-rigpokcn-4-metTundeHin)-4- (TpudOTOPMETOKCN) OEHIOHITPUN

)<F

LuknoneHtunmeTtunosuii ecpip (5 mn) npoaynu Tpu pasu aproHom i notim o6’eaHanu 3 3-6pomo-4-
20 (TpucptopmeToken)beHsoniTpunom (130 mr, CAS: 191602-89-8), auetatom kamito (144 wr),
444 4' 555 5"-oktameTnn-2,2'-6i(1,3,2-giokcaboponaHom) (130 Mr) i [1,1°-
Bic(andenindocdiHo)depoueH]anxnopnanagito (II) AXM komnnekcom (20 mr). Cymiw HarpiBanu ao
95°C npotarom 4 roguH B atMocdepi aproHy. PeakuinHoi cymiwi ganu oxonoHytn o KT i notim
ob’egHanu 3 NPoAYTUM aproHOM po3vnHOM KapboHaty HaTpito (15% B Boai, 600 mkn), 4-xnop-2-moa-
25 5-metundberonom (131 mr, ogepxxanui B cnocobi ans MNpomixHoi cnonykn B1, Ctagia 3) i [1,1°-
Bic(anderindocdiHo)depoueH]anxnopnanagin (1) OXM komnnekcom (20 mr). PeakuiiHy cymiw
3HOBY Harpisanu go 86°C npotarom 18 roguH. PeakuiiHy cymiw oxonoaunu ao KT i BNunu noTiM B
BOAY 3 NboAOM. BoaHMI Liap ekcTparyeBanu ABidi  3a AONOMOrO eTunaueTaTty i opraHiyHi wapu
NPOMUNU OAMH pa3 COMbOBUM PO3YMHOM, Bucylumnm Hag Na2SQOs, BigdinbTpyBanu i esanopysanm.
30 3anuiwok oyncTunun 3a gonomoroo driew-xpomartorpadyii (cunikarens, 20 r kapTpuak, rpajieHT Bia
0% no 20% eTuvnaueTaT B renTaHi) 3 oaepXkaHHAM CMOMNyKW, 3a3HAYeHOT B 3aronoBKy, Yy BUrNAai
CBiTNO->x0BTOr0 ocazay (48 mr). MS (ESI): m/z = 326.3 [M-H]J-.
HacTtynHi npoMixkHi cnonyku oagepxanu 3a adanorieto 3 [MpomikHo cnonykoto B86 Lwinsxom
3aMiHKn 3-6pomo-4-(TpUPTOPMETOKCHM)BEHIOHITPUMY HA BiagMNoBigHi apun-6pomian, akwo HeodbxiaHo, 4-
35 Xnop-2-noa-5-mMeTundeHon Ha BianoBiaHWI apun-noana, ik ONMCaHo B HACTYMHIN Tabnuu;:
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MNpomixkHa
cnonyka

CucremaTun4yHa HasBa

CTPYKTYpHI
enemeHTU/NIpoMiDKHI CNonyKn

MS, m/z

B88

2-xnop-5-(2-cprop-3-
MeTOKCUEHIn)-4-
riApOKCMOEH3OHITPUN

o
F
I OH
NZ
a

1-Gpoma-2-grop-3-
mMeToreubenaon
(CAS: 95970-22-2)

i
2-xnop-4-rigpoKcu-5-
noaobeH3oHITpUN
(npomixkHa cnonyka B31,
Cnoci6 B, Cragia 1)

MS (ESI): 278.1 [M+H]*

B90

4-xnop-2-(2-¢prop-3-
MeToKcudeHin)-5-metTundeHon

ol
F
I OH
Cl

1-Gpomo-2-Prop-3-
METOKCUGEH30N
{(CAS: 95970-22-2)

i
4-xrop-2-#og-5-
MeETURMEHON
{npombkHa cnonvka B1,
Cranisn 3)

MS (ESI): 267.1 [M+H]*

B91

2-xnop-5-(2,3-gudpropdeHin)-4-
riApOKCMOEH3OHITPUN

9

1-Gpomo-2,3-audtopbenzon
(CAS: 38573-88-5)

i
2-xnop-4-rigpoKcu-5-
noaobeH3oHITpUN
(npomixkHa cnonyka B31,
Cnoci6 B, Cragia 1)

MS (ESI): 264.1
[M-HJ

B92

4-xnop-2-(5-unKrnonponinokcu-
2-dpTopheHin)-5-meTundreHon

v°F
CIOH

2-6pomo-4-
uuknonponinokcu-1-
dhTopbeHson
(CAS: 1243469-64-8)
i
4-xrop-2-#og-5-
MeTURGIeHoR
{npombkHa cnonyka Bi,
Craais 3)

MS (ESI): 293.1 [M+H}*

B93

2-xnop-5-(5-xnop-2-
dhTopdeHnin)-4-
riApOKCMOEH3OHITPUN
Cl

N
o
O
T

Cl

2-Bpomo-4-xnop-1-
drropbenson
{CAS: 1886-30-1)

i
2-xnop-4-rigpoKcu-5-
noaobeH3oHITpUN
(npomixkHa cnonyka B31,
Cnoci6 B, Cragia 1)

MS (ESI): 280.1
[M-H]
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Mpombitia CuctemaTu4yHa HasBa CprKTypH'. MS, m/z
cnonyka enemeHTU/NIpoMiDKHI CNonyKn
2-xnop-5-(2,5-gudpTopdeHin)-4-
riApOKCMOEH3OHITPUN
F 2-6pomo-1 4-gudropheHson
O (CAS: 399-94-0)
i Ry
B94 F 2-X710p-4-TiApoKCH-5- MS (%35)4.]_264.1
OH noaobeH3oHITpUN
(npomixkHa cnonyka B31,
Cnoci6 B, Cragia 1)
NZ
o]
2-xnop-5-(5-LMKnonponinokcu- 2-6pomo-4-
2-pTopheniny-4- LMKNonponinokeu-1-
riApOKCMOEH3OHITPUN dropbenson
o (CAS: 1243469-64-8) Ry
B95 \vA O : MS (ESI): 302.2
F : [M-H]
oH 2-xnop-4-rigpoKcu-5-
O 0A0BEH3OHITPUN
> (npomixkHa cnonyka B31,
N c Cnoci6 B, Ctagis 1)
2-xnop-5-[2-¢pTop-5-
(TpucbTOpMETUN) CheHin]-4- 2-6pomo-1-cpTop-4-
rifPOKCUOEH3OHITpUN (TpudTOpMETMN)BEHION
"~ (CAS: 68322-84-9)
B96 F i MS (ESI): 314.2
O . 2-x10p-4-rigpoKcu-5- [M-HJ
oH noaobeH3oHITpUN
O (npomixHa cnonyka B31,
P Cnoci6 B, Cragia 1)
N7
Cl
MNpomixkHa cnonyka B87
2-xnop-5-[2-prop-5-(okconaH-2-inmeToken)PeHin]-4-rigpokcubeH3oHITpun
(I o
F
I OH
NF
cl
5 Liro cnonyky oaepxanu 3a aHanorieto 3 lNpomikHoto crnonykoto B67, Cragii 1-3, wnaxom samiHu

Ha cTaaii 1 (TeTparigpodypaH-3-in)MmeTaHony Ha (TeTparigpodypaH-2-in)metaHon (CAS: 97-99-4), i
Ha cTagii 3 4-xnop-2-noa-5-metundeHony Ha 2-xnop-4-rigpokcu-5-nogobeH3oHITpUN (0aepKaHun B
cnocobi ana MpomixkHoT cnonykn B31, Cnoci6é B, Ctaais 1). Caitno-kopunyHese macno: MS (ESI):
348.1 [M+H]*.
10 MpomixxHa cnonyka B97
2-x1nop-5-[2-prop-5-(TpudTopmeToKeU)PeHin]-4-riapokcMbEH3OHITPU
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Cl

Llen martepian oaepxanu 3a aHanorieio 3 lMpomikHoto cnonykoio B86 3 2-6pomo-1-cTop-4-
(TpucptopmeTokcu)beHsony (210 mr, CAS: 286932-57-8) i 2-xnop-4-rigpokcu-5-nogobeH3oHITpuny
(204 wr, npomikHa cnonyka B31, Cnoci6 B, Cragia 1) 3 ogepXaHHsSM CMONyKW, 3a3HA4YEHOT B

5  3aronoeky, y urnagi 6esbapsHoro ocagy (130 mr, 47%). MS (m/z): 330.1 [M-H]-.

MpomixkHa cnonyka B98

2-xnop-5-[2-pTop-5-(2,2,2-TpupTopeTokcn)PeHin]-4-rigpokCBEeH3OHITpun

NZ
al

Crapia 1: 2-6pomo-1-dTop-4-(2,2,2-Tpudptopetokcn)deHson

F
>|\/
F
F
Br

3-6pomo-4-dpTopdpeHon (500 mr, CAS: 27407-11-0), 1,1,1-Tpucptop-2-iiogetan (824 mr, CAS;
353-83-3) i kapboHaT kanito (1.09 r) o®’egHanu 3 OM® (10.0 mn) npu KiMHaTHIA TemnepaTypi B
aTMmochepi aproHy. Cymiw Harpisanu go 80°C npotarom 2 roguHu noTiMm npu 60°C npotarom
aopatkosux 16 roguH. TLWX nokasana BenuKy KinbKicTb BUXigHOT cnonyku. [loaatkoBy kinekicte 1,1,1-
15 TpudbTop-2-rogetary (824 mr) i kapboHaTy kanito (724 mr) goganu i cymiw Harpisanu sHoBy npu 80°C
npotarom 64 roguH. PeakuinHy Cymill noTiM OXONoAWNK | BAWNK B BOAY 3 NboaoM. BoaHwui wap
nianyrosyeanu HacudeHum po3dmHom Na=COs i ekcTparyBanu ABidi 3a AONOMOrOK eTunauerary.
OpraHiyvHi Wwapu NnpoMunu oanH pas ConbOBUM PO34YMHOM, BUCyluMnu Hag Na2SO4, BigdinsTpyBanm i
esanopysanu. 3anuweHunin OM®P Buganunu cninbHOKO eBanopadield 3 Tonyonom. HeouunweHui
20 mMaTtepian ouuctunu 3a gonomoroto dnewl-xpomarorpadii (ISCO, cunikarens, 25 r kaptpuax, 0% ao
20% eTunaueTaTt B rentaHi) 3 ogepXaHHAM CNOSYKWU, 3a3HadeHOl B 3arosioBKY, Y BUrnsdi CBIiTno-
YKOBTOT piguHu (601 mr, 80%). MS (El, m/z): 272.0 [M]*.
Crapia 2: 2-xnop-5-[2-¢pTop-5-(2,2,2-Tpudptopetokcn)deHin]-4-rigpokCnbeH3oHITpun

10

FF>|\/°
SN

I OH
NZ
Cl
25 Llent matepian ogepxxanu 3a ananorieto 3 MpomikHoo cnonykoto B86 3 2-6pomo-1-dTop-4-(2,2,2-

TpudbTopeTokeun)benHsony (220 mr) i 2-xnop-4-rigpokcu-5-nogobeHsonitpuny (203 mr, npomikHa
crnonyka B31, Cnoci6 B, Ctagis1) 3 ogepKaHHAM CNONyKU, 3a3HAYEHOT B 3aronoBKy Yy BUrnAAi Cipo-
6inoro ocaay (8 mr, 3%). (MS (m/z): 346.1 [M+H]".
MpomixkHi cnonykn C
30 MpomixxHa cnonyka C3
4-xnop-5-gpTop-2-isonponin-greHon

OH

Cl

124



10

15

20

25

30

UA 123362 C2

Cragisa 1: 4-xnop-5-cpTop-2-isonponeHin-geHon

OH

Cl
F

[o posunHy 4-xnop-5-prop-2-noa-peHony (500 mr, CAS: 1235407-15-4) B AM® (8 mr) goaanu
isonponeHinGopoHoBOI KMCNOTU niHakonoBui eddip (771 mr, CAS: 126726-62-3) i KoCOs (761 mr) i
peakuiiHy cymiw npoaynu aproHom npotarom 30 xs. Motim goganu Pd(dppf)Cl. OXM komnnekc (45
mr, CAS: 14221-01-3) i peakuiiHy cymiw nepemiwysanu npu 90°C npotarom 16 rognH. PO3UnMHHKUK
eBanopysanu, 3anuwok posbasunm H20O (40 mn) i ekctparyBanu 3a gonomorow EtOAc (3x25 mm).
OOG’egHaHi OpraHivHi LWwapu NpoMUNU CONMbOBMM po3vMHOM (30 mn), Bucywmnu Hag 6e3BOAHUM
Na2S04, BigdinbTpyBanu i CKOHLEHTPYBaNU NPy 3HWKEHOMY TUCKY. HEOUMLLIEHY PEYOBUHY OUYUCTHMM
3a pgonoMorolo pnew-xpomatorpacpii yepes cunikarenb (2-4% EtOAc/rekcaH) 3 oaep»kaHHAM
CNONyKK, 3a3HaYeHOT B 3aronoBky, y Burnsaai 6e3bapsHoi pianHun (263 wmr, 76%). 'H-NMR (400 MHz,
CDCIs) 2.07 (8H, s), 5.15 (1H, s), 5.42 (1H, s), 5.73 (1H, bs), 6.73 (1H, d, J = 8), 7.12 (1H, d, J = 8).

Cragia 2: 4-xnop-5-¢pTop-2-isonponin-gpeHon

OH
Cl
F

Po3uuH 4-xnop-5-cptop-2-isonponexin-gpeHony (524 mr) 8 MeOH (30 mn) npoaynu aproHom
npotarom 15 xB. MNoTiM, 10% nanagin Ha Byrinni (130 mr, CAS: 7440-05-3) poganu i peakuiinHy cymiLu
NpoAynu aproHoOM NPOTSAroM A04AaTKOBUX 5 xB. PeakuinHy cymiw nepemiwysanu nig sogHem (6anoH)
npotarom 16 roauH nNpu KiMHaTHIN TeMnepaTypi. PeakuinHy cymiw BiadinbTpyBanu Yepes wap uenity,
wap uenity npomunu 3a gonomorowo EtOAc (20 mn) i ¢inbTpaT eBanopysanu 3 OAep>KaHHAM
CNOnNyKkW, 3a3HavyeHoi B 3aronoBky, Yy Burnagi seneHoi pignau (513 mr, 97%). 'H-NMR (400 MHz,
CDClIs) 1.25 (6H, m), 3.07-3.14 (1H, m), 4.99 (1H, s), 6.58 (1H, d, J = 12), 7.13 (1H, d, J = 8).

MpomixkHa cnonyka C4.

f OH
Cl

5-xrop-2-isonponin-4-meTun-geHon
Cragia 1: 1-xnop-4-noa-5-meTokcu-2-meTun-6eHson

I
/@/0\
Cl
Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxanu 3a aHanorieto 3 NpomixHoto cnonykoto A14, Ctaaiqa
5, 3 4-xnop-2-meTokcu-5-meTun-perinaminy (CAS: 62492-42-6) y Burnagi kopnyHesoi pignHu. 'H-

NMR (400 MHz, CDCls): 2.25 (3H, s), 3.83 (3H, s), 6.79 (1H, s), 7.60 (1H, s).
Cragia 2: 5-xnop-2-nog-4-metun-heHon

I
i OH
Cl
Cnonyky, 3a3Ha4eHy B 3arosfioBKy, ogepxkanu 3a aHanorieto 3 lNpomixxHoto cnonykoto B1, Ctaaia 3,

3 1-xnop-4-noa-5-meTokcu-2-meTun-6ensony y surnagi »oetoi pigudu. 'H-NMR (400 MHz, CDCls):
2.25(3H, s), 5.17 (1H, s), 6.99 (1H, s), 7.49 (1H, s).

125



10

15

20

25

30

UA 123362 C2

Cragia 3. 5-xnop-2-isonponeHin-4-metun-peHon

OH

o

Cnonyky, 3a3Ha4yeHy B 3arosfioBKy, ogep»kanu 3a ananorieto 3 MNMpomixHoto cnonykoto C3, Ctagia 1,
3 5-xnop-2-nog-4-metun-peHony ta i3onponeHinGopoHOBOI KMCIOTU  miHakonoeoro edipy (CAS:
126726-62-3) y surnagi >koetoi piaunn. 'H-NMR (400 MHz, CDCls): 2.20 (3H, s), 2.26 (3H, s) 5.10
(1H, s}, 5.38 (1H, s), 6.93 (1H, s}, 6.94 (1H, s).

Cragia 4: 5-xnop-2-isonponin-4-meTun-peHon

o]
I

Cnonyky, 3a3Ha4yeHy B 3arofioBKy, ogep»anu 3a aHanorieto 3 MNMpomikHoto cnonykoto C3, Ctagin 2,
3 5-xnop-2-i3onponeHin-4-mMeTun-eHony WNaxom riaporeHisadii y surnsai 6e3dapsHoi pianHun. 'H-
NMR (400 MHz, CDCls) 1.22 (6H, m), 2.27 (3H, s), 3.08-3.11 (1H, m), 4.63 (1H, s), 6.75 (1H, s), 6.93
(1H, s).

MNpomixkHa cnonyka C9:

2-(5-xnop-2-rinpokcu-4-meTun-geHin)-2-meTun-nponioHITpun

Cragia 1: 4-xnop-2-prop-5-MeTun-deHon
OH

Cl

-

Jo posunny 2-dprop-5-metun-derony (5.0 r, CAS: 63762-79-8) B AcOH (50 mn) gogarmm NCS
(5.82 1, CAS: 128-09-6) i TpucdropmeTaHcynbdokmucnoty (1.76 mn,CAS: 1493-13-6) i peakuinHy
CyMill KMM'ATUNK i3 3BOPOTHUM XONOAUNbHUKOM NPOTAroM 24 roguH. PO3YMHHUK eBanopyBanu npu
3HWXKEHOMY TUCKY i CNOMyKY OYWUCTUIIM 3a Aonomoroto cnelu-xpomatorpacdii yepes cunikarens (40-
50% EtOAc/rekcaH) 3 ogepkaHHAM CNOJYKU, 3a3HAYE€HOT B 3aronoBky, y Burnagi 6es3dapeHoil pianHu
(3.51, 55%). 'TH-NMR (400 MHz, CDCls): 2.26 (3H, s}, 6.85 (1H,d, J =8), 7.07 (1H, d, J = 8).

Crapia 2: 1-Benaunokcu-4-xnop-2-pT1op-5-mMmeTun-6eHson

Cl

-
O

[o nepemiwaHoro posdnHy 4-xnop-2-dprop-5-metun-cperony (3.25 r) 8 CHsCN (50 mn) goaanu
Cs2C03 (13.19 1, CAS: 534-17-8) i Gensunbpomig (2.66 mn,CAS: 100-39-0) i peakuiiHy CyMiLl
KUM’ATUNM i3 3BOPOTHUM XONOAUSTbHUKOM MPOTArom 2 roaunH. PeakuinHy cymilw BiadinsTpyBanu Yepes
wap uenity i inbtpat esanopysanu. CHONyKy OYUMCTUNKU LWIIIAXOM KONOHOYHOT xpomarorpadii (10%
EtOAc/rekcaH) 3 ogep)kaHHAM CMOMykW, 3a3HaJyeHoi B 3aronoBsky, y surnagi 6inoro ocaay (3.94 r,
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78%). 'H-NMR (400 MHz, CDCls): 2.27 (3H, s), 5.09 (2H, s), 6.85(1H, d, J = 8), 7.09 (1H, d, J = 12),
7.30-7.42 (5H, m).
Cragia 3: 2-(2-BeH3unokcu-5-xnop-4-meTun-deHin)-2-MeTUn-nponioHITpun

| O\/@

[o nepeMiwaHoro posyunHy 1-6eHsnnokeu-4-xnop-2-prop-5-metun-6exHsony (1.0 r) B 6e3sogHoMy
Tonyoni (10 mn) B 3akpuTin npobipui goganu isobytuponitpun (1.43 mn,CAS: 78-82-0) i KHMDS (6
M, CAS: 40949-94-8, 1M posurH B TONyOni) | peakuinHy cymiw nepemiwysanu npyu 60°C npotarom 12
roguH. PeakuiiHy cymiw Briunu B H20 (20 mn) i ekctparysanu EtOAc (2x30 mn). O6’cgHaHuii
opraHidHmMin ekctpakt Bucywunu Hag Na2S04 i eBanopyBanu npu 3HWKEHOMY TUCKy. Cnonyky
ouncTunn 3a Jgonomorol pnew-xpomatorpacii yepes cunikarens (3-20% EtOAc/rekcaH) 3
oflepXKaHHSIM CMOMyKW, 3a3HadeHol B 3aronoBKy, Yy BUrnaai kopudHesoro ocaay (167 mr, 14%). 'H-
NMR (400 MHz, CDCls): 1.74 (6H, s) ,2.32 (3H, s), 5.15 (2H, s}, 6.85 (1H, s), 7.28 (1H, s), 7.31-7.51
(5H, m).

Cragis 4: 2-(5-xnop-2-rigpokcu-4-metun-geHin)-2-mMeTUn-nPonioHiTpun

N
If

Cl

OH
Cl

[o nepemiwaHoro posyuHy 2-(2-6eH3UNOKCU-5-XNop-4-MeTUn-MeEHiN)-2-MeTun-nponioHITpuny
(420 wmr) B 6esgogHomy OXM (20 mn) npu -78 °C pgoganu BCls (2.8 mn, 1M posunH B OXM, CAS:
10294-34-5) i peakuiiHy cymiw nepemiwysanu npu 25 °C npotarom 4 roauH. PeakuiiHy cymill
noracunm HacuyeHum BoaHum po3umHom Na=COs i ekctparysanu 3a gonomorotio AXM (2x20 mn).
O6’eaHaHi opraHivHi wapwu sucywnnu Hag Na2SO4, BiadinbTpyBanu i eBanopyBanu Npu 3HWXKEHOMY
TUCKY. 3anuuok o4yucTUnM 3a Jonomoro new-xpomatorpadii yepes cunikarens (0-10%
EtOAc/rekcaH) 3 ogep»aHHAM CMONyKKU, 3a3HayYeHol B 3aronoBKy, y BUrNagi kopudHesoro ocagy (50
Mr, geski gomiwku). 'H-NMR (400 MHz, CDCls): 1.76 (6H, s), 2.28 (3H, s}, 6.57 (1H, s}, 7.29 (1H, s).

MNpomixkHa cnonyka C1-A:

3-xnop-6-[(4-xnop-2-izonponin-5-meTun-peHokcu)MeTun|nipuaasuH

cl
=

I
(o) > N

N~
Cl

Lo posunHy3-xnop-6-xnopmetun-nipugasndy (81 mr, CAS: 120276-59-7) B auetoHi (5 mn)
aoganun 4-xnop-2-isonponin-5-metun-cpeHon (92 mr, CAS: 89-68-9) i KoCOs (104 Mr) i peakuiiiny
CyMill HarpiBanu nNpu KWMiHHi i3 3BOPOTHUM XONOAWUMNBHUKOM MPOTArom 16 roauH. PeakuiiiHy CymiLl
Bnunu B H20 (50 mn) i EtOAc (75 mn) i wapu posainunu. OpradivHnin wap npomunu H20 (50 mn),
Bucywnnu Hag Na2SQO4, BigdinbTpyBanu i CKOHUEHTPYBanu nig BakyymMoOM 3 OAEPXKaHHSIM CMOMyKMH,
3a3HayeHol B 3aronoBky, y Burnaai ceitno-xoetoro ocagy (0.072 r, 46%). MS (ESI): m/z = 311.07
[M[*.

MNpomixkHa cnonyka C2-A:

3-xnop-6-(4-xnop-2-uuknonponin-5-metTun-geHokcumeT1N) -NipuaasuH
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Cl

[o po3unHy3-xnop-6-xnopmeTtun-nipugasumdy (200 mr, CAS: 120276-59-7) B CH3CN (10 mn)
aoganu 4-xnop-2-uuknonponin-5-metun-deron (82 wmr, MNpomikHa cnonyka A19), K2COs (109 wr,
CAS: 584-08-7) i TeTpabyTunamoHito nogug (16 mr, CAS: 311-28-4) i peakuinHy cymiw Harpisanu go
KMMiHHA NpoTAarom 16 roguH. PO3YMHHUK eBanopyBanu npu 3HUXXEHOMY TUCKY | NPOAYKT OYMCTUNK 3a
aonoMoroto dpnew-xpomatorpadii Yepes cunikarenb (30-40% EtOAc/rekcaH) 3 ogepXaHHsIM CONyKu,
3a3Ha4yeHol B 3aronoBKy, Yy BUrNsAi »KoBToro ocagy (48 mr, 35%). "H-NMR (400 MHz, CDCls): 0.61-
0.65 (2H, m), 0.90-0.95 (2H, m), 2.07-2.09 (1H, m), 2.28 (3H, s), 5.41 (2H, s), 6.73 (1H, s), 6.83 (1H
s), 7.56 (1H,d,J=8), 7.74 (1H, d, J = 8).

HacTynHi npoMmidkHi cnonyku oaepxanu 3a aHanorieto 3 MNpomibkHoo cnonykoto C2-A 3 KOMepUiiHO
JOCTynHOro 3-xnop-6-xnopmetun-nipugasudy (CAS: 120276-59-7) i BianosigHOro eHonbHoro
CTPYKTYPHOTO €NeMeHTa, sIK NOKa3aHo B HACTYMHi Tabnuui:

. CTpyKTYpHU#IA
MNpomixkHa . . . .
CHOnvKa CucremaTuM4yHa Ha3Ba enemMeHT/NpoMidkHa AHanNiTUYHI gaHi
y crnonyka

3-xnop-6-(4-xnop-5-dprop-2-izonponin-
heHOKCMMETUN)- "H-NMR (400 MHz,
CDCls): 1.22 (6H,

Cl
ﬁ tropsarop2 | s o 5.
C3-A o N isonponin-eHon
N MNpomixkHa cnonyka C3 6.73(1H,d, J = 8),
7.20 (1
ci 7.58 (1
£ 7.65 (1

H,dJ
H,dJ
H,dJ

nipuaasunH

3—xnop-6-(5—xnop-2-i30nponin-4—|v|eTvm— TH-NMR (400 MHz,
deHoKkcUumeTHN)-NipuaasuH CDClg): 1.22 (6H,

Cl
\/E\( 5-xrop-2-isonponin-4- 3 0)8?’; ?g ((?:' ‘?’7)1)
C4-A o _N MeTun-hbeHon s . 'y
N~ MNpomixkHa cnonyka C4 4.65 (2H, s), 4.62 (d,
J=16),4.76 (d, J =
8), 6.93 (1H, s), 6.99
(o]

(1H, s)
3-xnop-6-(4-xnop-2-unknobyrun-5- H-NMR (400 MHz,
MeTUN-peHOKCUMETHN)-NipuaasuH CDCls): 1.82-1.86

(1H, s), 7.56 (1H, d,
J=8),7.65(1H, d, J
- 8)

(1H, m), 1.98-2.16
- 4-xnop-2-uuknobytun- | (4H, m), 3.66-3.72
C5-A o | | 5-MeTun-peHon (5H, m), 5.35 (2H, s)
N7 MpomixkHa cnonyka A31| ,6.70 (1H, s), 7.17
cl
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MNpomixkHa CTpyKTypHUiA
CrIONVKa CucremaTuM4yHa Ha3Ba enemMeHT/NpoMidkHa AHanNiTUYHI gaHi
y cnonyka
3-xnop-6-(4-xnop-2-unknorekcun-5- ]
i o H-NMR (400 MHz,
MeTUN-peHOKCUMETHN)-NipuaasuH CDCla): 1.24-1.42
(7H, m}, 1.82-1.83
cl 4-xnop-2-umknorekcun-| (3H, m), 2.88-2.92
C6-A | N 5-meTun-cpeHon (1H, m), 5.38 (2H, s)
o N//N MpomixxHa cnonyka A20| , 6.72 (1H, s) , 7.15
(1H, s), 7.57 (1H, d,
cl J=8),767(1H,d, J
= 8).
3-xnop-6-[4-xnop-5-meTun-2-
(TeTparigpo-nipaH-4-in)-ceHokcumeTun]- "H-NMR (400 MHz,
nipugasunH CDCls): 1.70-1.84
; canop oz, | 4 230 01
C7-A P (retpariapo-nipan-4- | ' 3 48 3 54 (2H
o U |ronmatnanma az1| T k05406
(1H, s) , 7.57-7.62
cl (3H, m).
3-(2-TpeT-0yTUn-4-xnop-5-meTun-
dreHOKCUMETUN)-6-XNop-nipuaasuH "H-NMR (400 MHz,
cl CDCls): 1.37 (9H,
| N 2-TpeT-6yTun-4-xnop-5-|s), 2.28 (3H, s), 5.43
C8-A o _N MeTuN-heHon (2H, s), 6.74 (1H, s),
N CAS: 30894-16-7 7.24 (1H, s), 7.56
cl (1H,d, J = 8), 7.68
(1H, d, J = 8).
2-[5-xnop-2-(6-xnop-nipuaasuH-3-
inMeToKcn)-4-meTun-deHin]-2-MeTun-
NPONIoHITPUN
N
Il 2-(5-xnop-2-rigpokcun-4-
i cl MeTUn-eHin)-2- MS (El): m/z =337.5
Co-A | N MEeTUM-NPONiOHITPUN [M+H]+
o N’/N MpomixkHa crnonyka C9
Cl

HacrtynHi npomixkHi cnonyku Tuny C 6ynu oaepxadi 3a aHanorieto 3 MNMpomixkHoto cnonykoto C2-A 3

KOMEPUIAHO JOCTYMHOro 3-xnop-6-xnopmetun-nipngasuHy (CAS:

PEHONBHOIO CTPYKTYPHOIO €NEMEHTA, SIK MoKa3aHo B HACTYNHin Tabnuui:

129
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n . CTpyKTYpHU#IA
poMi>kHa . . . .
CucremaTuyHa HasBa erneMeHT/npomixkHa AHaniTu4Hi JaHi
cnonyka cnonyka
3-xnop-6-[[4-xnop-2-(2-
MeTOoKCUMipUANH-3-in)-5-
MeTundeHokeulMmeTunl-
nipugasuH 4-xr10p-2-(2-
C10-A NI = MeToKCUNipuauH-3-in)-5- MS (ESI, m/z):
No” A - MeTUngeHon 376.1 [M+H]*
o\/m/ MNpomixkHa cnonyka B53
N//
Cl
2-xnop-4-[(6-xnopnipuaasuH-3-
immeTokcu]-5-peHinbeH3oHiTpun
O 2-xnop-4-rigpokcu-5- )
Cl
Ci12-A ﬂ deHinbensoHiTpun l\ggéﬁﬁ:\ﬂﬂ_ﬁ
O o XN MNpomixkHa cnonyka B31 '
N
Cl
4-TpeT-0yTnn-5-[(6-xnop-
nipuaasuH-3-immeTtokcu]-2-
MEeTUN-BEH3OHITPUN
cl 4-TpeT-6yTUN-5-riapokcu- )
C13-A oﬂ 2-MeTUNGeH3oHITpUN I\CA’ASG(ES[II\/ITI—/EE
N7 MpomixxHa cnonyka A17 '
1l
N
2-xnop-4-[(6-xnopnipuaasuH-3-
immeTokcul-5-(5-uukno-
nponinokcn-2-ptopderin)-
BeH30HITPUN 2-X110p-5-(5- 5
LUKITONPONInoKen-2- MS (ESI, m/2):
430.1 [M+H]*

0
C14-A \va O hropdeHin)-4-
Fﬂm ri/IPOKCMBEH3OHITPUN
O oA N MpomixkHa cnonyka B95
NFZ
Cl

MpomixkHi cnonykn D
MpomixkHa cnonyka D9:
2-TpeT-0yTUn-5-mMeTnn-4-MeTuncynb@oHin-geHon

OH

A
(0]

130




10

15

20

25

30

35

UA 123362 C2

Crapia 1: 4-6pomMo-2-TpeT-6yTun-5-meTun-eHon

OH
Br

o posuuny 2-TpeT-6yTnn-5-metundpenony (1.0 r, CAS: 88-60-8) goaanu N-6pomcykumHimig (1.19
N i peakuinHy cymiw nepemiwysanu npotarom 15 r. PeakuiiHy CyMmiw noTiM BAWNW B HacU4YEHUW
posunH NH4Cl i ekctparysanu 3a gonomorow EtOAc. O6’cgHaHi OpraHidHi wapu BUCYLLUMIU Haj
Na2S0s i CKOHUEHTpyBanu nig BakyymoOM. 3anuwiok O4YMCTMRM 3a JOMOMOrol xpomartorpadii
(cunikareno, 20 r, rpagieHt EtOAC B renTaHi) 3 ogep>aHHAM CMNOSyKKU, 3a3HayveHol B 3aronoBky (1.4 T,
93%) y Burnagi »koetoro macna. MS (ESI): m/z = 244.2 [M+H]+.

Crapia 2: 1-Bensunokcu-4-6pomo-2-TpeT-6yTun-5-meTun-6eH3on

o F

Jo posuuHy 4-6pomo-2-TpeT-0yTun-5-metun-ceHony (1.4 r, 8 gM® (15 mn) noeinsHO goganu
NaH (302 wmr, 55% B MiHepanbHOMY Macnhi) i peakuiiHy cymil nepemiwysanu npotarom 30 XBUNKUH
npu KiMHaTHIn TemnepaTypi. MoTtim aoganu 6eHsunxnopua (765 wmr, 696 MknN) i peakuiiHy cymil
nepemiwlysanu npotarom 2 r. PeakuiinHy cymil Bnunu B HacuyeHuin po3dynd NH4Cl i ekctparysanu 3a
ponomoroto EtOAc. OB’eagHaHi opraHivyHi wapu Bucywmnu Hag Na2SQOs i CKOHUeHTpyBanu nig
BaKyymMOM 3 OJIEP>KAHHSIM CMOMyKW, 3a3Ha4vyeHol B 3aronoBky (1.9 r, 97%) y surnagi 6inoro nopoLuky,
SIKMA BUKOPUCTOBYBANM HA HACTYNHIN peakuinHin ctaaii 6e3 4oaaTkoBOT XxapakTepusadii.

Crapia 3: 1-Bensunokcu-2-1peT-0yTnn-5-metun-4-metuncynsdoHin-6eH3on

e

Jo cymiwi 1-6eH3unokcu-4-6pomo-2-Tpet-0ytun-5-metun-6ensony (1.9 ), L-nponiny (525 wr i
noguay migi (1) (869 mr) 8 AM® (10 mn) goaanu rigpokcua Hatpito (182 mr) i meTaHcynbdiHaT HATPIlO
(1.16 1) i peakuinHy cymiw HarpiBanu go 135°C B 3akputin npoGipui npotarom 15 r. PeakuinHy cymil
BNMnM B HacuyeHuin po3unmH NH4Cl i ekcTparysanu 3a gonomorow EtOAc. OB’egHaHi opraHiyHi wapu
Bucywunu Hag Nax804 i CKOHUEHTpyBanu nig Bakyymom. 3anviok O4YuCTWAM 3a AOMNOMOror
Xpomatorpadii (cunikarens, 20 r, 0% ao 50% EtOAcC B rentaHi) 3 ogepXaHHAM CNOMYKW, 3a3HaYEHOT B
saronoeky (1.33 1, 69%) y surndAgi 6inoro ocagy. MS (ESI): m/z = 331.13 [M-HJ-.

Crapia 4: 2-T1peT-0yTun-5-mMeTnn-4-meTuncynbdoHin-geHon

W
A
o

OH
O

[\
X

[o po3unHy 1-6eH3unokcu-2-TpeT-6yTun-5-meTun-4-metuncynsdoHin-6ensony (1.2 r) B cymiui
MeOH (100 mn) i EtOAc (100 mn) goganu Pd(C) (10% Ha syrinni, 200 Mr) B atmMocdepi aprouy.
PeakuinHy npo6ipky noTiM Bigkayanu i npoaynu BOAHEM i peakuiiHy CyMmill nepeMillyBanu npoTarom
18 r. PeakuiiHy cymiw BiadinbTpyBanu vyepes gukanit i inbTpaT CKOHUEHTPYBanu nig Bakyymom 3
OOEPXKaHHAM CNONYKM, 3a3Ha4yeHoi B 3aronosky (865 mr, 99%) vy surnaai 6inoro ocagy. MS (ESI):
m/z = 241.09 [M-H]-.

MpomixkHa cnonyka D26-B:

3-BpomomeTun-1-(4-metokcu-6en3un)-6-meTuncynedadin-1H-nipazono[3,4-d]nipumiguH
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Br

Crapia 1: 4-TgpasuHo-2-MmeTuncynbdanin-nipumiauH-5-kapOoHOBOT KUCNOTU ETUIOBUIA edip
NH,

|
S N NH
~ A
b
o]

o posunHy rigpart rigpasuHy (6.28 mn) B etaHoni (100 mn) goganu No Kpannsx po3yunH 4-xnop-2-
MeTuncynedadin-nipumignH-5-kapboHoBoi kucnotn etunosoro edipy (10 r, CAS: 5909-24-0) B
eTaHoni (250 mn) npu 0°C i peakuiinHy cymiw nepemiwysanu npu 25°C npotarom 1 1. Bci neTioudi
KOMMOHEHTU BUAANMUIN MPU 3HUXKEHOMY TUCKY 3 OJepXKaHHAM CNOnyku, 3asHayeHol B 3aronosky (12.0
r y Burngagi cipo-6inoro ocaay, Skui BUKOPWUCTOBYBANM HA HACTYMHIW peakuiiHin crtapii 6es
[04aTKkoBoro ovYnweHHa.MS (ESI): m/z = 229.5 [M+H]+.

Cragia 2: 6-meTuncynbanin-1,2-gurigpo-nipasono[3,4-dinipumianH-3-oH

H
s. N_ N
-~ S
Y *NH
N~
o}

Po3unH 4-rigpasmHo-2-MmeTuncynbdanin-nipumiguH-5-kapboHoBOT KMCNoTn eTnnosoro eqdipy (12.0
N B 10% BogHomy po3dnHi KOH (300 mMn) KUM'ATUNKN i3 3BOPOTHUM XOSIOAUMNBHUKOM MPOTArom 15 xs.
PeakuiiHy cymiw notim oxonoaunu go 0°C i nigkucnunu 25% sogHum AcOH. OgepxaHuii npeuunitaT
BiahinbTpyBanu, BUCYLUMAW NPWU  3HWXKEHOMY TWUCKY | e€BanopyBanu CRINbHO 3 TONyosiomMm 3
OOEPXKaHHAM CMONyKKU, 3a3HadeHoi B 3aronosky (6.3 r, 66%), y Burnaai cipo-6inoro ocagy.MS (ESI):
m/z = 183.2 [M+H]*.

Crapia 3: 3-6pomo-6-meTuncynbdaHin-1H-nipasono[3,4-d]nipumiguH

H
S N N
-~ X
i N
N M
Br
Cymiw  6-metuncynbdatin-1,2-guriapo-nipasono[3,4-d]nipumiann-3-oHy (4.5 1) i POBrs (21.21 1)
HarpiBanu B 3akpuTiin npobipui ao 170°C npotsirom 8 r. PeakuiiiHy cymiw oxonogunu ao 25°C,
pos3baBunu BoAoto i nianyrosysanu 25% BOAHMM PO3YMHOM aMOHIlO i noTiM ekcTparyeanu EtOAc.
OOG’egHaHi opraHivHi wiapyM NPOMUNKN CONbOBUM PO3YMHOM, BuCyLuMnn Hag Na2SQ4, BigdinsTpyBanu i
eBanopysany Npu 3HWXKEHOMY TUCKY 3 OAepXKaHHAM CMOMyKK, 3a3HadeHol B 3aronoBky (2.41r, 40%) y
BUrNAAI CBITNO-KOpu4HeBoro ocagy.MsS (ESI): m/z = 245.1 [M+H]-*.

Crapia 4: 3-6pomMo-1-(4-meTokeu-6eH3nn)-6-metuncynedanin-1l-nipasono[3,4-dnipumiguH
-0

N N

S
e
\@N
N M
Br
Jo posuuHy 3-6pomo-6-meTuncynbdanin-1H-nipasono[3,4-d]nipumignny (3.6 1) B 6e3BogHOMY
OM® (100 mn) goganm Cs2C0s3 (7.16 1) npyu 25°C i peakuiiiHy cymiw nepemiwysanu npu 25°C
npotarom 15 xe. MMoTiM 1-(xnopMeTun)-4-meTokcn-6eHson (2.39 mn) aoganu no kpannsax npu 25°C i
peakuiiHy cymiw nepemiwysanu npu 25°C npotarom 16 r. PeakuiiHy cymiw BigdinbTpyBanu i
dinbTpat po3basunu Boaoto i ekctparyBann EtOAc. O6’eaHaHi opraHivyHi eKCTpakTu BUCYLLIMIUA Haj
Na2S04, BiadinbTpyBanu i esanopyeanv npu 3HWKEHOMY TUCKY. 3anvLIoK O4MCTMIIM 3a JOMOMOTOI0
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KOMNOHKOBOT xpoMaTtorpadii uepes cunikarens (3-6% EtOAc B rekcaHi) 3 oaepXaHHAM CMOMyKW,
3a3Ha4veHol B 3aronoBky (4 r, 75%), y Burnagi cipo-6inoro ocaagy.MS (ESI): m/z = 367.1 [M+H]*.
Crapia 5: 1-(4-meTokcu-6eH3unm)-6-meTuncynbdanin-1H-nipasono[3,4-d]nipumignH-3-kapOoHoBOT
KMCNOTWU METUNOBUI echip
0

[o posuuHy 3-O6pomo-1-(4-meTokcn-6en3nn)-6-metTuncynedadin-1H-nipasono[3,4-djnipumignny
(2.0 1) B cymiwi 6essogHoro AM® (30 mn) i MeOH (25 mn) goganu Pd(OACc)2 (98 mr), DPPP (135 mr)
3 noganswmm EtsN (2.34 mn) npu 25°C. PeakuiitHy cymill nepeMiwysanu B atmocdepi MOHOOKCUAY
Byrreuto npu 70 pyHT/KB.A1OKMM | Nnpu 70°C npotarom 16 r. PeakuiiHy cymiw BiadinsTpyBanu 4yepes
LUENiT i PO3YMHHMK €BanopyBanM MPU 3HWKEHOMY TUCKY. 3anuok O4ncTuMnM 3a JOMOMOToH
KOMNOHKOBOT xpomaTtorpadii yepes cunikarens (15-20% EtOAcC B rekcaHi) 3 oaepXaHHAM CMOMyKu,
3a3Ha4veHol B 3aronoBky (1.38 r, 73%), y Burnaai cipo-6inoro ocaay.MS (ESI): m/z = 345.3 [M+H]*.

Crapia 6: [1-(4-meTokcu-OeH3un)-6-MmeTuncynbdaHin-4,7-aurigpo-1H-nipasono[3,4-d]nipumignn-
3-in]-meTaHon

-0

OH

CycneHnsito NaBH4 (2.64 1) i CaClz (3.87 r) B cymiwi TI'® (90 mn) i EtOH (90 mn) oxonoaunu o
0°C i po3unH -(4-meTokcu-6eH3un)-6-meTuncynbdarin-1H-nipasono[3,4-d]nipumignH-3-kapOoHoOBOI
kucnotu metunosoro ecdipy (3.0 r) B 6espogHomy TI'd (60 mn) aoganu no kpannax. PeakuiiHy cymiLu
nepemiwysanu npu 0°C npoTtaroMm 2 r i NOTiM noracunu NoBinbHUM AogasaHHaM Boau npu 0°C, 3
noganblunum po3BeaeHHaM 3a gonomoroio EtOAc. OpraHivyHuii wap pos3ginunu i BOAHWMA wap
ekctparyBanu EtOAc. O6’eaHaHi opraHiyHi wapu npoMWNM CONMbOBUM PO3YMHOM, BUCYLUMNIU Han
Na2S04, BigdinbTpyBanu i esanopysanu 3 ogepXKaHHSAM CNOJSyKW, 3a3Ha4YeHoi B 3aronoBky (2.67 r,
97%), y Burnagi cipo-6inoro ocaay.MS (ESI): m/z = 319.2 [M+H]*.

Crapia 7. [1-(4-meToKen-6eH3nn)-6-metTuncynsdadin-1H-nipaszono[3,4-djnipumianH-3-in]-
MEeTaHon

0

/S\WN\ N\

N
N s

OH

CycneHnsito [1-(4-meTokcu-6eH3un)-6-MmeTuncynbdaHin-4,7-aurigpo-1H-nipasono[3,4-d]nipumignt-
3-in]-meTaHony (2.67 r) i xnopaHiny (2.064 r) B 6e3sogHomy Tonyoni (100 mn) KUM'ATUNK i3 3BOPOTHUM
XONoAUNbHUKOM npoTsarom 2 1. PeakuiiHy cymiw oxonogunu o 25°C i goganu EtOAc i Boay.
OpraHidHMiA Wap po3ainunu, NPOMUNM CONbLOBUM PO3YUMHOM, BUCyuMnu Hag Na2SO4 i eBanopysanu
npyu 3HWXKEHOMY TUCKY. OaeprKaHUi 3anuLIOK OYUCTUIM LUNSXOM KONMOHKOBOT Xpomartorpadii yepes
cunikarenb (50-70% EtOAC B rekcaHi) 3 ogepXaHHAM Cronyku, 3asHadeHol B 3aronoBky (2.2 r, 83%),
y Burnagi cipo-6inoro ocagy.MS (ESI): m/z = 317.0 [M+H]*.

Cragia 8: 3-BpoMomMeTun-1-(4-meTokcu-6eH3un)-6-meTuncynodanin-1H-nipasono[3,4-
d]nipumignH
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o PO34nNHY [1-(4-meToKen-6eH3nn)-6-metTuncynsdadin-1H-nipaszono[3,4-djnipumianH-3-in]-
mMeTaHony (1.5 r) B 6essogHomy auetoHiTpuni (100 mn) goganu PBrs (0.586 mn) no kpannax npu 25°C
i peakuinHy cymiwl nepemiwysanu npu 25°C npotarom 2 r. Cymiw posbasunu EtOAc i npomunu
Hacu4yeHumMm BOAHUM po3dunHoM NaHCOs i conboBUMM pO3YMHOM. OpraHidHWMA Lap BUCYLUMNU Haj
Na2S04, BigdinbTpyBanu i eBanopyBanu nNpu 3HWKEHOMY TUCKY. OepKaHWi 3anuLiok OYUCTUIIM
LUNAXOM KOMNOHKOBOT Xpomartorpadii Yepes cunikarenb (10-14% EtOAcC B rekcaHi) 3 ogepXaHHSAM
CMonykun, 3asHadyeHoi B 3aronosky (1.26 r, 70%), y Burnsai cipo-6inoro ocaay.MS (ESI): m/z = 381.0

[M+H]*.

MNpomixkHa cnonyka D3-A:

TpeT-6yTun 3-[(2-TpeT-OyTun-4-xnop-5-metun-peHokcu)metTuninipasono[3,4-blnipugauH-1-
kapbokcunat

\9

(o) = /N

N o]

C, 5 <

CycneHnsito 2-TpeT-6yTun-4-xnop-5-metun-dpeHony (61.0 mr, CAS: 30894-16-7), TpeT-OyTun 3-
(6pomomeTumynipasono[3,4-blnipuaun-1-kapbokcunaty (95.8 mr, CAS: 174180-76-8, oaepkHOro
BignoeiaHo go WO200876223A1) i kapboHaTty kanito (106 mr) B aueToHi (2.5 mn) HarpiBanu go 50°C
npoTarom 3 r. AUETOH BMAANWUAX Nig BaKyyMOM i 3anuuiok po3baBunu HacuyeHum poddmHom NH4CI.
Cymiw ekctparysanu EtOAc i o6’eaHaHi opraHivHi lwapu npoMmnm conboBUM PO3YMHOM, BUCYLLIMITU
Hag Na2S0s i eBanopyeanu. 3anuuiok O4UCTMIM 3a JONOMOrol xpomatorpadii (20 r cunikarens;
rentan/EtOAc 90:10 - 75:25) 3 oaepkaHHAM CMONyKW, 3a3HAJYeHOi B 3aronoesky, y Burnsai 6inoro
ocany (89 mr, 67%). MS (ESI): m/z = 428.4 [M-H]-.

HactynHi npomixkHi crnonyku Oynu CUHTE30BaHi 3 BIANOBIAHMX CTPYKTYPHUX €ENEMEHTIB  3a
aHanorieto 3 MpomixkHo cnonykot D3-A:

I'Igﬁg/l;lm. CuctemaTtu4Ha Ha3Ba CTpYKTYPHIi eneMeHTH MS, m/z
TpeT-0yTun 3-[(2-TpeT-0yTnn-4-uiaHo-5-meTun-
deHokcn)meTun]nipasono[3,4-bjnipuanH-1- TpeT-0yTun 3-
kapbokcunat (6pomomeTumnipasono[3,

4-blnipnaunn-1- 351 2

J n _
PA =\ Kap16704',(1C gg_%(_g)As. (M-
o, J N4 : COtBu+H]*
N
° g MpomixxHa cnonyka A16
NZ
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I'Igﬁg/l;lm. CuctemaTtu4Ha Ha3Ba CTpYKTYPHIi eneMeHTH MS, m/z
TpeT-6yTun 3-[(4-xnop-2-isokcason-5-in-5- TpeT-6yTIn 3-
MeTl/IJ'I-q:)eHOKCVI)MeTl/IJ'I]I'Iipa3OJ'IO[3 4-b]nipnamnn- (6poMomeTumnipazono[3
f Ny 4-blnipnanH-1-
o P kapbokcunat (CAS: 4413
D5-A - /N_( 17418?-76-8) [M+H]*
4-xnop-2-(5-i3okcasonin)-
5-metundeHon
1 -Kap60KcmnaT (CAS: 213690-32-5)
TpeT-0yTun 3-[(2-TpeT-0yTnn-4-xnop-5-metnn- TpeT-0yTun 3-
dreHokcu)mMeTun]-6-drop-nipasono[3,4- (6pomomeTunn)-6-prop-
blnipnanx-1- nipasono[3,4-blnipnauH-1-
kapbokcunar
(CAS: 920036-30-2, 3482
D6-A OAEpKaHui BigNOBIAHO A0 [M;
J. Med. Chem.2008, 51, COstBuU+H]*
g ,N—/{ 6503-6511) 2
i
2-TpeT-0yTun-4-xnop-5-
MeTun-peHon (CAS:
Kap60KcmnaT 30894-16-7)
TpeT-0yTun 3-[(2-TpeT-0yTnn-5-meTun-4-
MeTuncynb@oHin-deHokcn)meTun]nipasono[3,4-
blnipnanx-1-
TpeT-6yTun 3-
kapGokeunat (6pomomeTun)nipasonol[3,
4-blnipnaunn-1-
D9-A kapbokcunat (CAS: [Kf/l7fl—.|?+
_/< 174180-76-8)
el / |
MNpomixkHa cnonyka D9
\\
TpeT-0yTun 3-[(2-TpeT-0yTnn-5-meTun-4-
MeTUNCyNnbQOHIN-deHokcn)MeTun)inaason-1-
kapbokcunat
TpeT-6yTun 3-
(6pomomeTun)-1H-
D10-A iHaason-1-kapGokcunar 3[7“:;;2
(CAS 174180-42-8) COstBuU+H]*

— O
E ZN_/<
(0] = N o
2
S
P\
‘o

i
MNpomixkHa cnonyka D9
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I'Igﬁg/l;lm. CuctemaTtu4Ha Ha3Ba CTpYKTYPHIi eneMeHTH MS, m/z
TpeT-6yTun 3-[(2-TpeT-6yTnn-4-xnop-5-drop-
dreHokcu)mMeTun]-6-drop-nipasono[3,4-
blnipnanx-1-
F TpeT-6yTun 3-
(6pomomeTunn)-6-prop-
\ . .
N nipasono[3,4-b]nipnanH-1-
D12-A / o kapbokcunar [AI'\E/ISOH?
- N_/( (CAS: 920036-30-2)
(o] \N/ i
°© < MNMpomixkHa cnonyka A2
Cl
F
kapbokcunat
TpeT-0yTun 3-[[4-xnop-2-[3-(2-
MeTokcieTunkapbamoin)deHin]-5-meTun-
deHokeulmeTun)nipasono[3,4-blnipuannH-1- TpeT-6yTIn 3-
kapGokcunat (6pomomeTuI)nipasono[3,
o 4-b]nipnanH-1-
o . 451.2
D16-A ~N X kapbokcunat (CAS:
H / "N [M+H]*
o 174180-76-8)
(o] \//N_( I
O N 0*% MpomixHa cnonyka B17
CI
TpeT-0yTun 3-[[4-xnop-2-[3-
(ammeTunkapbamoin)denin]-5-meTun-
q)eHOKcm]MeTmn]nipa30n0[3 4-blnipnann-1- TpeT-6yTun 3-
(6pomomeTun)nipasonol3,
4-blnipnaunn-1-
. 421.2
D18-A kapbokcunat (CAS: [M+H]*
_/( 174180-76-8)
x> / i
MNpomixkHa cnonyka B12
Cl
kapbokcunar
TpeT-0yTun 3-[[4-xnop-2-[2-dpTop-5-(4-MmeTnn-3-
OKCO-ninepasuH-1- Kap60H|n)¢)eH|n] -5-meTun-
deHokcu]meTunnipasono[3,4-blnipnanH-1- TpeT-6yTun 3-
kapbokcunat (6pomomeTun)nipasonol[3,
4-blnipnanH-1- 508.2
D39-A kapbokcunat (CAS: [M-
o 174180-76-8) COtBu+H]*
A i
N 0—6 MpomikHa cnonyka B65
Cl
TpeT-0yTun 3-[[4-xnop-2-[2-pTop-5-[2-
mMeTokcieTun(meTun)kapbamoin]-deHin]-5-
meTun-peHokeu]metuninipasono[3,4-blnipnant- TpeT-6yTIn 3-
1-kapbokcunat (6pomomeTun)nipasono(3,
4-blnipnanH-1-
. 584.3
D40-A kapbokcunat (CAS: (M+HJ

0\/\T O \9
e
ST

174180-76-8)
i
MNpomixkHa cnonyka B73
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I'Igﬁg/l;lm. CuctemaTtu4Ha Ha3Ba CTpYKTYPHIi eneMeHTH MS, m/z
TpeT-0yTun 3-[[4-xnop-2-[2-dpTop-5-(4-MmeTnn-3-
OKCO-ninepasuH-1-kapOoHin)deHin]-5-metTun-
cheHokeu]meTunlinaason-1-kapbokcunat TpeT-6yTIn 3-
(o]
(6pomomeTun)-1H-
e} . 507.2
-1-kapbokcunar
D41-A Y\N O iHOason M-
P FQ ¥ (CAS 174180-42-8) COzt[Bu+H]+
N i
O © N’ 0—% MpomixHa cnonyka B65
Cl
TpeT-0yTun 3-[[4-xnop-2-[2-dTop-5-(niponignH-1-
kapboHin)deHin]-5-meTnn-
dheHoken]meTun]nipasono[3,4-blnipngnt-1- TpeT-6yTIn 3-
kapGokcunat (6pomomeTuI)nipasono[3,
0 4-b]nipnanH-1- 565.2
D42-A N N kapbokcunat (CAS: T
& ‘ 9 . 174180-76-8) (M-+H]
F — _( I
N
O ° N 046 MpomixHa cronyka B62
Cl
TpeT-0yTun 3-[[5-xnop-4-yiaHo-2-[2-pTop-5-
(niponigun-1-kap6oHin)deHrin]deHokcn]meTnn]
nlpa30n0[3 4-b]nipnaunn-1-kapbokcunar TpeT-6yTun 3-
(6pomomeTun)nipasonol[3,
4-blnipnaunn-1-
D43-A kapGokcunar (CAS: '[5“;?'1]8
_/< 174180-76-8)
SV i
< MpomickHa cnonyka D43
TpeT- 6yTvm 3-[(2-TpeT-byTUN-4-
MeTuncynb@oHin-deHokcn)meTun]nipasono[3,4-
b]nipuanH-1 -Kap60KcmnaT TpeT-6yTun 3-
(6pomomeTun)nipasonol[3,
4-blnipnanH-1- 360.1
D45-A kapbokcunat (CAS: [M-
174180-76-8) COtBu+H]*

\,—4%

/\\

i
MpomixxHa cnonyka A15

MpomikHa cnonyka D43:
2-x1nop-5-[2-prop-5-(niponignu-1-kapboHin)deHin]-4-rigpokcn-6eH3oHITpUn

SRS

NZ

OH

J

Cl

Crapia 1: 2-xnop-5-[2-¢pTop-5-(niponianH-1-kapOoHin)deHin]-4-(METOKCUMETOKCH) BEHIOHITPUN
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Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxanu 3a aHanorieto 3 NpomixHoto cnonykoto B31, Craaia
3, 3 5-6pomo-2-xnop-4-MeToKCUMETOKCU-OeH30HITpUNY (NpomipkHa cnonyka B31, Cragia 2) (80 wmr) i
(2-(pTOp-5-(NiponignH-1-kapOoHin)heHiN)GOPOHOBOT  KNCNOTK (82.3 wmr, CAS: 874289-42-6) i
ogepxanu y Burnagi 6inoi ninm (60 mr, 52%). MS (ESI): m/z = 389.2 [M+H]*.
Crapia 2: 2-xnop-5-[2-¢pTop-5-(niponianH-1-kapOoHin)deHin]-4-rigpokcn-6eH3oHITpun
[o]

SRS
o

NZ
cl

Ho cycneHsii  4-xnop-2'-pTop-6-(METOKCUMETOKCH)-5"-(niponiauH-1-kapboHin)-[1,1'-Bicenin]-3-
kap6oHiTpuny (50 mr) B giokcani (3 mn) aoganu 4M HCI B giokcaHi (257 M) no kpannsx npoTarom
nepioay 2 xBUnuMH Npu KiMHaTHIK Temnepartypi. OgepxxaHWin po3vyMH NepeMillyBanu nNpu KiMHaTHiIRA
Temnepatypi npotarom 2 r. MNoTim 3HoBy 4M HCI B giokcaHi (129 mkn) goganu i nepemillyBaHHs
nNpoaoBXunu npotarom 5 1. PeakuinHy cymill eBanopyBanM Hacyxo | 3anuWOK OYUCTUNK
nepekpuctanisauieto 3 XM i rentaHy 3 ogepXaHHAM CNONyKKU, 3a3Ha4eHol B 3aronoeky (40 mr, 88%)
y Burnaai 6inoro ocagy. MS (ESI): m/z = 386.2 [M+CHsCN+H]J*.

MpomixkHa cnonyka D44-B:

3-(XnopmeTtun)-1-Tputunnipasono[3,4-clnipuauH

ry O
®

Crapia 1: Etun 1-Tputnnnipasono[3,4-c]nipnaun-3-kapbokcunart

~ O

B 20 mn kpyrnogoHHin konbi, etun 1H-nipazono[3,4-clnipuauH-3-kapbokcunar (CAS: 1053656-33-
9, 500 mr) o6’eaHanu 3 OM®P (3 mn). Tpuetunamin (397 wMr) goganu 3 OAep>KaHHSIM CBITNO-
KOpU4YHEBOTo po3unHy. Cymiw oxonogunu npu 0°C i noTiM NoBinbHO goganu [xnop{andeHinymetun]-
6eH3on (802 wmr). PeakuinHy cymill nepemiwyBanu npotarom 4 r. PeakuinHy cymiw Bnunu B 20 Mn
eTunaueTart i opraHiyHMn po3ynH npomunu 3a gonomoroto H20O (2 x 10 mn). BogHi wapu 3HoBY
eKkcTparyBanu etunaueratom. OpranivHi wapu o6’eaHanuu, Bucywimnu Hag Na2SQO4 i CKOHUEHTpyBamnu
nig Bakyymom. 3anuwkosuin OMO Buganunu wWAAXOM AoAaBaHHA Tonyony 3 nodanbLioio
eBanopaduieto nig Bakyymom. HeouuLleHy peyoBUHY OYUCTMNAM 3a AONOMOrolo dunewl-xpomarorpadpii
(cunikarenb, 20 r, rpagieHT Big 0% ao 60% eTunauetaty B rentaHi) 3 oaep>KaHHAM CMOMYKM,
3a3Ha4YeHol B 3aronoBky, y Burnagi 6e3dapeHoi niHm (700 mr). MS (m/z): 434.18 [M+H]*.

Cragia 2: (1-Tputunnipa3sono[3,4-c]nipuanH-3-im)metaHon
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B 20 mn kpyrnogoHHin kondi, etun 1-tputun-1H-nipasono[3,4-clnipnaun-3-kapdokcunat (700 mr)
o6’egHanu 3 CH2Cl2 (3 mn) i notim oxonogunu ao -78°C. Po3uuH rigpuay giisodyrunaniomidito (1 M B
CH2CL2, 3.2 mMn) NOBINbHO JAojanuv i CyMmill 3anuwunu nepemiwysatuca npu -78°C npotarom 2 T.
PeakuiiHy cymiw Bnunu B 20 Mn eTunaueTaT i po3yuH cerHetosoil coni (10 mn) i ekcTparysanu
eTunauetatom (2 x 10 mn). OpraHiddi wapu o6’egHanu, Bucywumnu Hag Na>SO4 i CKOHUEHTpyBanu nia
Bakyymom 3 ogepxaHHsiM 6inoi nmiHn (500 wmr), aky BukopuctoByBanu 6e3 AoAaTKOBOIO OYMLLEHHS.
MS (m/z): 392.17 [M+H]*.

Cragia 3: 3-(Xnopmetun)-1-Tputunnipasono[3,4-clnipnanH

/N O
S O

B 20 wmn «kpyrnogoHHin konbi, (1-tputun-1H-nipasono[3,4-clnipnaunn-3-in)metaHon (55 wr
o6’egHanu 3 CH2Clz2 (3 mn) i cymin oxonogunu go 0°C. TioHinxnopua (20.4 mkn) noTiM Aoganu no
kpannax. JlbogsHy BaHHy 3abpanu i peakuiinHy Cymill 3anuiumMnyM nepemillyBaTtuca npu KiMHaTHIN
Temnepatypi npotsiroM 1 r. PeakuinHy cymilwl noracunu BOAHUM PoO34MHOM GikapboHaTy HaTpito i
OpraHiyHMin Wap po3dinunu, NpOMWUNKU COMbOBUM PO3YMHOM i Bucywmnm Hag Na2SOs;. Po3uunH
CKOHLIEHTPYBanu nig BakyymMOM 3 OAEPXKaHHSAM CMONYKKM, 3a3HA4YEeHOi B 3aronoBky, Yy BUIMAAI
6e3bapsHOi niHK (53 Mr). MS (m/z): 410.14 [M+H]*.

MpomixkHa cnonyka D54-B

3-(XnopmeTtun)-1-Tputunnipasono[4,3-clnipuauH

Cl

Crapia 1: Etun 1H-nipasono[4,3-clnipnanH-3-kapbokcunat

Q  ,—
N== o

\/}N

N
H

B armocdpepi aprony, TioHinxnopug (241 wr, 147 wmkn) goganu B posydumH 1H-nipasono[4,3-
c]nipuaunH-3-kap6oHoBoi kucnotn (300 mr, CAS: 932702-11-9) B etaHoni (20 mn). Cymiw noTim
HarpiBanuM MNpyW KWMiHHI | 3anuwunu nepeMiwlysaTucsa npotarom 2 roguH.  Cymill oxonogunu go
KiIMHATHOT TeMnepaTtypu i noracunu HacudeHum posdmHom Na=CQOs. BoaHui wap ekctparysanu aidi
3a gonomoroto etunauetaty (80 mn). OpraHiyHi wapu NpoMWNM OAWH pas3 CONbOBUM PO3YUHOM,
Bucywunu Hag Na2S0s, BigadineTpyBanu, eBanopyBanu i Bucywunu B rnnbOOKOMY Bakyymi 3
OAEpPKaHHAM CNOMYKW, 3a3HAYEHOT B 3arofioBKY, Y BUIMSAI CBITNO-XOBTOr0 NOPOWKY (228 Mr, 62%).
MS (m/z): 192.1 [M+H]*.

Cragii 2 - 4: 3-(XnopmeTtun)-1-Tputunnipasono[4,3-clnipuaunH
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Llen matepian ogepxanu y Burnagi ocagy B TOYHiN BignoBigHocTi 3 MNMpomikHO cnonykoto D44-B,
Crapii 1-3, 3 etun1H-nipasono[4,3-c]nipugnH-3-kapbokcunaTty (ogepkaHoro Buwie Ha cragii 1)
cnoyaTky TPUTUIYBaHHAM, MOTIM BiQHOBMEHHAM A0 TAPOKCUMETUNLHOT NOXigHON, i, HA 3aKiHYeHHS
xnopyBaHHaM. MS (m/z): 410.2 [M+H]*.

MpomixkHi cnonyku F

MNpomixkHa cnonyka F1:

TpeT-6yTun 3-(6pomomeTumnipason-1-kapéokcunar

g
¢

Cragia 1: TpeT-6yTun 3-metunnipason-1-kapéokcunat
I\—

N °

\N/ \(

O\é

Oo posunHy 3-metun-1H-nipasony (500 mr) B auetoHitpuni (10 Mn) agoganu An-TpeT-OyTun
aukapbonar (1.59 r, 1.7 wmn) i DMAP (74.4 wr) npu 0°C. Cymiwi pganu Harpituca o KT i
nepemiwysanu npotarom 2 r. lMNotim EtOAc goganu i cymiww npomunm 0.1 H HCI, HacudueHum
po3umHom NaHCOsz i conboBMM po3dMHOM, Bucywimnu Hag Na=S0: i eBanopysanu. HeouuweHun
npoaykt (wo Mictutb ~15% TpeT-6yTun 5-metunnipason-1-kapbokcunaTy) BUKOPUCTOBYBANM Ha
HACTYMNHIN peakUinHin ctaaii 6e3 40AaTKOBOr0 OUYULLIEHHS.

Crapia 2: Tpet-6yTun 3-(6pomomeTun)nipason-1-kapbokcunar

N
s

Cymiw  TpeT-6yTun 3-metunnipason-1-kapbokcunary (1.24 r), NBS (1.7 r) i 6eH3oinnepokcuay
(308 mr) B CCls (50 mnm) HarpiBanu Ao kuniHHA npoTarom 4 r. Cymiw notiM oxonoaurm ao 0°C,
BiachinbTpyBanu i esanopysanu. 3asmLIOK OYMCTUNK 3a AONOMOIO KONOHOYHOT Xxpomatorpadii (100
r SiO2, H-rentad/EtOAc 100/0 go 90/10) 3 ogepKaHHAM CNOMYKWU, 3a3HadYeHOT B 3aronosky (481 wr,
27%) y surnagi 6esbapsHoro macna. MS (ESI): m/z = 161.0 [M-CO:tBu+H]".

MNpomixkHa cnonyka F3:

MeTun 5-(rigpokcumeTun)-2-teTparigponipan-2-in-nipason-3-kapdokcunart

o) /
o)

=
n— )
HO \N o)

Crapia 1: OumeTun 1-TetparigponipaH-2-innipason-3,5-gukapbokcunat
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TPO (74.0 mr, 50 mkn) goganu Ao cycnensii aumetun 1H-nipason-3,5-gukapbokcunary (1.546 r,
CAS: 4077-76-3) B Tonyoni (15 mn) i cymiw Harpinu go 80 °C. MoTim, 3,4-gurigpo-2H-nipax (828 wr,
900 mMKkn) goganu i peakuinHy Cymill KUNM'ATUAN i3 3BOPOTHUM XONOAUNBHUKOM MPOTAroM Houi. CymiLl
oxonogunn o KT i po3yuMHHMK eBanopyBanu. 3anuLIOK PO3YMHWNIM B BOAI i eKkcTparyeanu 3a
ponomoroto EtOAc. OG’egHaHi opraHiyHi Wwapu npoMUIM CONbOBUM PO3YMHOM, BUCYLUMNKU HAA
Na2S04, BigdineTpyBanu i eBanopysanu. 3anvwok ouncTUnM 3a ZonomMorow xpomatorpadii (50 r
cunikarens; rentad/EtOAc 100/0 go 50/50) 3 ogepkaHHAM CNOMyKW, 3a3HayeHoi B 3aronosky (1.95r,
87%) y sBurnagi 6inoro ocagy. MS (ESI): m/z = 185.1 [M-THP+H]*.

Crapia 2:MeTun 5-(rigpokcumeTnn)-2-TeTparigponipan-2-in-nipason-3-kapbokcunart

o) /
o)

—
HOL_ =N o

Jo posuuHy gumeTtun 1-teTparigponipaH-2-innipason-3,5-gukapbokcunaty (1.95 r) B cymiwi TId
(40 mn) i pgieTunosoro ediipy (80 mn) goganu 1M posunH DIBAL-H B Tonyoni (16.0 mn) no kpannsx
npu -78°C i cymiw nepemiwysanu npotarom 3 r npu -78°C. MNoTim gogaTkoBy Kinbkicte DIBAL-H 1 M
B TONyoni (8 Mn) goganu i Cymill nepemiwlysanyi NpoTArom A404aTkoBoi roanHu. Cymilwl Harpisanu go
0°C i Boay (15 mn) goganu no kpannsx. biny cycneHsilo eBanopyBanu i 3anuuieHnin 6inuii 3anuLLIOK
cycneHaysanu 8 MeOH (120 mn), npoaynu COz2 (ra3) npotarom 10 xB i NOTiM KMMATUAW NPOTArom 5.5
r. Cymiw BigdinbTpyBanu i pinbTpat cKoHUeHTpyBanu. 3anvieHnin maTepian ouUCTUAN WASXOM
xpomartorpadii (50 r cunikarens, rentaH/EtOAc 100/0 go 1/2) 3 oaepkaHHAM CNOSYKW, 3a3HAYEeHoT B
3aronoeky (810 mr, 47%) y surnagi 6inoro ocagy. MS (ESI): m/z = 157.0 [M-THP+H]*.

Mpuknagu A: TpuasonoHu, ge Ra # apun

Mpuknag At:

3-[(2-TpeT-6yTuUn-4-xnop-5-metundeHokcn)metun]-4-metun-1H-1,2 4-tpuason-5-ox

0]

N

o \/RN’N H
Cl

2-(TpeT-6yTun)-4-xnop-5-metundeHon (CAS: 30894-16-7, 250 wmr), 3-(xnopmeTun)-4-metun-1H-
1,2,4-Tpuason-5(4H)-on (CAS: 1338226-21-3; 279 wmr), kapboHart kanito (348 wmr) i nogua kanito (20.9
Mmr) o®’eaHanu B aueToHi (10.0 Mn) npu KiMHaTHIK TeMmnepaTtypi B aTMocdepi aproHy. Cymiw noTiM
Harpisanu Npu KUNiHHI NPOTAroM 3 roguH i NOTIM NIATPUMYBaNW NPU KIMHATHIA TeMnepaTypi NpoTAarom
aopatkosux 16 rogauH. TLWX nokasana BigCyTHICTb BMUXIAHOT CNOMykKM B Uel Yac. PeakuiiHy cymill
noTiM BNMAKX B BOAY 3 NbOAOM i BOAHWI LUAp eKcTparyBanu ABidi 3a AOMOMOroK0 eTtunauetary.
OpraHiyvHi Wwapu NnpoMunu oanH pas ConbOBUM PO34YMHOM, BUCyluMnu Hag Na2SO4, BigdinsTpyBanm i
esanopysanu. HeouneHy peyoBUHY OYUCTUNM 3a A0NOMOrolo dinewl-xpomarorpaddii Ha cunikareni 3
0% go 70% etunauetaty B rentaHi B SKOCTi €nloeHTa 3 OJepXKaHHAM CMOMyKW, 3a3HadeHol B
3aronoBky, y Burnaai 6esdapeHoro ocaay (60 mr). MS (m/z): 310.2 [MH]*.

HactynHi npuknaan 6ynu CMHTE30BaHI 3 BIANOBIAHUX CTPYKTYPHUX €NEMEHTIB/MPOMIDKHUX CNOMNYK i
Bigomoro 3-(xnopmMmetun)-4-metun-1H-1,2,4-tpuason-5(4H)-oHy 3a ananorieto 3 npuknagom Al:
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CTPYKTYpHUI eneMeHT/NpoMikHa

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
3-[(2-TpeT-6yTNn-4-xnop-5-
dhTopdeHokcn)meTun]-4-metun-1H-1,2,4-
Tpuasosn-5-oH
. 314.2
A2 \/k NH MpomixkHa cnonyka A1 M+H]*
3-[(3,3-aumeTun-6-nponaH-2-in-1,2-
aurigpoinaeH-5-in)okcumeTun]-4-metun-1H-
1,2,4-Tpuason- 5 -OH ) )
6-isonponin-3,3-gumeTnn-2,3-
aurigpo-1H-iHaeH-5-on 316.2
A3 \/k CAS: 1588508-77-3 [M+H]*
oAepKaHun BignoBigHO A0
W02014048865
3-[[2-TpeT-6yTUN-4-(3-MeTun-1,2,4-okcagiason-
5- IJ'I)q:)GHOKCl/I]MeTVIJ'I] -4-meTtun-1H-1,2,4-
Tpuasosn-5-oH
o]
2-TpeT-0yTun-4-(3-metun-1,2,4-
AN
A4 N”/<NH oKkcagiason-5-in)cpeHon [&4+4|_ﬁ+
0\)%,\( MpomikHa cnonyka A4
N
—
N—O
3-[[2-TpeT-OyTuUn-4-[1-(2-
TPUMETUCUNINETOKCUMETUN)iIMIga30N-2-
injdeHokenlmetun]-4-metun-1H-1,2,4-tpnason-
5-oH
2-TpeT-0yTun-4-[1-(2-
TPUMETUNCUIINETOKCUMETUM)- 457.9
AS \/k ’ iMinason-2-injdeHon M+H]*
MNMpomikHa cnonyka A5
Sl
/N
3-[[2-TpeT-OyTUN-4-(1-MeTunimigason-2-
in)eHokculmeTun]-4-metun-1H-1,2,4-tpnason-
5-oH
2-TpeT-6yTun-4-(1- 349 0
A6 MeTunimigason-2-in)ceHon M+H]*

\’/6/\/&/

MNpomixkHa cnonyka A6
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CTPYKTYpHUI eneMeHT/NpoMikHa

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
3-[[2-TpeT-6yTuUn-4-(1,3-0kcason-2-
in)eHokculmeTun]-4-metun-1H-1,2,4-tpnason-
5-oH
P 2 6 4-(1,3 2
N\ -TpeT-0yTun-4-(1,3-okcason-2-
A7 N’/<N 9’ inydexHon [&2+9H(])+
O\AN/ MNpomikHa cnonyka A7
N
~
<\/0
3-[(2-TpeT-6yTUn-4-mopdoniH-4-
indbeHokcn)meTun]-4-metun-1H-1,2,4-tpnason-
5-oH
N P 2-TpeT-6yTun-4-mopdoniH-4-in 3470
A8 " \H theHon [M+H]+
o =N’ MpomixHa cnonyka A8
™y
(o]
3-[[2-TpeT-OyTUN-4-(3-MeTUnimigason-4-
in)eHokculmeTun]-4-metun-1H-1,2,4-tpnason-
5-oH
2-TpeT-0yTun-4-(3- 342 0
A9 MeTunimigason-4-in)ceHon [M+H]+
\/l§ 4 MpomixkHa cnonyka A9
3-[[2-TpeT-6yTUN-4-(5-meTun-1,3,4-okcagiason-
2- IJ'I)q:)GHOKCl/I]MeTVIJ'I] -4-meTtun-1H-1,2,4-
Tpuasosn-5-oH
0
N 2-TpeT-0yTun-4-(5-metun-1,3,4-
A10 N’/<N 9, oKcapiason-2-in)ygeHon [&4+4|_'|1]+
0\/’§N’ MpomixkHa cnonyka A10
—<\N,N
4-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
imnmeTokcul-3-nponaH-2- IJ'I6eH3OHITpl/IJ'I 4-riIpOKCH-3-NponaH-2-in
GEeH30HITPUN
A11 CAS: 46057-54-9 271.12
OpnepxaHui 3 2- [M-H]

/6/ \/l%/

isonponindeHony BianoBigHO A0
W02005023762
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CTPYKTYpHUI eneMeHT/NpoMikHa

Mp. CucremaTtuyHa HasBa cronyka MS, m/z
2-metun-4-[(4-meTtun-5-okco-1H-1,2,4-tpnason-
3-im)meTokcu]-5-nponax-2- iJ'I6eH3OHiTpl/IJ'I A-TiAPOKCH-B-METHI-3-NPONaH-2-
inGeH30HITpUN
CAS: 858026-56-9 285.14
Al2 \/K ’ OneprxaHuin 3 2-isonponin-5- [M-HJ
MeTund)eHony BignoBigHO A0
wW02005023762
3-TpeT-6yTun-4-[(4-meTun-5-okco-1H-1,2,4-
TpMason-3-in)MeTokcn]OeH3oHITPUN
O
\N//< _ 3-TpeT-byTun-4- 287.15
A13 NH rinpokcnbeHsoHITpUn [M+H]"
0\/KN’ CAS: 4910-04-7
NZ
3-[(4-xnop-2-umknonponin-5-
MeTuncynsoHindgeHokcn)metTun]-4-metun-1H-
1,2 4-Tpma30n-5-0H 35806
4-xnop-2-uuknonponin-5- [M+H]*
Al4 J\ MeTuncynbgoHindgeHon and
SN MpomixHa cnonyka A14 375.09
[M+NH4]*
3-[(2-TpeT-OyTUN-4-
MeTuncynsoHindgeHokcn)metTun]-4-metun-1H-
1,2,4-Tpnason-5-oH 2-TpeT-6yTnn-4-
A5 N //<° MeTuUncynbaoHindeHon 340.13
AW MpomixHa cnonyka A15 [M+H]*
O\/kN'
o\
05
5-TpeT-6yTun-2-meTun-4-[(4-metun-5-okco-1H-
1,2,4-Tpuason-3- iJ'I)MeTOKCVI]6eH3OHiTpVIJ'I
5-TpeT-0yTun-4-rigpokcun-2- 30117
A16 METUNOEH3OoHITPUN [M+i—|]+

5%

MNpomixkHa cnonyka A16
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Mp.

CucremaTun4yHa HasBa

CTPYKTYpHUI eneMeHT/NpoMikHa
cnonyka

MS, m/z

4-TpeT-0yTUn-2-mMetun-5-[(4-metun-5-okco-1H-
1,2,4-Tpnason-3-in)MeTokcn]6eH30oHITpun

o]
~ \N
N (o] \N/NH
O
I
N

4-TpeT-0yTun-5-rigpokcun-2-
METUNOEH3OHITPUN
MpomixkHa cnonyka A17

301.17
[M+HF.

3-[[2-TpeT-OyTUN-4-[3-(2-TpUMeTUNCURIN-
eTokcumeTun)imigason-4-injdeHokcu]-metun]-4-
MeTun-1H-1,2,4-Tpnason-5-oH

o}

AN
N
NH
o\/kN.
N =
\Y
\,N\/o\/\
si—

/N

2-TpeT-0yTun-4-[3-(2-
TPUMETUACUNAHIN-
eTokcumeTun)-3H-imigason-4-inj-
deHon
MpomixkHa cnonyka A18

458.10
[M+H]*

3-[(4-xnop-2-umknonponin-5-
MeTundeHokcn)meTun]-4-metun-1H-1,2 4-
Tpuasosn-5-oH

o
A
0\/LNIN H
cl

4-xnop-2-uuknonponin-5-
MeTUNdEHON
MpomixkHa cnonyka A19

294.0
[M+H]*

3-[(4-xnop-2-umkrorekcun-5-
MeTundeHokcn)meTun]-4-metun-1H-1,2 4-
Tpuasosn-5-oH

0
\A
o\)lN,N H
cl

4-xnop-2-LuKnorekcun-5-
MeTUNdEHON
MpomixkHa cnonyka A20

336.0
[M+H]*

3-[[4-xnop-5-meTun-2-(okcaH-4-
imydpeHokculmeTun]-4-metun-1H-1,2 4-rpuason-
5-0H

(o]

v
o\/KN/N”

Cl

4-xnop-5-meTun-2-(okcaH-4-
indeHon
MNpomixkHa cnonyka A21

338.0
[M+H]*
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Mp. CucremaTtuyHa HasBa CprKTypH”V(':r?gﬁy'\f(ZHT/”pOMWHa MS, m/z
2-xnop-4-uuknonponin-5-[(4-meTun-5-okco-1H-
1,2,4-Tpuason-3-in)mMeTokcu]6eH3oHITpun
o)
N\ 2-Xnop-4-umknonponin-5-
A22 o\/L//{NH rigpokcu-6eH30oHITpUN [&04_5'_"%
N MpomixkHa cnonyka A22
Cl
CN
N-[2-xnop-4-uukronponin-5-[(4-meTun-5-okco-
1H-1,2,4-Tpnason-3-
immeTokcu]eHinlmeTancynsdoHamig
N 40 N-(2-xnop-4-uuknonponin-5-
A23 AW rigpokcudeHin)meTan 373.0
OVIQN’ cynbgoHamia [M+H]*
MNpomixkHa cnonyka A23
Cl
HN_ e
7=
4-tpeT-6yTun-3-[(4-meTun-5-okco-1H-1,2,4-
Tprason-3-in)MeTokcn]6eH3oHITpUN
o]
\14 4-TpeT-0yTUn-3- 287.0
A24 o\/k NH riapOKCUBEH3OHITPU N [M+H]+
N MpomixHa cnonyka A24
CN
4-tpeT-6yTun-3-[(4-meTun-5-okco-1H-1,2,4-
Tpuason-3-inymetokcu]beHsamig
0
\N//< 4-TpeT-6yTUn-3- 305.6
A25 o\/g NH rinpokcnbeHsamia :
N ' [M+H]*
MpomixHa cnonyka A25
07 NH,
Mpuknag A26

5-TpeT-0yTun-2-metun-4-[(5-okco-4-nponan-2-in-1H-1,2 ,4-tpnason-3-in)meTokcn]6eH30HITpUN

o
/LN’«
o A\ N
NZ

Cragia 1: 3-(BeH3unokcumeTun)-4-isonponin-1H-1,2,4-tpnason-5(4H)-oH

N

O

H
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Ho cycneHnsii N-isonponinrigpasuHkapbokcamigy rigpoxnopuay (CAS: 35578-82-6, 1.0 1) B TI®
(12.5 mn) goganu 2-(6ensunokcn)auetunxnopug (1.2 r) i cymiw oxonogurm go 0°C. o 3asHayeHoi
cyMmiwi noTiM goganu no kpannax 5M BOAH. riapokcua Hatpilo (2.67 M) NpoTAroM 3 XBUMMWH i
peakuiiHy cymill peTenbHO nepemMiany npu KiMHaTHIn Temnepatypi npotarom 2.5 rogauH. Motim NUA
BUAANUNKM eBanopauicto nig BakyyMOM. 3anulleHy KOPUYHEBY B’A3KY CycneHsito obpobunu 2M
BOAHUM TigpoKcMaoM Hatpito (6.51 mn) i Harpinu go 95°C (Temneparypa mMacnsaHoi 6aHi) npotarom 16
roguH. Micnsa oxonogXeHHs, kKanaMmyTHU po3dnH gosenun Ao pH 4 3 sBukopuctaHHam 25% soaH. HCI.
Etunauetatr goganu i wapu posginunu. BoaHui wap ekcTparyBanu ABidi 3a 4ONOMOIOIO
eTunauetaty. OpraHiyHdi WwapM nNPOMWNM  COMbOBUM  PO3YMHOM, BUCywMK Hag MgSOa,
BigdinbTpyBanu, o6pobunu cunikareneMm i eBanopyBanu. 3anuLIOK OYUCTUIM 3@ [AO0MNOMOrOH
Xpomatorpacdii Ha cunikareni npu rpagieHTi H-rentaHy B eTunaueTaTi (100/0 go 0/100) 3 ogepkaHHsaM
CMnonyku, 3asHadeHoi B 3aronosky (0.705r). MS (m/z): 248.14 [M+H]+

Cragisa 2: 3-(rigpokcumeTtun)-4-nponan-2-in-1H-1,2,4-Tpnason-5-oH

N
HO/\f >::O
N—N
H
Jo posunHy 3-(6eHsmnokcumeTun)-4-isonponin-1H-1,2,4-tpnason-5(4H)-ony (0.70 r) B etaHoni
(12 mn) B aTMocdrepi aproHy goganu rigpokcua nanagito Ha Byrinni (20%, 298 mr) i peakuiiHy cymiLu
nepemiwysanu B aTtMmocdepi BOAHIO Npu KiMHATHIAW Temnepatypi i 0.5 Tucky npotarom18 roauH.
PeakuiiHy cymiw noTiMm BiadinsTpyBanu i ocag npoMmunu etaHonom (10 mn). ®inbTpaTt esanopysanu
3 0AEPKAHHAM CMOMYKKW, 3a3Ha4YeHoT B 3aronoBky, y Burnsgi 6esdapsHoro ocaay (0.391 r). MS (m/z):
157.0 [M]*.
Cragia 3: 3-(XnopmeTtun)-4-nponaH-2-in-1H-1,2,4-tpnason-5-oH

b
CI/\( >;O

N\N

Ho cycneHsii 3-(rigpokcumeTun)-4-isonponin-1H-1,2,4-tpuason-5(4H)-ony (0.30 r) B aueToHiTpuni
(6 mn) pgoganu TioHinxnopua (261 Mr) i cycneHsia LwWBMAKO nepeTBopunacd B po3vuH. Cymill
nepemiwlysanu nNpyu KiMHaTHIA TeMnepaTtypi npotdarom 16 roauH. PeakuiiHy cymiwl eBanopyBasnu i
3anuwok Agidyi obpobunm  TONMyonoMm i eBanopyBanuM 3HOBY ANS  BUAANEHHA  3anULLEHOro
TiOHINXxnopuay. 3anuLiok ciepo-6inoro ocagy TpPUTypyBanu 3 H-TENTAHOM B YNbTPAa3BYKOBi BaHHI.
CycneHsito noTiM BigdinbTpyBanu, MNPOMUNAM H-renTaHoM | ocaj BUCYLWMNWM Nig BakKyymom 3
OOEPXKaHHAM CMONyKM, 3a3HadeHoi B 3aronoBky (0.37 r), y surnsgi 6es3bapeHoro ocagy. MS (m/z):
175.0 [M]*.

Ctapiqa 4. 5-TpeT-0yTun-2-metun-4-[(5-okco-4-nponaH-2-in-1H-1,2,4-tpnason-3-
iMnMeTOKCU]O6EH3OHITPUN

Lllo cnonyky ogepxanu 3a aHanorieto 3 npuknagom 1 3 3-(xnopmetun)-4-nponax-2-in-1H-1,2 4-
Tpuason-5-oHy i 5-TpeT-0yTun-4-rigpokcu-2-meTunbeH3oHiTpuny (MpomibkHa cnonyka A16) 3
OAEpPKaHHAM CMONYKKU, 3a3HaAYeHOT B 3aroNoOBKY Y BUIMAAi CBITNo-kopuyHeBoro ocagy. MS (m/z):
329.20 [M+H]*.

Mpuknag A27:

4-metun-3-[(5-meTun-2-nponax-2-indeHokcn)metun]-1H-1,2,.4-tpuason-5-

O\)QN/N H

OH
Cragia 1: 4-meTun-3-[(5-meTun-2-nponax-2-indeHokcn)MeTun]-5-metuncynedoHin-1,2 4-
Tpuason
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L %o
o Y
N-N

[o posuuHy 2-isonponin-5-metundeHony (300mr, CAS: 89-83-8) B aueToHi (20 mn) goganu
K2COs (387 w™r) i 3-(nogometun)-4-metun-5-(MetuncynbdoHin)-4H-1,2,4-tpnason (783 wmr, CAS:
1068603-49-5, opepxaHun BianoeigHo ao WO2008119662). PeakuiiHy cymiwl nepemillysarnu
npoTarom Houi npu 60°C i noTim ekctparysanu sogoto (150 mn) i EtOAc (150 mn). OpraHivyHui wap
npomunu sogo (150 mn), sucywmmm Hag Na=SQs4, BiadinbTpyBanu i esanopyeanu. HeouuwieHy
PEYOBUHY OYUCTUIN LUNAXOM KONOHOYHOI XpomMartorpadii (rpagieHT 3 TouHicTio Ao 50% EtOAc B OXM)
3 04 epXaHHAM CMOMykW, 3asHadeHoi B 3aronoBky, y Burnagi xostoi cmonm (0.241 r). MS (m/z):
324 14 [M+H]*.

Cragia 2: 3-meToKCU-4-MeTun-5-[(5-meTun-2-nponaH-2-indg)eHokcu)MeTun]-1,2,4-tpuason

\

\N’\<N
oAy

HOo cycneHsii  4-metun-3-[(5-meTun-2-nponax-2-inpeHokcn)mMeTun]-5-meTuncyneoHin-1,2,4-
Tpuasony (241 mr) B metaHoni (8 mn) goganu MeTokcua Hatpito B meTadoni (0.6 mn, 5.4 M).
PeakuiiHy cymiw Harpisanu npu 85°C npu KuNiHHI i3 3BOPOTHUM XONOAWNBHUKOM. Yepes 2 1
peakuiiHy cymill octaHoBUnM i oxonoaunu. Cymiw posbasunu EtOAc (50 mn), NPOMUIIM HACUYEHUM
BOAHUM po3unHoM NaHCOs(50mn) i HacuyeHum posuumHom NaCl (20 mn) i noTiM BUCyLIMNK Haj
Na2S0s i ckoHUueHTpyBanu nig BakyymoMm. HeoOXigHuA npoaykT ogepanu B Takomy BUMMAgdi K
CBITNO-KOBTUI 0caf i BUKOpucTOoByBanu 6e3 gogatkoBoro oumweHHs (0.2 r, wo MicTaTb AesKy
KinbKicTb BUXigHOT cnonykun). MS (m/z). 276.17 [M+H]+.

Cragia 3: 4-meTtun-3-[(5-meTun-2-nponax-2-indeHokcn)meTun]-1H-1,2,4-tpnason-5-oH

\NJ(NH
oAy

[o posunHy 3-meTokcu-4-metun-5-[(5-meTtun-2-nponaH-2-indeHokcn)meTun]-1,2,4-tpuasony (113
Mr) B ACOH (29 mn) goganun HBr (19.5 mn 48% po34nHy) Npu KiMHaTHIK Temnepartypi i peakuinHy
CYMILL NnepemillyBanu NpoTaroM Hodi. Po3unH CkoHUeHTpyBanu (nMpu Temnepartypi BoasiHoi 6aHi 50-
70°C) i noTim posbasunu 3a gonomoroto AXM (50Mn) i npomunu 3a gonomorow 2M posumHy KHCO3
(30 mn). OpraniyHuii wap sucywmnnu Hag Na2804, BigdinbTpyBanu i CKOHUEHTPYBanu 3 04epKaHHAM
CMONyKKU, 3a3HayeHol B 3arosioBKy, y Burndagi ceitno-xoetoro ocagy (0.094 r. MS (m/z). 262.2
[M+H]*.

HactynHi npuknagn 6ynu CMHTE30BaHI 3 BiANOBIAHWUX CTPYKTYPHUX €NEMEHTIB/MPOMIKHUX CNONYK
3a aHanorieto 3 npuknagom A1, Craaii 1-3:

Mp. CucremaTuyHa HasBa CTpyKTYpHNUi EneMeHT/npomixHa MS, m/z
cnonyka
3-[(4-xnop-5-meTun-2-nponax-2-
indbeHokcn)meTun]-4-metun-1H-1,2,4-tpnason-
5-oH
o] - -5 e e
N //< 4-xnop-5 METUN 2-nponax-2 296.12
A28 N w inceHon [M+H]*
o CAS: 89-68-9
Cl
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Mp. CucremaTtnyHa Ha3Ba CTPYKTYpHUY ENEMEHT/NPOMDKHA MS, m/z
cnonyka
3-[(4-xnop-2-nponaH-2-indeHokcu)MeTur]-4-
MeTun-1H-1,2,4-Tpnason-5-oH
o]
4-xnop-2-nponaH-2-ing)eHon 282.10
A29 5 N4
NH CAS: 54461-05-1 [M+H]*
O\/lQN/
Cl
3-[(6-umknonponin-2-meTun-1,3-6exHsoTiason-5-
imokcumetTun]-4-metun-1H-1,2,4-tpnason-5-ox
(o]
hY 6-umknonponin-2- 31711
A30 o\/KN/NH MeTun6enso[dJriason-5-on [M+H]+
MpomixkHa cnonyka A30
)
>=N
3-[(4-xnop-2-yuknobyTun-5-
MeTundeHokcn)meTun]-4-metun-1H-1,2 4-
Tpuasosn-5-oH
o 4-xnop-2-4uknodytun-5-
A31 \N4 meTunceHon [ﬁ/lOin
NH i
o \/’QN, MpomikHa cnonyka A31
cl
Mpuknag A32:

3-[[2-TpeT-6yTun-4-(1H-imigaszon-2-in)yderokcu]metun]-4-metun-1H-1,2,4-rpnason-5-ox

(0]
\N,/<
o\/KN/N :

~N

<\/NH

[o posuuHy 3-[[2-TpeT-OyTun-4-[1-(2-TpumeTnncunineTokcumeTun)imigason-2-injgpeHokculmernn]-
4-metun-1H-1,2,4-tpuason-5-oxy (45 Mr, ogepxaHoro B npuknagi A5, B 6essogHomy TI'® (10 mn) npwu
0°C poganu 2 H BogHy HCI (3 mn) npu 0°C i peakuiiiHy cymiw nepemiwysanu npu 25°C npoTtarom 8 r.
Po3uMHHUK eBanopyBanu Npu 3HWKEHOMY TUCKY i 3anuLIOK po3baBunu BOAOHK, NignyroByBanu 3a
JOMOMOror Hacu4veHoro sogHoro pos3umHy NaHCOgs i ekctparysanu 3a gonomorow OXM (2x30 mn).
O0G’egHaHi opraHiyHi Wwapyu NPOMUNKU CONbOBUM PO3YMHOM, BUCYLLIMIM Haa Na>SOs4 i eBanopysanu npu
3HUXKEHOMY TUCKY. 3amnuLLOK OYMCTUIM KOMOHOYHOIO Xpomartorpadyieto Ha cunikareni (rpagieHT 3-5%
MeOH B AXM) 3 ogepkaHHsIM CNONyKK, 3a3Ha4eHoT B 3aronoeky (12 wmr), y surnagi cipo-6inoro ocaay.
MS (m/z): 328.1 [M+H]*.

HacTynHuiA npuknaa cuHTesyBanu 3 BiANOBIAHUX CTPYKTYPHUX €neMeHTIB/MPOMDKHUX CMOMyK 3a
aHanorielo 3 npuknagom A32, 3a BUHATKOM TOro, WO PO3YMHHUK TIP samiHunm Ha OXM, a 2H HCI
3aMiHUNKU Ha TPUCITOPOLTOBY KUCAOTY.
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Mp. CucremaTuyHa HasBa CTPYKTYpHUY ENEMEHT/NPOMDKHA MS, m/z
cnonyka
3-[[2-TpeT-6yTUN-4-(1H-iminason-5-
in)eHokculmeTun]-4-metun-1H-1,2,4-tpnason-
5-oH
N % 328.20
A33 NJNH Mpuknag A18 [M+H]+
O\/KN'
N =
\-NH
Mpuknag A34
4-TpeT-0yTun-2-xnop-5-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)meTokcn]6eH30HITPUN
o]
~ Ny

0\/g /N H
cl =

N

Llen maTepian ogepxanu 3a aHanorieto 3 npuknagom A1 3 MNMpomixkHOT cnonyku A34 i komepuiiHo
poctynHoro 3-(xnopmetun)-4-metun-1H-1,2 4-tppason-5(4H)-ony (CAS: 1338226-21-3) y Burnagi
6esbapeHoro ocagy. MS (m/z): 321.2 [M+H]~.

Mpuknag A35

5-TpeT-0yTun-2-xnop-4-[(4-metun-5-okco-1H-1,2 4-tpuason-3-im)metokcu]6eHsoHiTpun

Ny //(O
/$/ OVKN/NH
N// Cl

Ho 5-tpet-6yTun-2-xnop-4-rigpokcu-6eHsoHitpuny (2.29 r, 10.9 mmonb) B N-MeTUn-niponiguHoHi
(55 mn) poganu NaH (568 wmr, 14.2 mmonb). PeakuiiHy cymiw nepemiwysanu npu KiMHaTHIRA
TemnepaTypi npotsarom 30 xB. 3-(XnopmeTtun)-4-metun-1H-1,2,4-tpuason-5(4H)-on (1.93 r, 13.11
MMOJIb) po34nHUNK B N-meTun-niponignHoHi (20 M) i goganu nNo Kkpannax Yepes KkpanesibHy BOPOHKY
npotarom 30 xB. [Micns 3aBepLueHHa gogaBaHHA, Bogy (160 M) NoBiNbHO Aodanu B peakuiiHy cymill.
Micna nepemiwyBaHHA 40 OXONOMKEHHA A0 KIMHATHOT TemnepaTypu, peakuiiHy Cymill
BiadhinbTpyBanu i ocagm Bucywmnu 3 ogepkaHHam 3.15 r, 3asHayeHoOi B 3arofioBKy CNOMyku, Yy
Burnagi 6inoro ocagy (90% suxig). MS (m/z): 321.5 [M+H]*.

Mpuknag A36

5-TpeT-0yTun-2-prop-4-[(4-metnn-5-okco-1H-1,2,4-Tpuason-3-in)MeTokcn]6eH3oHITPUN

e

Cnonyky, 3a3Ha4eHy B 3arofoBKy, OJep»Kanu 3a aHarnorieto 3 npuknagom A35, 3 5-Tpet-6yTun-2-
drTop-4-rigpokcu-6ensonitpuny  (0.118 1) i 3-(xnopmetun)-4-metun-1H-1,2,4-tpuason-5(4H)-ony
(0.108 1) i opepkanu (17 mr, 9% ) y surnaai 6inoro ocagy. MS (m/z): 305.5 [M+H]*.

Mpuknagu B: TpuasonoHu, ae Ra = apun i retepoapun
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Mpuknag B1:
3-[(4-xnop-5-meTun-2-ceHingeHokcn)metun]-4-metun-1H-1,2,4-rpuason-5-ox

O
saal

Cl

[o posunHy 4-xnop-5-metun-2-deHindeHony (62.2 mr, npomikHa crnonyka B1) B aueToHi (2 mn)
5  popanu K2COs (42.6 mr) i 3-(xnopmeTtun)-4-metun-1H-1,2,4-tpuason-5(4H)-ox (35 mr, CAS: 1338226-
21-3). PeakuiiiHy cyMmill nepeMiwlyBanu NPOTAroM 2 roauH Npu KMniHHi i3 3BOPOTHUM XONOAUITbHUKOM.
PeakuinHy cymiw Bnunu B 10% BogHui posdunH NH4CI (30 mn) i EtOAc (30 mn) i wapu posainunu.
BoaHuii wap ekctparysanu asivi 3a gonomoroto EtOAc (30 mn). OpraHiyHi wapu npomMunm conboBUM
posunHom (30 wmrm), Bucywmnu Hap MgSOs, BiAdINbTPyBanu i CKOHUEHTpyBanu nig BakyymMoOM.
10 3anuLok oYucTUnNKu 3a gonomororo xpomarorpadyii Ha cunikareni Ha 20 r KONOHLi, 3 BUKOPUCTaHHAM
PXCT cuctemun Flashmaster 3 entodieto npu rpaagieHti AXM: MeOH (100/0 go 50/50) 3 ogep»aHHAM
CMOMyKKM, 3a3Ha4YEHOT B 3aronoBkKy, y Burnsai cipo-6inoro ocagy (7 mr, 9%). MS (ESI): m/z = 330.100
[M+H]*.

HacrtynHi npuknaan 6ynu CMHTE30BaHI 3 BIANOBIAHUX CTPYKTYPHUX ENEMEHTIB/MPOMDKHMX CNONYK i

15 Bigomoro 3-(xnopmMmetun)-4-metun-1H-1,2,4-tpuason-5(4H)-oHy 3a ananorieto 3 npuknagom B1:

CTPYKTYPHUI eneMEHT/NPOMidKHA
Mp. CuctemaTu4Ha HasBa PYKTYP P

cnonyka MS, m/z

3-[[4-xnop-2-(2-xnopdeHin)-5-
MeTundeHokculmetnn]-4-metun-1H-1,2 4-
Tpuasosn-5-oH

4-xnop-2-(2-xnopdeHrin)-5-
B2 ol O N,H MeTUNdEHON ﬁ\ﬁjl_?ﬁ
| MNpomixHa cnonyka B2
o\/kN\FO p y

SO

3-[[4-xnop-2-(3-xnopdreHin)-5-
MeTundeHokculmetnn]-4-metun-1H-1,2 4-
Tpuasosn-5-oH

Cl

O 4-xn10p-2-(3-xropdeHin)-5- 364.06
B3 N MeTuneHon [M+H]*
| MpomixxHa cnonyka B3
o\/kN>=° p y
Sl
cl
3-[[4-xnop-2-(4-xnopdreHin)-5-
MeTundeHokculmetnn]-4-metun-1H-1,2 4-
Tpuasosn-5-oH
Cl
4-xnop-2-(4-xnopdeHin)-5-
B4 O H meTundeHon ﬁ\ﬁjl_?ﬁ
r\;”“>= MpomixHa cnonyka B4
O\/’\N °

JF T
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Mp. CucremaTuyHa HasBa CTPYKTYpHUY ENEMEHT/NPOMDKHA MS, m/z
cnonyka
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHin]oeHsoHiTpun
N
h 3-(5-xnop-2-rigpokcu-4
B5 O N,H MeTUNAQEHIN)beH3oHITpUN ﬁ\iid]?
o\/LN\Fo Mpomixua cnonyka B5
\
JO
3-[[4-xnop-5-meTun-2-(3-
MeTuncynboHindenin)deHokculmeTnn]-4-
MeTun-1H-1,2,4-Tpnason-5-oH
i 4-xnop-5-mMeTun-2-(3-
B6 o?° MeTuncynbgoHingeHin) 408.08
N,n dreHon [M+H]*
o \),\N\Fo MpomixHa cnonyka B6
\
e
3-[[4-xnop-5-meTun-2-(2-
MeTuncynboHindenin)deHokculmeTnn]-4-
MeTun-1H-1,2,4-Tpnason-5-
4-xnop-5-meTun-2-(2-
B7 o O H MeTuncynbgoHingeHin) 408.08
>$ N-— deHon [M+H]*
(o]
! O °\/H\N\>= ° MpomixkHa cnonyka B7
Cl
OH
3-[[4-xnop-5-meTun-2-[3-(ninepnanH-1-
kap6oHin)deHin]deHokenmeTnn]-4-metun-1H-
(o]
N [3-(5-xnop-2-rigpokcu-4-
B8 O O H MeTundeHindenin]-ninepugui- | 441.17
N”N 1-inmeTaHoH [M+H]*
O °\/'\N\ ° MpomixHa cnonyka B8
Cl
1,2,4-Tpnason-5-ox
3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHin]-N-
O\ i 3-(5-xnop-2-rigpokcu-4-
B9 h O o meTundeHin)-N- 455.19
A umMknorekcunbeHsamia [M+H]*
o I M MpomixkHa cnonyka B9
A
yuknorekcundeHsamig
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CTPYKTYPHUI eneMeHT/Npomi>kHa

Mp. CucremaTtuyHa HasBa cronyka MS, m/z
3-[[4-xnop-5-meTnn-2-[3-(MopdoniH-4-
kap6oHin)deHin]deHokenmeTnn]-4-metun-1H-
o]
(\N O [3-(5-xnop-2-rigpokcu-4-
o MeTundeHin)ydenin]-mopdoniH- | 443.15
B10 oS \N/(NH A-inMeTaHOH [M+H]
O O\ MpomixkHa cnonyka B10
Cl
1,2,4-Tpnason-5-ox
3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-
NH,
o O o 3-(5-xnop-2-rigpokcun-4- 373.11
B11 \N4 meTundeHin)6eHsamia [M—H]'
o I M MpowmixHa cnonyka B11
SO
imMmeTokcu]deHin]deHsamia
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHin]-N,N-
aumeTunbeHsamig
it 3-(5-xnop-2-rigpokcn-4-
B12 SN o mMeTundeHin)-N,N- 401.14
| O \N,/< anmetunbeHsamia [M+H]*
o s NH MNpomixkHa cnonyka B12
N
AL
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-inymetokcu]denin]-N-deninbensamia
[}
©\N 3-(5-xnop-2-rigpokcu-4- 449 14
B13 H O N ,/(0 meTundeHin)-N-deHinéeHsamin [M+H]+
M\ MpomixHa cnonyka B13
0. \N/
SO
3-xnop-5-[5-xnop-4-metun-2-[(4-meTun-5-okco-
1H-1,2,4-Tpnason-3-in)meTokcu]eHrin]bexsamig
o]
Cl .
HoN 3-xnop-5-(5-xnop-2-rigpokcu-4-
B14 O \N/,/<o meTundeHin)beHsamia [4|\%|_?]Z

MNpomixkHa cnonyka B14
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CTPYKTYPHUI eneMeHT/Npomi>kHa

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-
Tpuason-3-in)meTtokcu]deHin]-N-umknonponin-4-
drropbeHsamia
A it 3-(5-xnop-2-riapokcu-4-
B15 N o MeTundeHin)-N-uuknonponin-4- | 431.13
: O . \N,4 dropbeHnsamia [M+H]*
o\/g NH MNpomixkHa cnonyka B15
N
O
4-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
immeTokcu]-3-peHinbeH3oHiTpun
0 6-rigpokcu-BiceHin-3-
B16 O \NJ{ KapOOoHITpUN [ﬁﬂo+7|_ﬁ+
O o\/kN,N” MpomixHa cnonyka B16
NZ
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHin]-N-(2-
MeTOKCieTVIJ'I)6eH3aMi/J,
3-(5-xnop-2-rigpokcu-4-
B17 /°\/\N meTundeHin)-N-(2- 431.15
MeTokcieTun)beHsamia [M+H]*
MNpomixkHa cnonyka B17
3-[[4-xnop-2-(2-xnopnipnaunH-3-in)-5-
MeTl/IJ'Iq:)eHOKCVI]MeTVIJ'I] -4-meTtun-1H-1,2,4-
Tpmason—5—0H
4-xnop-2-(2-xnopnipuanH-3-in)-
B18 5-meTundeHon ﬁ\ﬁil_?ﬁ
MpomixkHa cnonyka B18
3-[[4-xnop-2-(6-xnopnipnaunH-2-in)-5-
MeTl/IJ'Iq:)eHOKCVI]MeTVIJ'I] -4-meTtun-1H-1,2,4-
Tpuasosn-5-oH
cl
A 4-xnop-2-(6-xnopnipuamnH-2-in)-
| o] p pnipna
B19 \N,/< 5-meTundeHon 3“35i_1|9
NH MpomixxHa cnonyka B19 [M+H]
(o] \N’
cl
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CTPYKTYPHUI eneMeHT/Npomi>kHa

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
5-[5-xnop-4-meTnn-2-[(4-meTnn-5-okco-1H-1,2,4-
Tpuason-3-in)meTtokcu]deHin]nipnanH-3-
kapGokcamig 5-(5-xnop-2-riapokcu-4-
2 MeTUNAEHINNipanH-3-
B20 H,N XN o kapbokcamig 374.01
PN W MpomisHa cronyka B20 [M-+H]*
O\/g NH (Peakuisa nposogunaca s AMa®
N npu 75°C npotarom 2.5 roamH)
Cl
3-[[4-xnop-2-(6-MeTokCHUNipUANH-2-in)-5-
MeTundeHokculmetnn]-4-metun-1H-1,2 4-
Tpuasosn-5-oH
|
o - -2.(B- i 2.
I N o 4 xnop 2-(6-meTOKCUNIPUANH-2 361 11
B21 N N in)-5-meTund)eHon [M-+H]*
N’/<NH MNpomixkHa cnonyka B21
[e] \N/
cl
3-[[4-xnop-5-meTun-2-(1,2-okcason-5-
imdeHokcu]meTun]-4-metun-1H-1,2,4-rpnason-5-
OH
=N 4 2-(5-i im-5
5 0 -xnop-2-(5-isokcasonin)-5-
B25 N \N meTundeHon fl\ill—?ﬁ
o) \N/NH CAS: 213690-32-5
cl
3-[[4-xnop-5-meTun-2-(1,3-okcason-5-
imdeHokcu]meTun]-4-metun-1H-1,2,4-rpnason-5-
OH
N .
- 4-xnop-5-meTun-2-okcason-5-in-
0
B26 Vo N\ cheHon [ﬁ/ﬁﬁ%
ol \N/NH MpomixHa cnonyka B26
Cl
3-[[4-xnop-5-meTun-2-(2-meTunnipason-3-
imdeHokcu]meTun]-4-metun-1H-1,2,4-rpnason-5-
OH
N
r o} 4-xnop-5-meTun-2-(2-metun-2H-
B30 —NF \N//{ nipason-3-in)-cexon [&SE’H?
NH i
o \/KN’ MpomixHa cronyka B30
cl
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CTPYKTYPHUI eneMeHT/Npomi>kHa

Mp. CucremaTtuyHa HasBa cronyka MS, m/z
2-xnop-4-[(4-meTtun-5-okco-1H-1,2,4-tpuason-3-
immeTokcu]-5-peHinbeH3oHiTpun
O O 4-xnop-6-rinpokcn-GideHin-3-
AN
B31 N//<NH kapGoHiTpun [&4+1|_'|1]+
O 0\/‘§N/ MpomixkHa cnonyka B31
NZ
cl
2-xnop-5-(4-cpTopdeHin)-4-[(4-meTnn-5-okco-1H-
1,2,4-Tpuason-3-in)mMeTokcu]6eH3oHITpun
F
o 4-xnop-4'-cpTop-6-rigpokcu- 3590
B32 O \N//< BicbeHin-3-kapboHiTpun [M+H]+
O o \/‘QN/NH MpomixxHa cnonyka B32
NZ
Cl
3-[4-xnop-5-uiaHo-2-[(4-MeTun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]denin]-N-metnnbdensamia
(o]
~\ 4'-xnop-5'-UiaHo-2'-riapokcu-
H O o} BicbeHin-3-kapboHOBOI KUCNOTK 398.3
B33 \N//< MeTunamig [M+HT*
O o M MpoMmikHa crionyka B33
NZ
Cl
2-xnop-5-[3-(5-metun-1,2,4-okcagiason-3-
imdeHin]-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-
3-in)meTokcn]6eH30oHITpUN
>§N 4-xnop-6-rigpokcu-3'-(5-metun-
B35 \F [1,2,4]okcaaiazon-3-im)-Oidbenin- |  423.1
O « 4 3-kapOoHiTpun [M+H]*
N’/< MpomixxHa cnonyka B35
oy
N
Cl
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHin]-N-(2-
rigpokcieTun)beHsamia
e 3-(5-xnop-2-rin pokcu-4-meTun-
B36 HO~ o dheHin)-N-(2- 417.2
H O //( rigpokcieTun)beHsamia [M+H]*

\N
‘ o\/kNIN”
Cl

MNpomixkHa cnonyka B36
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CTPYKTYPHUI eneMeHT/Npomi>kHa

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
2-xnop-5-[3-(5-metun-1,3,4-okcagiason-2-
imdeHin]-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-
3-in)meTokcn]6eH30oHITpUN
>\o 4-xnop-6-rigpokcu-3'-(5-metun-
B37 N\N/ [1,3,4]okcapiason-2-in)-6icenin- |  423.1
O 0 3-kapOoHiTpun [M+H]*
N\ :
N’/< MpomixxHa cnonyka B37
O\/[QN/NH
NZ
Cl
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHrin]-4-cptop-N,N-
aumeTunbeHsamig
i 3-(5-xnop-2-rig pokcu-4-MmeTun-
838 SN ceHin)-4-ptop-N,N-gumetun- | 419.2
| AN Genaamin [M+HJ*
MpomixxHa cnonyka B38
O\AN’NH P
S
3-[4-xnop-5-uiaHo-2-[(4-MeTun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHin]-N,N-
aumeTunbeHsamig
o]
~ 3-(4-xnop-5-uiaHo-2-riapokcu- 412 1
B39 T O N o] deHin)-N,N-gumeTnn-6eH3amia [M+H]+
N//< MpomixxHa cnonyka B39
chad
NZ
Cl
3-[[4-xnop-2-[2-dTOop-5-(MopdoniH-4-
kapboHin)deHin]-5-metTundeHokcn]MeTnn]-4-
METUN- 1H 1,2,4-Tpnason-5-oH
[3-(5-xnop-2-rigpokeun-4-meTun-
B40 heHin)-4-cTop-eHin]- 461.2
MOpPdONiHO-METAHOH [M+H]*
\/k NH MpomixxHa cnonyka B40
Cl
2-xnop-4-[(4-meTtun-5-okco-1H-1,2,4-tpuason-3-
immeTokcu]-5-[3-(MopdoniH-4-
kapOoHin)eHIN]GeH30HITPUN
2-xnop-4-rigpokeun-5-[3-
B41 (mopdoniH-4- 4542
kap6oHin)eHin]6eH3oHITPUN [M+H]*

T
NF O N

MNpomixkHa cnonyka B41
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CTPYKTYPHUI eneMeHT/Npomi>kHa

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
MeTun 3-[5-xnop-4-metun-2-[(4-meTun-5-okco-
1H-1,2,4-Tpnason-3-in)meTokcu]erin]dbersoar
o]
~o o mMeTun 3-(5-xnop-2-rigpokcu-4- 388 1
B42 O \N//< mMeTun-enin)bensoar [M+H]+
o\/& NH MpomidxHa cnonyka B42
N
L
MeTun 3-[[3-[5-xnop-4-metun-2-[(4-meTun-5-okco-
1H-1,2,4-Tpnason-3-
immMeTokcu]peHin]6eHsoinjamiHo]
nponaxoar ]
0 0 mMeTun 3-[[3-(5-xnop-2-rigpokcu-
B44 \O)k/\N 4-meTun-enin)bensoinjamiHo] 459.2
H O N o} nponaHoar [M+HT*
N MNpomixkHa cnonyka B44
O\/gN/NH
L
Etun 2-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-
1H-1,2,4-Tpnason-3-
imymeTokcu]derin]éensoinlamiHolaueTar
o f eTun 2-[[3-(5-xnop-2-rigpokcu-4-
- N MeTun- 459.2
B46 \g/\H O N\ /(o deHin)bensoin]amiolauetat | [M+HJ*
o\/g NH MpomidxHa cnonyka B46
N
L
MeTun 3-[5-xnop-4-metun-2-[(4-meTun-5-okco-
1H-1,2,4-Tpnason-3-immeTokcu]deHrin]-4-
meTundensoar
o]
- mMeTun 3-(5-xnop-2-rigpokcun-4- 402.1
B49 © O 0 MeTUn-peHin)-4-meTun-6eHsoat [M+H]+
\;T\ W MNpomixkHa cnonyka B49
(o] . 7/
L
3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-immetokcu]deHrinl-4-
(TpudbTopmeToKkcn)beH3amia
2 3-(5-xn0p-2-rigpokcu-4-MeTun-
B52 deHin)-4- 457.2
(TpudbTOopMmeETOKCH)BEH3aMmia [M+H]*

MpomixkHa cnonyka B52
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CTPYKTYPHUI eneMeHT/Npomi>kHa

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
3-[[4-xnop-2-(2-meTokcunipnanH-3-in)-5-
MeTundeHokculmetnn]-4-metun-1H-1,2 4-
Tpmason—5—0H
4-xnop-2-(2-MmeToKcU-3-nipuaun)- 361 1
B53 5-meTun-eHon [M+H]+
\/[\ MNpomixkHa cnonyka B53
2-xnop-5-(2-meTokeunipuanH-3-in)-4-[(4-metun-5-
okco-1H-1,2,4-Tpuason-3-in)MeTokcn]6eH30HITpun
N7 | o
2-xnop-4-rigpokcu-5-(2-meTokcu-
N\
B54 S0 N’/<NH 3-nipnann)beH3oHITpun [&7+2|_'|1]+
0\/I§N/ MpomixHa cnonyka B54
NZ
cl
3-[[4-xnop-2-(5-eToKeu-2-dhTopdpeHin)-5-
MeTundeHokculmetnn]-4-metun-1H-1,2 4-
Tpuasosn-5-oH
o( 4-xnop-2-(5-eTokcu-2- 399 1
B55 O drropdpeHin)-5-meTundeHon [M+H]+
e\ MpomixHa cnonyka B55
NH
O\/KN/
cl g
3-[[4-xnop-2-(2-meTokcudeHin)-5-
MeTundeHokculmetnn]-4-metun-1H-1,2 4-
Tpuasosn-5-oH
‘ o 4-xnop-2-(2-MeToKCUdeHin)-5- 306.1
B56 -\ ,/< MeTundeHon '
o N . [M+H]*
o « NH MpomixxHa cnonyka B56
O N
cl
3-[[4-xnop-2-(2-dTop-5-nponaH-2-inokcudeHin)-5-
MeTundeHokculmetnn]-4-metun-1H-1,2 4-
Tpuasosn-5-oH
\(0 4-xnop-2-(2-¢pTop-5-nponat-2-
C| 0 inokcudeHin)-5-meTundeHon 406.2
B57 F w4 Mpomixua crionyka B57 [M+H]*
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CTPYKTYPHUI eneMeHT/Npomi>kHa

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
3-[[4-xnop-2-[2-pTOp-5-(2-
MeTunnponokcu)eHinl-5-metTundreHokculmeTnn)-
4-metun-1H-1,2,4-1pnason-5-oH
)\/o 4-xnop-2-[2-chTop-5-(2-
B58 O o METUNNPONOKCH)heHin]-5- 420.2
F \N,/< MeTundgeHon [M+H]*
NH MpomixxHa cnonyka B58
O\JQN/
cl ‘
3-[[4-xnop-2-[2-meToKCU-5-
(TpudpTopmeTun) peHin]-5-metTundeHokcnlmeTun]-
4-metun-1H-1,2,4-tpuason-5-ox
FJ 4-x1op-2-[2-MeTOoKCU-5-
B59 F O o (TpudbTopMeTUN)hEHIN]-5- 428.2
o/\N//( MeTundgeHon [M+H]*
o, s NH MpomixxHa cnonyka B59
N
3-[[4-xnop-2-(2-meToKCU-5-nponaH-2-indeHin)-5-
MeTundeHokculmetnn]-4-metun-1H-1,2 4-
Tpuasosn-5-oH
4-xnop-2-(2-MeToKCH-5-nponax- 402.3
B60 O PN o 2-indenin)-5-meTnnderon [M+H]+
o N’/< MpomixxHa cnonyka B60
o ~ ’NH
O
cl
2-xnop-5-[2-¢pTop-5-(MopdoniH-4-
kapOoHin) deHin]-4-[(4-meTun-5-okco-1H-1,2 4-
TpMason-3-in)MeTokcn]OeH3oHITPUN
0
2-xnop-5-[2-¢pTop-5-(MopdoniH-
861 (N O o 4-KapGOHiN)heHin]-4- 472.2
0\) . \N//< riIPOKCUBEH30HITPUN [M+H]*
NH MpomixkHa cnonyka B61
O O\AN’
Z
N cl
3-[[4-xnop-2-[2-dTOop-5-(niponignH-1-
kapboHin)deHin]-5-metTundeHokcn]MeTnn]-4-
MeTun-1H-1,2,4-Tpnason-5-oH
[3-(5-xnop-2-rigpokeun-4-
B62 MeTundeHin)-4-cdpropdeHin]- 4452
niponiaunH-1-inMeTaHoH [M+HT*

CTF\;T\//(O
CI N

MNpomixkHa cnonyka B62
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CTPYKTYPHUI eneMeHT/Npomi>kHa

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHin]-N-uuknonponin-4-
q:)TOp N MeTunbeH3amia
3-(5-xnop-2-rigpokcu-4-
B63 MeTundeHin)-N-uuknonponin-4- | 445.3
drop-N-meTunbeHsamia [M+H]*
o\/& NH MpomixxHa cnonyka B63
Cl
3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHin]-4-ptop-N-(2-
riupoxciemn) -N-meTunbeHsamia
3-(5-xnop-2-rigpokcun-4-
B64 ”°\/\N MeTundeHin)-4-prop-N-(2- 4492
\ rigpokcieTnn)-N-metunbersamig | [M+H]*
\/g NH MpomixxHa cnonyka B64
Cl
4-[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-
1,2,4-Tpnason-3-immetokcu]derin]-4-
(pTop6eH30'|'n] 1-meTunninepasnH-2-oH
4-[3-(5-xnop-2-rigpokcu-4-
B65 meTundenin)-4-gropbensoin]-1-| 488.3
MeTunninepasuH-2-oH [M+HT*
MNpomixkHa cnonyka B65
Cl
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHin]-N-umknoneHTun-4-
dTop-N-meTundeHsamia
Q Q 3-(5-xnop-2-riapokcu-4-
B66 N MeTundeHin)-N-uuknonentun-4- |  473.3
| O N //<° dhrop-N-meTunbeHsamia [M+H]*
0\/L NH MNpomixkHa cnonyka B66
N
e
3-[[4-xnop-2-[2-dhTOop-5-(oKconaH-3-
inMeTokcu)dpeHin]-5-meTundeHokculmeTunn]-4-
MeTun-1H-1,2,4-Tpnason-5-oH
4-xnop-2-[2-pTop-5-(okconaH-3-
B67 inMeToKkcu)eHin]-5- 448.3
MeTund)eHon [M+HT*

e
¢ ] \;NLJ(O
Cl O N

MNpomixkHa cnonyka B67
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CTPYKTYPHUI eneMeHT/Npomi>kHa

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHin]-4-ptop-N-meTun-
N-(TiodheH-2-inmeTun)beHsamig
e 3-(5-xnop-2-rigpokcn-4-
B68 <SJAN o meTundenin)-4-grop-N-metun- | 501.3
] N N-(tiocheH-2-inmeTun)Geraamia | [M+H]*
O o\/gN/NH MpomixxHa cnonyka B68
Cl
3-[[4-xnop-2-[2-dTOp-5-(ninepuanH-1-
kapboHin)deHin]-5-metTundeHokcn]MeTnn]-4-
MeTun-1H-1,2,4-Tpnason-5-oH
i [3-(5-xnop-2-rigpokcu-4-
B69 N O o MeTUNGEHIN)-4-pTopdeHin]- 459.3
. \N//< ninepuanH-1-inmeTaHoH [M+H]*
o\/k NH MpomixxHa cnonyka B69
N
JC
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHin]-N-
(umknonponinMeTun)-4-gptop-N-meTundeHsamia
0 3-(5-xnop-2-rigpokcu-4-
MeTundgeHin)-N-
B70 V/\T O N o} (umknonponinMeTun)-4-gtop-N- [&53_'5]’1
F N’/< MeTunbeHsamia
E O\AN/NH MpomixxHa cnonyka B70
Cl
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHin]-4-ptop-N-meTun-
N-(nipuaunH-2-inmeTnn)6eH3amia
0 3-(5-xnop-2-rigpokcu-4-
B71 Z N MeTundeHin)-4-gptop-N-meTun- 496.2
©A| O . \N/(O N-(nipnauH-2-inmetnn)bexsamig | [M+H]*
o, o NH MpomixkHa cnonyka B71
N
O
3-[[4-xnop-2-[2-dTOop-5-(0KCaH-4-
inMeTokcu)dpeHin]-5-meTundeHokculmeTunn]-4-
MeTun-1H-1,2,4-Tpnason-5-oH
o()\/ 4-xnop-2-[2-¢pTop-5-(0KCcaH-4-
B72 o inMeToKkcu)eHin]-5- 462.2
O \J<° MeTUneHoN [M+H]*
F N

[0} \N/N H

JC

MNpomixkHa cnonyka B72
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CTPYKTYPHUI eneMeHT/Npomi>kHa

NH

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHin]-4-ptop-N-(2-
MeTokcieTun)-N-meTunbeHsamig
2 3-(5-xnop-2-riapokcu-4-
573 O o MeTundenin)-4-grop-N-(2- 463.2
| O . \N//< meTokcieTun)-N-metunbensamia | [M+H]*
o, NH MpomixxHa cnonyka B73
N
JC
3-[[4-xnop-2-[2-dhTOop-5-(oKConaH-2-
inMeTokcu)dpeHin]-5-meTundgeHokculmeTunn]-4-
MeTl/IJ'I-1 H-1,2,4-Tpnason-5-oH
4-xnop-2-[2-pTop-5-(okconaH-2-
B74 inMeToKkcu)eHin]-5- 448.2
MeTUngeHon [M+H]*
\/K NH MNpomixkHa cnonyka B74
Cl
2-[3-[5-xnop-4-meTun-2-[(4-mMeTun-5-okco-1H-
1,2,4-Tpnason-3-immetokcu]derin]-4-
dTopdeHokeun]-N,N-aumeTnnageTamia
2-[3-(5-xnop-2-rigpokcu-4-
B75 \NJ\/° o MeTUndeHin)-4-cpTopdeHoken]- |  449.2
| O . \N/( N,N-aumetTunaveramia [M+H]*
y.C MpomixxHa cnonyka B75
N
JC
1-[[3-[5-xnop-4-meTun-2-[(4-meTnn-5-okco-1H-
1,2,4-Tpnason-3-immetokcu]derin]-4-
(pTop(pengl]MeTmn]-4-MeTmnn|nepa3mH-2,5—Lu0H 1-[[3-(5-xn10p-2-rinpoKcU-4-
Y\N ‘ o MeTUndeHin)-4- 488.2
B76 /NVKO e\ //< q)Topq)eHm]MeTmn]—Af_— [M+H]*
o  NH MeTunninepasunH-2,5-4ioH
O N MpomikHa cnonyka B76
Cl
7-[5-xnop-4-meTun-2-[(4-meTnn-5-okco-1H-1,2,4-
Tpuason-3-in)meTtokcu]deHin]-6-dpTop-3-meTun-
1,3-6eH30kca30n-2-0H
7-(5-xnop-2-rigpoKcu-4-
o MeTundeHin)-6-drop-3-mMmeTun- 4191
B77 =< O 1,3-6eH30kca3on-2-oH [M+H]*

e

S
Cl

MpomixkHa cnonyka B77
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CTPYKTYPHUI eneMeHT/Npomi>kHa

Mp. CucremaTuyHa HasBa MS, m/z
cnonyka
N-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-
1,2,4-Tpuason-3-imymetokcu]deninl-4-
TopdeHiniMeTun]-2-metoken-N-mMmetTunauertamia
bropd : : ; N-[[3-(5-xnop-2-rinpokcu-4-
/o\)J\N Me.Tl/IJ'Iq:)eHIJ'I)-4- 463.2
B78 | O 0 drropceHin]meTun]-2-meToKCH- N
F \N"/( N-meTuna i [M+H]
uetamia
O o A" MpomixHa cnonyka B78
Cl
N-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-
1,2,4-Tpnason-3-immetokcu]derin]-4-
TopdeHin]meTunjunknonponaH-kapdokcamis
bropd : o I P P N-[[3-(5-xnop-2-rinpokcu-4-
MeTundeHin)-4- 445 1
B79 N O drropdeHinlmeTun]uuknonponax- [M+H]+
N//< kapbokcamig
O SN N MNpomixkHa cnonyka B79
Cl
N-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-
1,2,4-Tpuason-3-imymetokcu]deninl-4-
dropdeHinimeTunn]-N-
MeTunuuknonponaHkapbokcamia N-[[3-(5-xnop-2-riapokcn-4-
o MeTundeHin)-4- 459 2
B80 V)\N drropdeHinimeTun]-N- [M+H]+
I O ] \N/f MeTuAUMknonponaH-kapbokcamig
o, J NH Mpomix+a cnonyka B80
N
e
3-[[4-xnop-2-[2-dTOop-5-[(2-0KConiponianH-1-
immMmeTundeHin]-5-meTundeHokculmeTurn]-4-
MeTl/IJ'I 1H-1,2,4-Tpnason-5-oH
1-[[3-(5-xnop-2-rigpokcu-4-
MeTundeHin)-4- 445 1
B81 drropderin]meTun]-niponignH-2- )
oH [M+H]*
\/K A MpomixkHa cnonyka B81
Cl
3-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-
1,2,4-Tpnason-3-immetokcu]derin]-4-
drropderinlmeTnn]-1,3-okcasoniguH-2-oH
o 3-[[3-(5-xnop-2-rigpokcu-4-
)\\N MeTundeHin)-4- 447 1
B82 B O 0 dTopdeHinlmeTnn]-1,3- s
\/’ F \N’/< OKcasonianH-2-oH [M-+H]

l o s M

MNpomixkHa cnonyka B82
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CTPYKTYPHUI eneMeHT/Npomi>kHa

Mp. CucremaTtuyHa HasBa cronyka MS, m/z
N-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-
1,2,4-Tpnason-3-immetokcu]derin]-4-
dhTopcheHin]MeTnN]-2-MeTOKCIaLeTamia .
Bt E ornporina
o -4-
B83 d N O o cdbTopdeHin]meTun]-2- [Kf/l4fl—.|?+
WA MeToKciaueTamia
O o A MpomixHa cnonyka B83
CI
2-xnop-5-(2-cpTopdeHin)-4-[(4-meTnn-5-okco-1H-
1,2,4-Tpuason-3-in)mMeTokcu]6eH3oHITpun
0 .
O 2-xnop-5-(2-dpropdeHin)-4-
AN
B84 F N”/<NH riApOKCMOEH3OHITPUN [&53‘]1]*
O o XN’ MNpomixkHa cnonyka B84
NZ
cl
2-xnop-5-(3-cpTopdeHin)-4-[(4-meTnn-5-okco-1H-
1,2,4-Tpuason-3-in)mMeTokcu]6eH3oHITpun
F
O 0 2-xnop-5-(3-gropeHin)-4-
B85 \N’(NH riapOKCUOEH3OHITPUN [&53‘.'1]*
‘ 0\/KN/ MpomixxHa cnonyka B85
7
N7 cl
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-in)metokcu]deHin]-4-
(TpudTOpMETOKCH)DEH3OHITPUN
" O E 3-(5-xnop-2-rigpokcu-4-
F MeTundyeHin)-4-(tTpudTop- 439.1
B86 o)<F MeTOKCH)GEH3OHITPU [M+HJ*
O °j\ MpomixHa cnonyka B86
Cl NZ “N—
\
N
H "o
2-xnop-5-[2-¢Top-5-(okconaH-2-
inmeTokcu)deHinl-4-[(4-meTun-5-okco-1H-1,2,4-
TpMason-3-in)MeTokcn]OeH3oHITPUN
(j\/o 2-xnop-5-[2-¢pTop-5-(okconaH-2-
B87 o O o inMeTokcu)peHin]-4- 459.2
. \N//< riapokcMbeH3oHITpuUn [M+H]*
NH

(o} \N/

Cl

NZ

MNpomixkHa cnonyka B87
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CTPYKTYPHUI eneMeHT/Npomi>kHa

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
2-xnop-5-(2-dpTop-3-meTokcudeHin)-4-[(4-meTun-
5-okco-1H-1,2,4-Tpnason-3-
iMnMeTOKCU]O6EH3OHITPUN
O N o 2-xnop-5-(2-gTop-3-
MeToKcudeHin)-4- 389.2
B88 F \N/q riapOKCUOEH3OHITPUN [M+H]*
l o \N/NH MNpomixkHa cnonyka B88
NZ
Cl
2-xnop-5-(2-gprop-5-nponax-2-inokcudeHin)-4-[(4-
MeTun-5-okco-1H-1,2,4-tpnason-3-
iMnMeTOKCU]O6EH3OHITPUN
o 2-xnop-5-(2-pTop-5-nponax-2-
B89 \( O N J(O _ |n0Kcm¢)eH|n)_—4— 417.3
F N riapOKCUOEH3OHITPUN [M+H]*
O o M MpoMmikHa crionyka B89
Z
NZ Cl
3-[[4-xnop-2-(2-pTOp-3-MeTOKCUDEHIN)-5-
MeTundeHokculmetnn]-4-metun-1H-1,2 4-
Tpuasosn-5-oH
~ 4-xn10p-2-(2-chTOp-3- 378 1
B90 . \N//< MeToKCUeHin)-5-meTundeHon [M+H]+
o, s NH MpomixxHa cnonyka BOO
N
2-xnop-5-(2,3-gudptopdeHiny-4-[(4-meTun-5-okco-
1H-1,2,4-Tpnason-3-in)MeToKCU]GEH3OHITPUN
F
O 2-xnop-5-(2,3-gudpropdeHin)-4-
F X ' 377.1
B91 ° riapOKCUOEH3OHITPUN [M+HJ
O j\ MpomixxHa cnonyka B91
= N7 N
NZ \
o WL
3-[[4-xnop-2-(5-umknonponinokcu-2-TopdeHin)-
5-metundeHokculmeTun]-4-metun-1H-1,2,4-
Tpuasosn-5-oH
(o]
7 O 4-xnop-2-(5-uMknonponin-okcu-2- 404.2
B92 F drropdpeHin)-5-meTundeHon [M+H]+

(o)

Cl O NJ\N/
\

N

H %o

MNpomixkHa cnonyka B92
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Mp. CucremaTuyHa HasBa CprKTypHMvér?gﬁ)';ngT/”pOMWHa MS, m/z
2-xnop-5-(5-xnop-2-propdeHin)-4-[(4-meTun-5-
okco-1H-1,2,4-Tpuason-3-in)MeTokcn]6eH30HITpun
Cl
O % 2-xnop-5-(5-xnop-2-propdeHin)-
B93 F \N4 4-rigpOKCMBEH3OHITPUN [&QE’H}+
O o \NINH MNpomixkHa cnonyka B93
N
Cl
2-xnop-5-(2,5-gudpropderiny-4-[(4-meTun-5-okco-
1H-1,2,4-Tpnason-3-in)MeToKCU]GEH3OHITPUN
F
‘ . 2-xnop-5-(2,5-gudptopdeHin)-4- 377 1
B94 o riapOKCUOEH3OHITPUN [M+H]+
‘ j\ MpomixkHa cnonyka B94
= N7 SN
N7 \
o
2-xnop-5-(5-unknonponinokcu-2-crTopdeHin)-4-
[(4-meTun-5-okco-1H-1,2,4-Tpuason-3-
iMnMeTOKCU]O6EH3OHITPUN
V/o 2-Xn0p-5-(5-LMKNONPONiNoKCH-2-
B95 O dropdeHin)-4- 415.2
2 riapOKCUOEH3OHITPUN [M+H]*
O l MpomixkHa cnonyka B95
p N7 “N—
N7 \
o L
2-xnop-5-[2-pTop-5-(TpudTopmeTun)derinl-4-[(4-
MeTun-5-okco-1H-1,2,4-tpnason-3-
iMnMeTOKCU]O6EH3OHITPUN
F
F 2-xnop-5-[2-¢pTop-5-
B96 O (TpncbTopMeTHR) (e Hin]-4- 427.2
F riapOKCUOEH3OHITPUN [M+H]*
O o:L MNpomixkHa cnonyka B96
TN
Cl H_<°

HacTtynHi npuknagu tuny B cuHTe3yBanu 3 BiaANOBIAHMX CTPYKTYPHUX eneMeHTIB/MPOMIXKHUX
cronyk i Bigomoro 3-(xnopmetun)-4-metun-1H-1,2 4-rpuason-5(4H)-oHy 3a aHanorieo 3 npuknagom

B1:

167




UA 123362 C2

Mp. CucremaTuyHa HasBa CTPYKTYpHUY ENEMEHT/NPOMDKHA MS, m/z
cnonyka
2-xnop-5-[2-pTop-5-(TpudpTopmeTokcn)-deHin)-
4-[(4-meTun-5-okco-1H-1,2,4-Tpnason-3-
iM)MeTOKCU]OEH3OHi
IJ'I)FM TOK N]GEeH30HITPUN 2-x110p-5-[2-hTOp-5-

B97 g O o (TPUDTOPMETOKCI)DEHIN]-4- 443.2
F e A riAPOKCUBEH3OHITPUII [M+HT*

O oI M MpoMikHa crnonyka B97

NZ
Cl
2-xnop-5-[2-¢pTop-5-(2,2,2-TpucpTop-
eTokcn)dpeHin]-4-[(4-meTnn-5-okco-1H-1,2,4-
TpMason-3-in)MeTokcn]OeH3oHITPUN
F) 2-xnop-5-[2-pTop-5-(2,2,2-

898 F>|\/0 O TpudTopeTokcHu)PeHin]-4- [&53'_"?

F riapOKCUOEH3OHITPUN

O ol MNpomixkHa cnonyka B98

N7 N
N7 Cl \N_<0

Mpuknag B22:
3-[(4-xnop-5-meTun-2-nipasuH-2-indeHokcun)metun]-4-metun-1H-1,2,4-rpuason-5-ox

Cragia 1: 5-(4-xnop-2-oa-5-metun-cdeHokcumetTunn)-4-metun-2,4-aurigpo-[1,2,4Jrpnason-3-oH
0

N

Cl

Cnonyky, 3a3HayeHy B 3arofoBKy, oflep>anu 3a aHanorieio 3 npukrnagom B1 3 4-xnop-2-noa-5-
MeTun-tpeHony (900 wmr, npomixkHa cnonyka B1, Cragia 3) i 3-(xnopmetun)-4-metun-1H-1,2,4-
10  Tpuason-5(4H)-ony (35 mr, CAS: 1338226-21-3) y Burnagi cipo-6inoro ocagy (1.07 r, 84%). MS (ESI):
m/z = 380.1 [M+H]*.
Cragia 2: 5-[(4-xnop-2-noa-5-mMeTun-deHokcm)meTun]-4-metun-2-(2-
TPUMETUNCUNINETOKCMMETUN)-1,2,4-Tpnason-3-oH

O
I \N//<
/@/o\/’%NxN_\O_\_S{_
cl \

15 o cycnensii NaH (192 mr, 60% B MiHepansHomy macni, CAS: 7646-69-7) B 6essogHomy M (10
M) Aojanu po3yuunH 5-(4-xrop-2-nof-5-meTun-dheHokcuMeTun)-4-mMetun-2,4-auriapo-[1,2,4irpuason-
3-oHy (1.21 1) B 6e3gogHomy OM® (20 mMn) npu KiMHATHIK TeMNepaTypi i 0OaepkaHy peakuinHy cymi
nepemiwlysasnm npu KiMHaTHIN Temnepartypi NpPOTArom 30 XB. MoTim 2-
(TpumMeTuncunin)etokcumetunxnopus (0.85 mn, CAS: 76513-69-4) noganu no kpannsx B peakuiiHy

20 CYMILL | CyMiLL MepeMilLyBanu nNpu KiMHaTHIR TemnepaTtypi npotsarom 16 roauH. Cymiw noracunu H20
npu 0 °C i pO34YMHHUK eBanopyBanu Hacyxo 3 OAEep)KaHHAM 3anuLKy, akuin po3dnHunm B EtOAc (30
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m). OpraniyHui wap npomunu H20 (30 mn) i conboBuM po3vrHom (30 mn), Bucywmnm Hag Naz2SO0s,
BiahinbTpyBanu i esanopysanu nNpu 3HWXKEHOMY TUCKY. NpoaykT o4yucTunM 3a AOonoMorow dnewl-
xpomatorpadii (5-25% EtOAc/rekcaH) 3 oaep)aHHAM CMONYKKW, 3a3HAYeHOT B 3arosioBKY, Y BUrMA4i
kopnuHeBoi pianHu (0.735 1, 45%). MS (ESI): m/z = 509.8 [M+H]*.

Cragia 3: 5-[(4-xnop-5-MeTun-2-nipasuH-2-in-eHokcu) MeTun]-4-metun-2-(2-
Tpl/lMeTl/IJ'ICl/IJ'IIJ'IeTOKCVIMeTVIJ'I)-1 2,4-Tpnason-3-oH

)E( \/g ‘ g a

Cymiw  5-[(4-xnop-2-ioa-5-meTun-peHokcn)meTun]-4-meTun-2-(2-TpUMeTUNCU NiNETOKCUMETUIT)-
1,2,4-Tpuason-3-ony (312 wmr), 2-(tpubyruncranimnipasuny (339 wmr, CAS: 205371-27-3) B
6essogHomy OM® (6 mn) npoagynu aproHom npotsarom 30 xB. Motivm Pd(PPhs)s (14 mr, CAS: 14221-
01-3) gopanu i peakuiHy cymiw Harpieanu rnpu 120 °C npotsaroM 16 roauH B aTMOCepi aproHy.
PeakuiiHy cymiw BiadinbTpyBanu dYepes wap uenity. ®inbTpar esanopyBanu 3 ogepXkaHHSaM
3anuwky, Skuin posdnHunn B EtOAc (40 mn). OpraHiyHnin wap npomunu H20 (40 Mn) i conboBuUM
posduHom (40 mn), Bucywmnu Hag Na2804, BigdinbTpyBanu i esanopysanu npu 3HWKEHOMY TUCKY.
HeouunweHnin npoaykT ouncTunu 3a gonomorow dnewl-xpomarorpadii yepes cunikarens (15-35%
EtOAc/rekcaH) 3 ogep»XaHHSAM CMOSyKW, 3a3Ha4yeHol B 3arofioBKY, Y BUIMSAI CBITNO-XOBTOro macna
(0.187 1, 66%). MS (ESI): m/z = 461.9 [M+H]*.

Cragis 4: 3-[(4-xnop-5-meTun-2-nipasuH-2-indyeHokcu)meTun]-4-metun-1H-1,2,4-tpnason-5-oH

N
B A
|
O\/kN>=o
\
cl
Oo pOo34uHy 5-[(4-xnop-5-MeTun-2-nipasuH-2-in-peHokcu) MeTun]-4-metun-2-(2-

TpUMeTuUncunineTokcumeTun)-1,2 4-tpuason-3-ony (210 mr) 8 AXM (5 mn) goganu T®O (2 mn, CAS:
76-05-1) i cymin nepemiwysanu npu 25 °C npotarom 3 roauvH. PO3UYMHHWK eBanopyBanu 3
OAEpPKAHHAM 3anuLLUKy, kM posdnHunu B EtOAc (30 Mn) i npoMunn HacM4eHMM BOAHUM PO3YUHOM
NaHCOs (25 mn), H20 (25 mn) i conboBuM po3dmHom (25 mn). OpraHiyHMi wap BUCYLUMMW Haj
Na2S04, BiadinbTpyBanu i eBanopysanu nNpy 3HWKEHOMY TUCKY. OAep>KaHUN HEOUYULLEHUA MPOAYKT
oumctunu 3a gonomorow npenapatusHoi BEPX (NH4OAc/CHsCN) 3 ogepaHHAM Cnonykw,
3a3HadveHol B 3aronoeky, y Burnaai 6inoro ocagy (0.052r, 35%). LC-MS: (ESI): m/z = 332.1 [M+H]*.

Mpuknag B23:

3-[(4-XJ'IOp-5-MeTVIJ'I-2-I'Iipl/lMi/J,l/IH-2-iJ‘I-q:)eHOKCI/I)MeTl/IJ'I]-4-MeTl/IJ'I-1 H-1,2,4-Tpnason-5-oH

[o posunHy 5-(4-xnop-2-oa-5-metun-peHokcumeTun)-4-metun-2,4-auriapo-[1,2,4]rpuason-3-oHy
(150 mr, npuknag 822 Cragia 1) B giokcaHi (5 mn) goganu 2-TpubytuncraHaHin-nipumiguH (364 mr,
CAS: 153435-63-3) i Pd(PPhs)s (13 mr, CAS: 14221-01-3) i peakuiiiHy cymiw Harpianu npu 100 °C
npotarom 16 roguMH. PO34YMHHMK eBanopyBanu i ogepXaHui HEOUYULLEHU MPOAYKT OYMCTUNKM 3a
gonomorow npenapatusHoi BEPX (NH4OAc/CH3CN) 3 ogepkaHHAM CMONyku, 3a3Ha4YeHoi B
3aronoeky, y Burnaai 6inoro ocagy (0.020 r, 15%). MS (ESI): m/z = 332.3 [M+H]*.

Mpuknag B24:

3-[[4-xnop-5-meTun-2-[2-MeTun-5-(tpudpropmeTun)nipason-3-injeHokculmetTun]-4-metun-1H-
1,2,4-Tpnason-5-oH
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Cragia 1: 3-(4-xnop-2-noa-5-metTnn-MHEeHoKCUMETUN)-5-MeTaHCyNboHIN-4-meTun-4H-
[1,2,4]Tpnason
N—N o
N
o\/LN>‘O//S
\

Cl

Cnonyky, 3a3HayeHy B 3arofoBKy, oflep>anu 3a aHanorieio 3 npukrnagom B1 3 4-xnop-2-noa-5-
metun-cpeHony (0.1 r, npomikHa crnonyka B1, Cragia 3) i 3-(Hogometun)-4-metTun-5-
(meTuncynbdoHin)-4H-1,2,4-tpnasony (118 mr, ogepxxaHoro sk onucaHo B US2008249151) y surnaai
B6esbapsHoro ocagy (0.145r; 88%). MS (ESI): m/z = 441.95 [M+H]*.

Cragia 2: 3-[[4-xnop-5-meTun-2-[2-MeTuN-5-(TpudTtopmeTun)nipason-3-injdpeHokculmeTurn]-4-
MeTun-5-mMeTuncynbgoHin-1,2,4-Tpuason

Cnonyky, 3a3Ha4yeHy B 3arosfioBKy, ogep»kanu 3a aHanorieto 3 lNpomikHoto cnonykoto B1, Ctagis 4,
3 3-(4-xnop-2-ioa-5-metun-peHokcumeTnn)-5-metaHcynb@oHin-4-metun-4H-[1,2,4]rpnasony (0.066
r i 1-meTun-5-(4,4,5,5-tetpameTtun-1,3,2-giokcabopona-2-in)-3-(rpucdptopmetnn)-1H-nipasony
(0.049 r, CAS: 1025719-23-6) y surnagi ceirno-kopuyHesoi cMonu (0.038 r; 55%). MS (ESI): m/z =
464.08 [M+H]*.

Cragia 3: 3-[[4-xnop-5-meTun-2-[2-MeTuN-5-(TpudTtopmeTun)nipason-3-injdpeHokculmeTun]-5-
MeTOKCU-4-MeTUnN-1,2,4-Tpnason

Oo posuuHy 3-[[4-xnop-5-MeTun-2-[2-meTun-5-(tpudpropmetun)nipason-3-injdeHokcu]metun]-4-
MeTun-5-mMeTuncynbgoHin-1,2,4-tpuasony (0.084 r) 8 MeOH (1 mn) aoganu 5.4M po3suuH meTokcuay
HaTpilo B MeOH (134 mkn, CAS: 124-41-4) | po3yuMH HarpiBanu nNpu KUNiHHI i3 3BOPOTHUM
XONOAUNBbHUKOM NPOTArom 15 XBUNUH. PeakuiliHy cyMill BfMAK B HacUYeHUin BOAHUIA po3ynH NH4CI i
EtOAc i wapu posainunu. BogHuii wap ekctparysanu Asidi 3a gonomoroio EtOAc. OpraHivHi wapu
Bucywunu Hag MgSOs, BigdinbTpyBanu, o6pobunu cunikarenem i esanopyeanu. Cnonyky o4MCTum
3a AonoMorow xpomarorpadii Ha cunikareni Ha 5 r KONoHUi 3 BUKOpUCTaHHAM cuctemn PXCT 3
enouieto npu rpagieHTi OXM : MeOH (100/0 go 90/10) 3 oaepkaHHAM CMOMYKW, 3a3HAYEeHOl B
3aronoeky, y Burnaai 6esbapsHoro ocagy (0.054 r; 72%). MS (ESI): m/z = 416.11 [M+H]*.

Cragia 4: 3-[[4-xnop-5-meTun-2-[2-MeTuN-5-(TpudTtopmeTun)nipason-3-injdpeHokculmeTurn]-4-
MeTun-1H-1,2,4-Tpnason-5-ox
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Oo posuuHy 3-[[4-xnop-5-MeTun-2-[2-meTun-5-(tpudpropmetun)nipason-3-injdeHokcu]metun]-5-
MeTokcu-4-metun-1,2,4-tpuasony (0.05 r) B8 AcOH (826 mkn) goganu HBr 48% B H20 (261 mkn) i
nposopun 6e36apBHUI PO3YMH NEPEMILLYBANM MPU KUMIHHI i3 3BOPOTHUM XONOAMNBHUKOM NPOTSrOM
15 xsunuH. MoTiM peakuiiHy cymiw eBanopyBanu. 3anulIoK PO34YUHUNM B BOAHOMY HAaCUYEHOMY
posuuHi NaHCOs i EtOAc i wapu posginunu. BoaHun wap ekcrparysanu ABidi  3a JOMNOMOror0
EtOAc. OpraHiyHi Wwapyu NpoMUIN CONbOBUM PO3YMHOM, Bucywunu Hag MgSOa, BigdinbTpyBanu i
esanopysanu. 3anuok oYUCTUNKM 3a AONOMOrol Xpomarorpaddii Ha cunikareni Ha 5 r KONoHui 3
BUKopuctaHHaM cuctemun PXCT (ISCO) 3 entouieto npu rpaaieHTi H-rentad : EtOAc (100/0 go 0/100) 3
OOEPXKaHHAM CMONyKW, 3a3HaJYeHol B 3aronosky, y Burnaai 6esdapsHoi cmonu (0.036 r; 75%). MS
(ESI): m/z = 402.10 [M+H]*.

Mpuknag B27:

3-[[4-xnop-5-meTun-2-(3-metunimigason-4-in)peHokculmetnn]-4-metun-1H-1,2,4-tpnason-5-oH

Cl

Cragia 1: 5-[4-xnop-5-meTun-2-(3-metun-3H-iMinason-4-im)-cbeHokcumetun]-4-metun-2-(2-
TPUMETUNCUNaHIn-eTokcumeTun)-2,4-aurigpo-[1,2,4]rpnason-3-ox
N
= (0]

N
O\)% /N
N

AN
Cl \

Cymiw 5-(4-xnop-2-noa-5-metTun-heHoKCUMeTUN)-4-MeTUM-2-(2-TPUMETUNCUNAHIN-
eTokcumeTun)-2,4-aurigpo-[1,2,4]tpnason-3-ony (220 wmr, npuknag 22, Cragia 2), 1-metun-1H-
iMigason-5-60poHoBOT kucnoTu niHakonoeoro edipy (180 mr, CAS: 942070-72-6), TPMOCHOBHOIO
dochaty kanito (183 mr, CAS: 7778-53-2), Tpuuyuknorekcundgocdiny (2 mr, CAS: 2622-14-2) B
piokcaHi 4 wmm) i H20 (20 wmn) npoaynu aproHom npotarom 20 xB. [loTim
Tpuc(anbensunigeHaueton)annanagin(Q) (dmr, CAS: 52409-22-0) anoganu i cymiw HarpiBanu npu
120°C B MIiKpOXBUMbLOBIA nedvi npotarom 1 roguHu. Cymiw  BiadinbTpyBanu 4vepes wap UeniTy.
dinbTpaT eBanopyBanu 3 oAePKaHHAM 3anuLLKy, Skui posunHunu B EtOAc (30 mn) i npomunu H20
(40 Mn) i conboBUM po3ynmHoM (40 mm). OpraHiuHuii wap sucywmnnu Hag Naz2SO4, BiadinbTpyBanm i
eBanopysanu nNpu 3HWXKEHOMY TUCKY. OaepXaHWi HeOoYMLEHMn MaTepian ouucTUnu 3a AOMOMOrolo
dnew-xpomarorpadii yepes cunikarenb (1-5% MeOH/OXM) 3 ogepkaHHAM CNOSMYKKU, 3a3HaYEHOT B
3aronoBky, y BUrNSai kopuyHeBoi pianHmn (180 mr, 90%). MS (ESI): m/z = 464.4 [M+H]*.

Cragia 2: 3-[[4-xnop-5-meTun-2-(3-meTunimigason-4-in)peHokculvetun]-4-metun-1H-1,2 4-
Tpuason-5-oH

N
=\ o
N
N \N/<
oI M

Cl

Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxXanu 3a aHanorieto 3 NpomikHoo cnonykoto B22, Ctaaiqa
4, 3 5-[4-xnop-5-meTun-2-(3-meTun-3H-imigason-4-in)-gpeHokcumeTun]-4-metTun-2-(2-
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TPUMETUNCUNAaHIN-eTokcumeTun)-2,4-gurigpo-[1,2,4Jrpnason-3-ony (0.160 r) y Burnagi cipo-6inoro
ocany (28 mr, 24%). MS (ESI): m/z = 334.0 [M+H]*.
Mpuknag B28:
3-[[4-xnop-2-(1H-imigason-5-in)-5-metundgeHokculmeTun]-4-metun-1H-1,2,4-tpnason-5-oH

N o)

HN_ 2 AN

Cl

Crtagia 1: 5-iogo-1-tputun-1H-imigason

O /=N
LY
O
[o posunny 4-noa-1H-imigasony (2.05 r, CAS: 71759-89-2) i Tputunxnopugy (4.4 r, CAS: 76-83-
5) B OM® (35 mn) goganu TpuetunamiH (3.04 mn, CAS: 121-44-8) npu 0 °C. PeakuiiHy cymil
noBinbHO Harpinu ao KT i nepemiwyBanu npotarom 48 roauH. PeakuiinHy cymiw noTim Bnunun B H20
(150 mn). Ocapg siadineTpyBanu, npomunu H20 (60 mn) i BUCYLLMAIM NPU 3HWXKEHOMY TUCKY.
OaepxaHMin  HEOYMLLIEHWIA  MaTepian  o4yucTunu  3a  gonomorow  dnew-xpomatorpadii 3
BUKOpUCTaHHAM cunikarento (EtOAC) 3 ogepaHHAM CMNOSyKW, 3a3Ha4yeHOl B 3aronoBKy, Y BUrNAai

6inoro ocaay (4.3 r, 93%). Rf=0.50 (10% EtOAc/rekcaH).
Crapia 2: 5-TpubyruncradaHin-1-tputun-1H-imigason

—N

- o

O

Jo posunHy5-nog-1-tputun-1H-imigasony (2.02 r) 8 XM (50 mn) goganu etunmartio Gpomia
(1.8 mn, 3M B pieTunosomy edpipi, CAS: 925-90-6). PeakuiiiHy cymill nepemiwysanu B aTMocdepi
aproHy nNpu KiMHaTHIn Temnepartypi npotarom 1 roguHu. Xnopug tpudytunonosa (1.5 mn, CAS: 1461-
22-9) goganu B peakuiiHy CyMmill i oaepkaHy Cymill nepeMiwlysanu npu KiMHaTHIA TemnepaTypi
NpoOTArom Houi. PeakuiiHy cymiw pos3basunu 3a gonomoroo OXM (100 mn) i peTensHO npoMunu
HacuyeHuMm BoAHUM po3unHoM NH4CI (100 mn), H2O (100 mm) i conboBuM po3vnHoM (100 wmn).
OpraniyHy pasy sucywmnu Hag Na2SQ0s, BigdinbTpyBanu i eBanopysanu 3 O4ep>KaHHAM CNOMyku,
3a3Ha4YeHol B 3aronoBky, y Burnagi 6inoro ocagy (2.7 r, 97%), 9KMN BUKOPUCTOBYBANWU Ha HACTYMHIN
craaii 6e3 gogartkoBoro ouneHHs. Rf= 0.60 (10% EtOAc/rekcan).

Cragia  3: 5-[4-xnop-5-meTnn-2-(3-Tputun-3H-imigason-4-in)-geHokcumetTun]-4-metTun-2,4-
aurigpo-[1,2,4]tpnason-3-oH

Q N/=N N //<o

Cnonyky, 3asHayeHy B 3aronoBKy, Olepxanu 3a aHanorielo 3 npuknaaom 23, 3 5-(4-xnop-2-noa-5-
MeTun-peHokcumeTun)-4-metun-2,4-aurigpo-[1,2,4jrpuason-3-ony (Mpuknag 22, Crapia 1) i 5-
Tpubytuncranadin-1-tputun-1H-imigazony y surnagi >xoetoro ocagy. MS (El): m/z = 562.3 [M+H] .

Cragia 4: 3-[[4-xnop-2-(1H-imigaszon-5-in)-5-meTundrenokcu]metun]-4-metun-1H-1,2 4-rpuason-
5-oH
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Oo  posuuHy  5-[4-xnop-5-meTun-2-(3-Tputun-3H-imigason-4-in)-dpeHokcumeTun]-4-metun-2,4-
aurigpo-[1,2,4]tpnason-3-ony (80 mr) B AXM (5 mn) goganu HCI (0.5 mn, 4 H B giokcaHi, CAS: 7647-
01-0) npu 25 °C i opgepxaHy cymiw nepemiwlysanu npotarom 4 roauH. PeakuinHy cymil
eBanopysanu i ogepxaHy CyMill O4YUCTUNM 3a Aonomorolo driew-xpomartorpadyii 3 BUKOPUCTAHHAM
cunikarento (10% MeOH/OXM) 3 oaep»kaHHsM CMOMYyKW, 3a3HA4YeHOi B 3aronoBky, y Burnsai 6inoro
ocagy (12 mr, 26%). MS (ESI): m/z = 320.2 [M+H]*.

Mpuknag B29:

3-[[4-xnop-5-meTun-2-(1,3-okcason-2-imydeHokculmeTun]-4-metun-1H-1,2,4-tpnason-5-oH

o. N
Z \N

O\/kN/N H

0

Cl

Cnonyky, 3a3Ha4eHy B 3aroroBky, ogepanu 3a aHarnorieto 3 npuknagom B23 3 5-(4-xnop-2-noa-
5-meTun-heHokcumeTun)-4-metun-2,4-gurigpo-[1,2,4]tpnason-3-ony (150 wmr, npuknag B22, Cragis
1) i 2-TpubyTuncranadinokcasony (207 mr, CAS: 145214-05-7). Cnonyky ogepxanu y surnsagi 6inoro
ocaay (9 mr, 7%). MS (ESI): m/z = 320.9 [M+H]*.

Mpuknag B34:

2-xnop-4-[(4-meTtun-5-okco-1H-1,2,4-tpnason-3-immetokcul-5-[3-(1H-nipason-3-
imdpeHin]6eH3oHITpUN

HN

N\

SO,
A
ohad

NZ
Cl
Cragia 1:3'-aueTun-4-xnop-6-rigpoken-BiceHin-3-kapOoHiTpun i 3'-auetun-4-xnop-6-
METOKCMMETOKCK-BitheHin-3-kapOoHiTpun

o 0
)‘/\=/I OH )/‘\=/I OMOM
NZ NZ

al cl

Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxanu 3a aHanorieto 3 NpomixHoto cnonykoto B31, Craaia
3, 3 5-6pomMo-2-xnop-4-MeTOKCUMETOKCU-OeH30HITpUNY (NpomikHa cnonyka B31, Ctagia 2) (1.0r) i 3-
aueTtun-eHinbopoHoBoi kucnotn (886 mr, CAS: 204841-19-0). HeobxigHo Big3Ha4MTH, LLO B AAHOMY
BUNAAKY B AKOCTi BUXigHOT cnonykn BukopuctoByBanu MOM-3axuwieHunin deHon.

LUs peakyis gana MOM-saxuwenun ¢enon 3'-auetnn-4-xnop-6-MeToKCMMeToKen-6idenin-3-
kapOoHiTpuny (270 wr, 24%, 'H-NMR (400 MHz, AMCO-Ds): 2.63 (s, 3H), 3.36 (s, 3H), 5.37 (s, 2H),
7.55 (s, 1H), 7.62 (t, 1H, J=7.6), 7.80 (d, 1H, J=7.6), 7.98 (d, 1H, J=7.6), 8.03 (s, 1H), 8.10 (s, 1H)), a
TakoX BinbHMIA heHon 3'-auetun-4-xnop-6-rigpokcun-oicbeHin-3-kapboHitpuny (190 mr, 19%): 'H-NMR
(400 MHz, OMCO-De¢): 2.63 (s, 3H), 7.19 (s, 1H), 7.53-7.63 (m, ~1H), 7.83 (d, 1H, J=8); 7.95 (d, 1H,
J=7.8), 7.97 (s, 1H), 8.11 (s, 1H), 11.48 (s, 1H).

3anexHo Big ymoB peakuii MOM rpyna moxe 6yTu 4acTKOBO BTpadeHa B AaHii peakuii 3
oAepXKaHHAM BinbHOro peHon 3'-auyetun-4-xnop-6-rigpokcu-bideHin-3-kapbouiTpuny. Liio cnonyky

173



UA 123362 C2

MOXHa nigaatu cragii 2, 9K nokasaHo Huxde, AnA noBTOopHoro BBedeHHa MOM rpynu. MOM
3axuLLeHun maTtepian 3i ctagii 1 moxxe 6yTM BUKOPUCTaHUIA Bigpasy Ha ctagii 3.
CTa/J,iFI 2: 3'-ayetun-4-xnop-6-meTokcumeTokcu-bidbeHin-3-kapOoHiTpun

)‘/\=/\/\
N/

Cnonyky, 3asHaJyeHy B 3arosioBKy, ogepxanu 3a aHanorieto 3 NpomixHoto cnonykoto B31, Craaia
2, 3 3'-auetun-4-xnop-6-rigpokcu-6icdeHin-3-kapboHiTpuny (250 mr) wnsxom B3aemogii 3 NaH (44 wr,
60% B MiHepanbHOoMy macnhi) i MOM-CI (0.14 mn) i ogepxxanu y Burnaai cipo-6inoro ocaay (183 wr,
63%). '™H-NMR (400 MHz, OMCO-De): 2.63 (s, 3H), 3.36 (s, 3H), 5.37 (s, 2H), 7.55 (s, 1H), 7.62 {(t,
1H, J=7.6), 7.80 (d, 1H, J 76) 7.98 (d, 1H, J=7.6), 8.04 (s, 1H), 8.10 (s, 1H).
10 Cragia 3: 4 -Xrnop- 3' }-3-AMMeTUNamiHo-akpunoin)-6-MeTokCUMETOKCH-BidheHin-3-kapOoHiTpun

"8

PosunH 3'-auetun-4-xnop-6-metTokcumeTokeu-oidpeHin-3-kapboritpuny (180 mr) 8 AM®-DMA (2.5

M) Harpisanu go 80°C npotarom 16 r. PeakuiiHy cymiw oxonogunu o 25°C i BCi neTwodi

KOMMNOHEHTU €BanopyBanu Mpu 3HWKEHOMY TWUCKY. 3anuLIEHUi 3anvoK OYMCTMIIM 3a AOMOMOTOI0

15 KONMOHKOBOI xpomatorpadii yepes cunikarenb (80-100% EtOAc/rekcaH) 3 ogepxaHHsM CMOMyKH,
3a3HadveHol B 3aronoBky (140 mr, 66%), y Burnsagi cipo-6inoro ocagy. MS (ESI): m/z = 370.9 [M+H]*.
Crapisa 4: 3'-(1-Tpet-6yTun-1H-nipason-3-in)-4-xnop-6-mMeTokCUMeTOKCU-BitheHin-3-kapOoHiTpun

/j/\=/ oo
N/
pPO34nHYy 4-xnop-3'-((E)-3-auMeTunamiHo-akpunoin)-6-MeTOKCUMETOKCU-BiheHin-3-
20 Kap60H|Tpvmy (140 mr) B EtOH (20 mn) goganu TpeT-0yTun-rigpasud (70.37 mr, CAS: 7400-27-3) npu
0°C. PeakuinHy cymiw HarpiBanu 4o kuniHHA npoTtarom 12 r. Cymiw noTiM oxonoaunu ao 25°C i Bei
NETIOYi KOMNOHEHTU BMAANMUIU NPY 3HWKEHOMY TUCKY. 3anMLoK O4MCTUNU 38 JOMOMOTOK KONTOHKOBOT
Xpomatorpadii vYepes cunikarenb (10-15% EtOAc/rekcaH) 3 oaep>kaHHAM CMOMYKW, 3a3Ha4yeHol B

saronoeky (110 mr, 73%), y Burnsagi cipo-6inoro ocagy. MS (ESI): m/z = 396.0 [M+H]*.
25 Crapia 5: 3'-(1-tpet-6yTun-1H-nipason-3-in)-4-xnop-6-rigpokcu-6icdeHin-3-kapboHiTpun

——
N\/
N

pPO34nHYy 3'-(1-TpeT-6yTun-1H-nipason-3-in)-4-xnop-6-Me TOKCUMETOKCU-BidheHin-3-

Kap60H|Tpvmy (110 mr) B 6e3|30p,H0|v|y OXM (10 mn) gopanu HCI B giokcadi (1 mn) npu 0°C i

30 peakuiinHy cyMiw nepemiwysanu npu 25°C npotarom 32 r. Cymiw posbasunu 3a gonomorowo OXM
(30 mn) i npoMunn HacuyeHum po3unHom NaHCOs i conboBUM PO3unMHOM, BUCYLUMAKM Hag NazS0s i

174



10

15

20

25

30

UA 123362 C2

CKOHUEHTpyBanu. 3anuiiok O4YUCTUIIM 3a AOMOMOIO KOMOHKOBOI Xpomartorpadii yuepes cunikarenb
(1-2% MeOH/OXM) 3 ogep>kaHHAM CNONyKu, 3a3HayeHol B 3aronoBky (45 wmr, 46%), y surnagi cipo-
Ginoro ocaay. MS (ESI): m/z = 352.2 [M+H]".

Cragia 6 3'-(1-TpeT-6yTun-1H-nipason-3-in)-4-xnop-6-(4-metnn-5-okco-4,5-gurigpo-1H-
[1,2,4]tpnason-3-inmeToken)-BideHin-3-kapOoHiTpun

i
) s

l O\/gN/N H

NZ

Cl
Cronyky, 3asHa4yeHy B 3arofioBKy, ogepkanu 3a aHanoricelo 3 npuknagom B1 3 3'-(1-TpeT-6yTun-
1H-nipason-3-in)-4-xnop-6-rigpokcu-Bicderin-3-kapboHitpuny (80 wr) i 3-(xnopmetnn)-4-metun-1H-
1,2,4-Tpuason-5(4H)-ony (34 mr) y Burnagi cipo-6inoro ocagy (45 wr, 43%). MS (ESI): m/z = 463.0
[M+H]*.
Crapia 7. 2-xnop-4-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcul-5-[3-(1H-nipason-3-
imdpeHin]6eH3oHITpUN

—

HN

N
N
O 2
N
NH
O o\/gN/

Cl
Po3unH 3'-(1-TpeT-6yTun-1H-nipason-3-in)-4-xnop-6-(4-metnn-5-okco-4,5-gurigpo-1H-
[1,2,4]tpnason-3-inmeToken)-bideHin-3-kapOoHiTpuny (45 Mr B MypaLuuHii KUcnoTi (4 M) Harpisanu
no 85°C nportsrom 6 r. loTiM, BCi NETIOMi KOMMOHEHTU BMAANUNKU i 3anuwok po3basunu 3a
ponomoroto AXM (20 Mn) i npomMunm BOAOK | CONMbOBMM PO3YMHOM, Bucywmnu Hag Na280; i
CKOHUeHTpyBanu. Oaep)xaHuWi MaTtepian OYUCTMAM LUMASXOM KONOHKOBOT xpomatorpadii yepes
cunikarenb (2-3% MeOH/OXM) 3 ogepXaHHSAM CMONyKU, 3a3HadeHoi B 3aronoBky (15 wmr, 37%), y
BUrNagi cipo-6inoro ocagy. MS (ESI): m/z = 407.2 [M+H]*.
Mpuknag B43:
3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]deHin]deH3oriHa kucnota
o]

e
o]
\N//<
NH
: o s/
Cl

NZ

MeTun 3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]derin]déensoar
(36.0 mr, npuknag B42) cycneHayesanu B TT® (1.5 mn) npu kiMHaTHin Temnepatypi. MeOH goganu no
Kpannax 40 pO34YMHEHHS BCiX pedoBUH. [10TiM po3ynH MoHorigpaty rigpokenay nutito (11.7 Mr) B Boai
(280 mkn) aoganu no kpannsix. Heegenuka kinbkicTb 6inoro ocagy npeuunitysanacs. 3HOBY goganm
MeOH no kpannsax 4o NOBHOro po3vyMHEHHA. be3dapBHUIM po3ynH NOTIM NEpPeMilLyBanu Npu KiMHaTHIN
TemnepaTypi NPOTAroM Houi. J1eTiodi KOMNOHEHTW BUAANUNK | 3afMLLEHNIA 3aNULLIOK PO3YUHUNKN B BOAI.
pH posenu oo 2 wnaxom gogasaHHA 1 H HCI. Mpeuunnitat BigdinsTpyBanu, NPOMUNN HEBENUKOIO
KiNbKICTIO BOAW | BUCYLUMITN 3 OAEP>KAHHAM CMOMYKKW, 3a3HA4YEHOT B 3aronoBky y Burnagi 6inoro ocagy
(31 wr, 89%). MS (ESI): m/z = 374.1 [M+H]*.

HactynHi npuknagn 6ynu CMHTE30BaHI 3a aHanorieo 3 npuknaaom B43:
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MeTunbdeHsoart
Mpuknag B49

Mp. CucremaTtnyHa Ha3Ba Buxiana crnonyka MS, m/z
3-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-
1,2,4-Tpnason-3-
immeTokcu]peHin]beHsoin]amiHo]-nponaHoBa
KUCNnoTa MeTun 3-[[3-[5-xnop-4-meTun-2-
o o [(4-meTun-5-okco-1H-1,2,4-
Tpuason-3- 4452
Ba7 ”°J\/\H O 0 in)meTokcuderinloersoin]- | [M+HJ*
\NJ( aMiHo]nponaHoaTt
O PN Mpuknagn B44
Cl
2-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-
1,2,4-Tpnason-3-
immeTokcu]deHin]beHsoinjlamiHo]ouToBa
KUCNoTa Etun 2-[[3-[5-xnop-4-meTun-2-
o [(4-meTun-5-okco-1H-1,2,4- 431 1
HO Tpuason-3- .
B48 \fol/\ﬂ O o imMeTokcu]dbeHin]6eHsoin]- [M-+H]
\N//( aMiHolaueTar
‘ 0\/‘§NINH Mpuknag B46
Cl
3-[5-xnop-4-metTun-2-[(4-metun-5-okco-1H-1,2,4-
Tpuason-3-immetokcu]eHin]-4-meTunbeHsorHa
Kkucnota
0 MeTtun 3-[5-xnop-4-metun-2-[(4-
MeTun-5-okco-1H-1,2,4-tpnason- 388.2
B50 3-in)meTokcu]deHin]-4- [M+H]*

Mpuknag B45:
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-rpuason-3-in)metokcu]erin]-N-(2-
rigpokcieTun)-N-meTunbeHsamia

HO\/\N

(o]

g
CII

3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)metokcun]peHin]0eH3onHy  KUCnoTy
(23.0 mr, npuknag B43) posunHunu B N,N-gumetundgpopmamigi (0.5 mn). Motim HATU (35.1 mr) i
ocHoBY XyHira (19.9 wmr, 26.9 Mkn) goganu Npu KiMHaTHIR TeMmneparypi, 3 noganblnumM PO34YUHOM 2-

(meTunamino)etaHony (6.47 wmr) B N,N-aumetundgpopmamiai

(0.5 wmn). CBITNO->KOBTUA PO3YNH

nepeMiwyBany npu KiMHaTHIR TemnepaTypi npotarom 2 r. PeakuifiHy cymiw po3baBunm HacU4eHUM
posunHom NH4Cl i ekcTparyBanu 3a gonomoroi EtOAc. O6’egHaHi OpraHiyHi ekcTpakTu npoMum
BOAOK i CONMbOBMM pPO34YMHOM, Bucywmnu Hag Na280: i eBanopyBanu. 3anuiok o4yncTuny 3a
aonomoroto BEPX (Gemini NX konoHka, aueToHiTpun/soga (Wwo mictutb 0.05% mypalmHOT KUCNOTK)
85:15) 3 ogep>kaHHAM CNOJYKW, 3a3HA4Y€HOi B 3aronoBky, y surnsaai 6inoro ocagy (10 mr, 38%). MS
(ESI): m/z = 431.2 [M+H]*.
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Mpuknag B51:
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-rpuason-3-in)metokcu]eHin]-N,N,4-
TpuMmeTundeHsamia

Cnonyky, 3a3HayeHy B 3aroroBKy, ofepxanu 3a aHanorieio 3 npuknagom B47 3 3-[5-xnop-4-
MeTUN-2-[(4-meTnn-5-okco-1H-1,2,4-Tpuason-3-in)metokcu]deHin]-4-metundeHsonHoi  kucnotn (23
mr, npuknag B50) i rigpoxnopuay aumetunaminy (6.77 mr) y surnagi 6inoro ocagy (14 mr, 57%). MS
(ESI): m/z = 415.2 [M+H]*.

Mpuknagu C: Cnonyku 3 NipuaasmHOHOBOIO OCHOBHOIO FPYyNoto

Mpuknag C1:

3-[(4-xnop-5-MeTun-2-nponax-2-indeHokcn)meTun]-1H-nipugasuH-6-oH

o
“
(o] \N/NH

Oo PO34nHY3-Xxrop-6-[(4-xnop-2-isonponin-5-meTun-eHokcn)MeTun]nipuaasmHy (60 M,
npomikHa cnonyka C1-A) B EtOH (3 mn) aoganu sogHuii 3M NaOH (0.642 mn) i peakuiiHy cymiLl
HarpiBanu Npu KUNiHHi i3 3BOPOTHUM XONOAUMBHUKOM NpoTAroM 16 roguH. PeakuiiHy cymill BNUMK B
H20 i EtOAc i wapu posginunu. OpraHiyHun wap sucywmnum Hag NaSQOs, BiadinbTpyBanu i
CKOHUEeHTpyBanu nig sakyymom. Matepian ouuctunu 3a gonomorow donelu-xpomatorpadii yepes
cunikarens (0-3% MeOH/OXM) 3 ogepxaHHAM 3 OAEep>KaHHAM CMOSyKW, 3a3HAYeHOi B 3aronoBky, y
BUrnsai cipo-6inoro ocaay (0.005r, 9%). MS (ESI): m/z = 293.11 [M]*.

Mpuknag C2:

3—[(4—xnop—2—u,mKnonponin-5—MeTmn¢)eHoKcm)MeTmn]—1 H-nipuaasuH-6-oH

Po3uuH 3-xnop-6-(4-xnop-2-uuknonponin-5-meTun-gpeHokcuMeTun)-nipuaasuiy (45 mr, npomMikHa
cnonyka C2-A) KUM'ATUAKW i3 3BOPOTHUM XOMNOAMSBHWUKOM B NbOASAHIM OUTOBIM KucnoTi (5 mn) npwu
120°C npoTaroM 16 roguH. MNoTiM pO3YMHHUK BAANUAN NPU 3HUXKEHOMY TUCKY. 3anuLLOK PO3YUHUIIN B
OXM i opraHiyHy YacTuHy npoMunM HacuyeHuM po3vynHom NaHCOs i conbOBUM PO3YUHOM, BUCYLLMIIN
Hag OesgogHuMm Na2S04, BigdiNbTPyBanu i CKOHUEHTPYBanM MpU 3HWKEHOMY TUCKy. [MpoaykTt
ounctunu wnsaxom npenapatuHoi BEPX (NH4sOAc/CHsCN) 3 ogepkaHHsIM Cnonyky, 3asHa4vyeHoi B
3aronoeky, y surnagi 6inoro ocagy (30 mr, 71%). MS: (ESI): m/z = 291.4 [M+H]*.

HactynHi npuknagn 6ynu CMHTE30BaHI 3 BiANOBIAHWUX CTPYKTYPHUX €NEMEHTIB/MPOMIKHUX CNONYK
3a aHanorieto 3 npuknagom C2:

Cl
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CTPYKTYpHUI eneMeHT/NpoMikHa

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
3-[(4-xnop-5-cpTOp-2-nponaH-2-
indpeHokcu)meTun]-1H-nipuaasmH-6-
\/(YO 3-xnop-6-(4-xnop-5-dprop-2-
isonponin-cpeHokcumMeTun)- 297.2
cs ° \N’NH nipuaasuH [M+H]+
MNpomikHa cnonyka C3-A
cl
OH F
3-[(5-xnop-4-meTun-2-nponaH-2-
indpeHokcu)meTun]-1H-nipuaasmH-6-
\/(YO 3-xnop-6-(5-xnop-2-isonponin-4- | 544 5
METUN-(PEeHOKCUMETU)- 1.
C4 ° \N/NH nipuaasuH [M-+H]
MNpomikHa cnonyka C4-A
oH cl
3-[(4-xnop-2-umknobyTun-5-
meTundgenokcu)metun]-1H-nipuaasuH-6-ox
o 3-xnop-6-(4-xnop-2-umuknobyTun-
c5 = 5-MeTUN-PEeHOKCUMETHT)- 305.2
o % NH nipnaasuH [M+H]*
N MpomikHa cnonyka C5-A
cl
3-[(4-xnop-2-uuknorekcun-5-
mMeTundeHokcum)meTun]-1H-nipugasuH-6-oH
3-xnop-6-(4-xnop-2-
c6 A LMKNOrekcun-5-meTun- 333.3
o\/E\rﬁ deHoKkcUumeTHN)-NipuaasuH [M+H]*
N7 MpomixkHa cnonyka C6-A
cl
3-[[4-xnop-5-meTun-2-(okcaH-4-
imdeHokcu]MmeTun]-1H-nipuaasnH-6-
3-xnop-6-[4-xnop-5-meTun-2-
c7 (TeTparigpo-nipaH-4-in)- 335.1
deHoKkcumeTun]-nipuaasunH [M+H]*

(o]
y (o]
Cl
OH

MpomixkHa cnonyka C7-A
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CTPYKTYpHUI eneMeHT/NpoMikHa

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
3-[(2-TpeT-6yTNn-4-xnop-5-
mMeTundeHokcum)meTun]-1H-nipugasuH-6-oH
= o 3-(2-TpeT-0yTun-4-xnop-5-
cs \/(Y MeTun-peHoKCMMeTunn)-6-xnop- 307.3
° - nipuaasuH [M+H]*
MNpomixkHa cnonyka C8-A
cl
2-[5-xnop-4-meTun-2-[(6-okco-1H-nipugasmH-3-
inmeTokculdeHin]-2-
2-[5-xnop-2-(6-xnop-nipyuaasuH-
co 3-inmeTokcu)-4-meTun-deHrinl-2- 318.0
MEeTUM-NPONiOHITPUN [M+H]*

N
I
(o]
=z
e
Cl

MeTUNNPONaHHITPUN

MNpomixkHa cnonyka C9-A

HactynHi npuknagn tuny C 6ynu oaepxkaHi 3 BiAMOBIAHUX CTPYKTYPHUX €NEeMEHTIB/MPOMDKHUX
cnonyk 3a aHanorieto 3 npuknagom C2:

CTPYKTYpHUI eneMeHT/NpoMikHa

Mp. CucremaTtuyHa HasBa MS, m/z
cnonyka
3-[[4-xnop-2-(2-MmeTokCcHNipuanH-3-in)-5-
MeTundeHokcu]metun]-1H-nipuaasuH-6-oH
X 3-xnop-6-[[4-xnop-2-(2-
| o MeToKCUNipuauH-3-in)-5-
c10 N0 N Z MeTUndeHokenmeTnn] 358.2
o NH 1 [M+H] +
XN nipugasuH
MpomixkHa cnonyka C10-A
Cl
3-[[4-xnop-2-(2-rigpokcunipuanH-3-in)-5-
MeTundeHokcu]metun]-1H-nipuaasuH-6-oH
N7~
| o 3-xnop-6-[[4-xnop-2-(2-
HO” NP ﬂ MeTOKCUNIpUANH-3-im)-5- 3441
. _NH _ .
C11 o N MeTmnq)_eHOKcm]MeTmn] M+H]*
nipugasuH

Cl

(cnonyky ogepxkanu y BUrNsaai OCHOBHOIO
NpoAayKTy 3 peakuii ogepxanHs MNpuknagy C10)

MpomixkHa cnonyka C10-A
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CTPYKTYpHUI eneMeHT/NpoMikHa

cnonyka MS, m/z

Mp. CuctemaTu4Ha HasBa

2-xnop-4-[(6-okco-1H-nipuaasunH-3-in)meTokcu]-
5-beHinbGeH3oHITPUN

O o 2-xnop-4-[(6-xnopnipuaasvH-3- 338 1
C12 = iMMeTOKCH]-5-peHInGeH3oHITPUN [M+H]+
O o Xy MpomixkHa cnonyka C12-A
NZ
@]

4-TpeT-0yTun-2-metun-5-[(6-okco-1H-nipngasnH-
3-in)meTokcn]6eH30oHITpUN

P 4-tpeT-6yTun-5-[(6-
Ci13 ng\ll//H xnopnipugasuH-3-in)meTokcu]-2- 298.2
N7 METUNBEH3OHITPUN [M+H]*

MpomixkHa cnonyka C13-A

2-xnop-5-(5-unknonponinokcu-2-crTopdeHin)-4-
[(6-okco-1H-nipuaasnH-3-
imnMeTOoKCU]6eH30HITPUN 2-xnop-4-[(6-xnop-nipuaasunH-3-

° inymetokcu]-5-(5-

Ct4 v/ O o LMKITONPONInoKeu-2- 412.1
T : - [M+H]*
0N NH ¢propdeHin)6eHsoniTpun

O N7 MpomixHa cnonyka C14-A
NZ
Cl

Mpuknagn D: Cnonykn 3 OCHOBHUMMW rpynamu, WO BIHOCATbLCA A0 iHAAa30ny, asa-iHgasony i
aHanorivyHum

Mpuknag D2:

3-[(4-xnop-5-MeTun-2-nponax-2-indeHokcu)meTun]-1H-iHgason

59

[o po3uunHy 4-xnop-2-isonponin-5-metundgeHony (0.15 r, CAS: 89-68-9) 8 AM® (1.5 mn) goganu
rigpua Hatpito (42.5 mr, 55-60% B MiHepanbHOMY Machi) i CyMmiwl nepemiwyBanM Npu KiMHaTHIRA
Temnepatypi npotdarom 15 xeunuH. CycneHsito TpeT-6ytun 3-(6pomomeTun)-1H-iHoason-1-
kapbokcunaty (253 mr CAS: 174180-42-8) B AM®P (2.5 mn) notim aoganu no kpannax. llicns
nepemillyBaHHs NpW KiMHaTHIM TemnepaTypi NpoTarom 2.5 roguH, peakuiiHy CyMmill BAUMM B CyMiLl
HacuyeHoro BogHoro po3uunHy NH4Cl i eTunauetart i wapu posginunu. BogHun wap ekcrparysanu
OB 3a aonomoroto etunauetaty. O8’eaHaHi opraHivHi Wwapn NnpoMunu Agivi 3a AONOMOTO BOAMU i
OOMWH pa3s COMbOBUM PO3YMHOM, BUCywUnu Hag MgSOs, BiadinbTpyBanu, i esanopysanu. 3anuLiok
OUYNCTMAN 3a AONOMOroK xpomMmartorpadii Ha cunikareni 3 BukopuctaHHsaMm cuctemun PXCT (3 entouieto
rpagieHToM H-rentaH : eTunauetar Big 100/0 go 60/40). OgepxaHe cBiTno-kopuyHese macno (0.157
N po3ynHunu B guxnopmetadi (1.5 mn). PosunH oxonogunu go 0°C i goganu TpudTOpOLTOBY
knucnoty (1.85 1, 1.25 mn). lMicnsa nepemillyBaHHA Npu KiMHATHIA TemnepaTtypi npotarom 1.25 roauH,
peakuiiHy CyMill BNUNM B CyMill HacU4eHoro BoAHoro po3vmHy NaHCOs i auxnopMeTaH i wwapu
posainunu. BoaHun wap ekcrparyBanu Apidi auxnopMeTtaHom. O6’edHaHi OpraHiyHi wapyu npomMunu
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OOWH pa3 COoMbOBUM PO3YMHOM, BUCYwUNKU Hag MgSOs, BiadinbLTpyBanu i eeanopysanu. 3anuilok
OYNCTMAN 32 AONOMOro xXpomMatorpadii Ha cunikareni 3 BukopuctaHHsam cuctemmn PXCT (3 entouieto
rpagieHToMm H-rentadH : etunauetar Big 100/0 go 60/40) 3 oaepkKaHHAM CMOMyKKW, 3a3HaYeEHOl B
3aronoBky, y Burnaai 6esdapsHoro macna (48 wmr; 19%). MS (ESI): m/z = 315.13 [M+H]*.

Mpuknag D3:

3-[(2-TpeT-6yTun-4-xnop-5-metunderokcn)meTun]-1H-nipasono[3,4-blnipnanH

J N

Cl

o posunHy MpomixkHoi cnonykn D3-A (85.1 mr) B giokcaHi (3 mn) goganu 4 H HCI B giokcaHi (495
MKIT) | PO34YMH NepemiyBanu nNpu KiMHaTHIn Temnepatypi. binuin ocag npeuuniTyBaBcs i CycneHsio
nepemiwysanu npyu KiMHaTHIN TemnepaTypi npoTaroMm Hodi. MoTim gogaTtkoBy KinbkicTb 4 H HCI B
AiokcaHi (495 Mkn) goganu i yepes 4 r npu KiMHaTHIA TemnepaTtypi 3HOBY Ao4any A04aTKOBY KiNbKICTb
4 H HCI| B piokcaHi (495 mkn) i cymilwl nepemiwyBanu npu KiMHaTHIR TemnepaTypi NpoOTArom
JoaatkoBux 2 AgHis. biny cycneHsito Bnunu B HacuyeHun po3unmH NaHCOs i ogepxaHy cymill
ekcTparyBanu 3a gonomoroto AXM. O6’eaHaHi opradivHi wapu sucywmnu Hag Na:SQ4 i eBanopysanu.
3anuuwok ouncTunu 3a gonomoroto xpomatorpadcdii (10 r cunikarens; rentad/EtOAc 90/10 — 70/30) 3
OOEPXKAHHAM CMONyKKU, 3a3HadeHOoi B 3aronoBky (54 wmr, 83%) y surnagi 6inoro ocagy. MS (ESI):
m/z = 330.2 [M+H]*.

HactynHi npuknagun 6ynu CMHTE30BaHI 3a aHanorieto 3 npuknagom D3.

Mp. CuctemaTu4Ha HasBa MpomixHa crnonyka MS, m/z

5-TpeT-6yTun-2-metun-4-(1H-nipasono[3,4-
blnipnaunn-3-inmeTokcn)BeH3oHiTpun

AN
D4 — MpoMika cronyka D4-A 321.2
o I nH P y [M+H]*
N
NZ

5-[5-xnop-4-meTun-2-(1H-nipasono[3,4-
blnipuaunH-3-inmeTokeun)eninl-1,2-okcason

_N\o /Y
X . 341.2
D5 o ~ W MpomixxHa cnonyka D5-A [M+H]*
N
cl

Mpuknag D6:
3-[(2-TpeT-6yTun-4-xnop-5-metundeHokcn)MeTun]-6-dtop-1H-nipasono[3,4-blnipnaunH

Cl
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Po3unH MpomikHoi cnonyku D6-A (55.1 mr) B cymiwi OXM (1 mn) i TpudbtopouTtoBoi kucnotu (0.4
MIT) NEepeMillyBanyu npu KiMHATHIA Temnepatypi npotarom 1 r. ToTiM po3unH posbaBunu 3a
ponomoroto OXM i rioro noBinbHO goganu B HacudeHun po3unH Na2CQOs. Cymilwl ekcTparyeBanu 3a
aonomoroto OXM i o6’egHaHi opraHivHi Wwapu NpoMUM CONbLOBUM PO3UMHOM, BUCYLUIMNKN Haa NaxSOs,
BiahinbTpyBanu, i esanopysanu. 3anuieHnid 3anuLoK OYMCTUNKU 3a 4ONOMOrot xpomaTtorpadii (5 r
cunikarens;, OXM/MeOH 98:2) 3 ogep)xaHHAM CMNONyKW, 3azHa4vyeHoi B 3aronosky (40 mr, 94%), y
BurnAgi 6inoro ocagy. MS (ESI): m/z = 348.1 [M+H]*.

HacrtynHi npuknagun 6ynu CMHTE30BaHI 3a aHanorieto 3 npuknagom D6.

Mp. CuctemaTu4Ha HasBa MpomixHa crnonyka MS, m/z
3-[(2-TpeT-6yTnn-5-meTUN-4-
MeTuncynbdoHindgeHokcn)metTun]-1H-
nipasono[3,4-b]nipuanH
J n : 374.2
D9 \% MpomixxHa cnonyka D9-A M+H]*
O =~y /NH
N
2
X i
o]
3-[(2-TpeT-6yTnn-5-meTUN-4-
MeTuncynbdoHindgeHokcn)metTun]-1H-ingason
; 373.2
D10 09"“ MpomixkHa cnonyka D10-A M+HJ*
N
o
A
o
3-[(2-TpeT-6yTNn-4-xnop-5-
drropdeHoken)meTun]-6-dprop-1H-nipasono[3,4-
blnipnaunH
. 352.1
D12 g MpomixkHa cnonyka D12-A M+H]*
3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-
blnipnaunn-3- IJ'IMeTOKCl/I)q:)eHIJ'I] N-(2-
MeTokcieTun)deHsamia
D16 ~° Mpomixua crionyka D16-A 451.2
[M+H]*
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Mp. CuctemaTu4Ha HasBa MpomixHa crnonyka MS, m/z
3-[5-xnop-4-metun-2-(1H-nipasono[3,4-
blnipuaun-3-inmeTtokcu)dpeHin]-N,N-
aumeTtunbeHsamig
(o}
N . 421.2
D18 | O X MpomixkHa cnonyka D18-A M+H]*
SRRS
Cl =
4-[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-
blnipnauH-3-inmeToken)enin]-4-propbensoin]-
1-meTunninepasnH-2-oH
[¢]
o . 508.2
D39 N N MpomixHa cnonyka D39-A
pSACE g P y M+H]
o] 2, /NH
o
Cl
3-[5-xnop-4-metun-2-(1H-nipasono[3,4-
blnipuaunn-3-inmeTtokcu)deHinl-4-drop-N-(2-
MeTokcieTun)-N-meTunbeHsamig
[0}
Lo}
ZINN A 483.16
N i ) .
D40 | O F\g MpomixkHa cnonyka D40-A [M+HJ*
NH
O o] \N/
Cl
4-[3-[5-xnop-2-(1H-iHgason-3-inmeTokcn)-4-
MeTundeHin]-4-ptopbeHsoin]-1-
MeTuUnninepasnH-2-oH
o
o)
N . 507.2
D41 Y\ ‘ MpomixkHa cnonyka D41-A
PN . 9 P Y M+H]-
NH
I [e] \N/
Cl
[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-
blnipuanH-3-inmeTokcun) enin]-4-dropdreHin]-
niponignH-1-inMeTaHoH
. 465.14
D42 MpomixkHa cnonyka D42-A [M+HJ*

[o]
T, O
F ==
l (o] \N/NH
Cl
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Mp. CuctemaTu4Ha HasBa MpomixHa crnonyka MS, m/z

2-xnop-5-[2-dpTop-5-(niponiguH-1-
kapboHin)denin]-4-(1H-nipasono[3,4-b]nipuanH-
3-inMeToKcn)BeH3oHITpUN

[o]
D43 G« O Y MpomixkHa cnonyka D43-A [4“;3:']%
Sl
NZ
Cl

3-[(2-TpeT-byTUN-4-
MeTuncynbdoHindgeHokcn)metTun]-1H-
nipasono[3,4-b]nipuanH

[N _ 360.1
D45 E 5 9 MpomixkHa cnonyka D45-A M+H]*
o ~ ,NH
N
(o]

(o)
i\
S

Mpuknag D7:
2-[[3-[(2-TpeT-OyTHUn-4-xnop-5-metundeHokcm)metun]-1H-nipasono[3,4-blnipnanH-6-

inJamiHo]eTaHon
OH
HI
N

Cl

Po3unH lMpomikHOT cnonykn D6-A (99.9 wmr) i eTtaHonamiHy (136 wmr, 135 mkn) B N-meTun-2-
niponiauHoHi (1.8 mn) HarpiBanu go 95°C npotarom Hodi. Po3umH oxonogunu ago KT, posbasunu
HaniBHACMYEHUM CONbOBMM PO3YMHOM i CyMill ekcTparyBanm EtOAc. O6’eaHaHi opraHivHi wapu
NPOMUNU BOAOK | COMbOBUM pO3YMHOM, Bucywmnum Hag Na2SOs i eBanopyeanu. HeounieHy

10 peyoBUHY ouucTunu 3a gonomoroto xpomartorpadpii (20 r cunikarens; OXM/MeOH 100/0 — 95/5) 3
ogepKaHHAM 6inoro ocagy, siKM OOQATKOBO OYMCTMINM npenapatuBHolo BEPX 3 ogep)kaHHsIM
Cronyku, 3asHadeHoi B 3aronoBky (38 mr, 44%), y surngai 6inoro ocagy. MS (ESI): m/z = 389.2
[M+H]*.

Mpuknag D8:

15 2-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-b]nipnanH-6-in]-
MeTHUnamiHoleTaHon

OH
\NI

Cl
Po3unH lNpomikHOT cnonykn D6-A (99.9 mr) i 2-(meTunamiHo)etaHony (167 wmr, 178 mkn) B N-

MeTun-2-niponignuHodi (1.8 mn) Harpisann go 50°C npotdarom 5 r. PosunH oxonoaunu ago KT,
20 po36aBunM HaniBHaCUYEHUM CONbOBUM PO3YMHOM i ekcTparysanu EtOAc. O6’egHaHi opraHivHi wapm
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NPOMUITM BOAOHK | CONMbOBUM PO3YMHOM, BUCYLIMIU Had Na2S04 i eanopysanu. 3anuLuok po3vymHUIu

B OXM (2 mn) i aoganu TpudgtopoutoBy kucnoty (0.4 mn). Po3yuH nepemiwlyBanu npu KiMHaTHIRA

Temnepatypi npotarom 30 xB i NOTiM BNUNM B HacuyeHun posdunH Na>COs i cymill ekcTparysanu 3a

aonomoroto OXM. O6’eqHaHi opratiyHi Wwapyu NnpoOMUNU conboOBUM PO3YMHOM, BUCYLLIMIM HAA Na2SOs i
5 eBanopysarnu. 3anuuoK O4YMCTMNM 3a JOMNOMOroK KOMOHOYHOT XpomaTtorpadii (5 r cunikarens;

OXM/MeOH 98/2 — 95/5) 3 ogep»aHHAM CNOMyKKU, 3a3HadeHol B 3aronoBky (41 mr, 46%), y Burnaai

6inoro ocagy. MS (ESI): m/z = 403.2 [M+H]*.

HactynHi npuknagn 6ynu CMHTE30BaHi 3a aHanorieto 3 npuknagom D8.

Mp. CuctemaTtu4Ha Ha3Ba MpomixkHa cnonyka / AMiH MS, m/z
2-[[3-[(2-TpeT-OyTUn-4-xnop-5-
dhTopdheHokcn)meTun]-1H-nipasono[3,4-
blnipuanH-6-injamiHoleTaHon
MpomixkHa cnonyka D12-A 3932
D11 ! [M+H]*
2-amiHoeTaHon
Cl
F
2-[[3-[(2-TpeT-OyTUn-4-xnop-5-
dhTopdheHokcn)meTun]-1H-nipasono[3,4-
blnipuanH-6-in]-meTunaminoletanon
MpomixkHa cnonyka D12-A 407.2
D14 : [M+H]*
2-(MeTunamiHo)eTaHon
Cl
F
10
Mpuknag D13:
2-[[3-[(2-TpeT-OyTHUn-4-xnop-5-metundeHokcm)metun]-1H-nipasono[3,4-blnipnanH-6-
inJokculetaHon
OH
\9
Cragia 1: -[(2-TpeT-O6yTun-4-xnop-5-metun-deHokcu)MeTun]-6-prop-1-Tputnn-nipasono(3,4-
blnipnanH

050951

MNapua Hatpito (23.2 mr, 55% B MiHepaneHOMY Macni) cycneHayeanu B AM® (1 mn) i po3yuH 3-[(2-
TpeT-0yTun-4-xnop-5-metundeHokcu)metTun]-6-dprop-1H-nipasono[3,4-blnipuanHy (148 mr, npuknag
20 D6) 8 AM® (1 mn) goganu no kpannax npu 0°C. OgepxaHy KOPUYHEBY CYCMNEH3i0 NepeMillysany rnpu
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0 °C npotarom 10 xB i NOTIM NpKU KiMHaTHIK Temnepatypi npotarom 20 xB. PO34nH Tputunxnopuay
(F[xnop(andpeninymeTun]éenson) (125 mr 8 gM® (1 mn) notim goganu npu 0°C i peakuinHy cymil
nepemMilwlyBanu npu KiMHaTHIA TemnepaTypi nNpoTArom Houi. OGepexHO aoganu BOAY i Cymill
ekctparyBanu EtOAc. O6’egHaHi OpraHidHi Wapu NpoMUNM BOAOK i CONMbOBUM PO3YMHOM, BUCYLLIMITU
Hag Na:S04 i eBanopyeanu. 3anuuok o4ucTUnM 3a gonomoro xpomatorpaddii (20 r cunikarens;
rentad/EtOAc 98/2 — 90/10) 3 ogepaHHAM CNOMyKKU, 3a3HayveHoi B 3aronoBky (186 wmr, 74%), y
Burnagi 6inoro ocagy. 'H-NMR (300 MHz, CDCls): 1.29 (s, 9H), 2.25 (s, 3H), 5.34 (s, 2H), 6.64 (dd,
1H), 6.92 (s, 1H), 7.19 (s, 1H), 7.20-7.35 (m, ~15H}, 8.10 (dd, 1H).

Cragia 2: 3-[(2-TpeT-OyTun-4-xnop-5-meTun-deHokcn)MmeTun]-6-(2-TeTparigponipaH-2-
inokcietokcu)-1-Tputun-nipasono[3,4-blnipuanH

O

o

a

Fgpwua Hatpito (7.68 mr, 55% B miHepanbHOMy Machi) cycnengysanu 8 DMA (1 mn). MNoTimM po3unH
2-(TeTparigpo-2H-nipaH-2-inokcn)etaHony (25.7 mr, 23.9 mkn, CAS: 2162-31-4) B8 DMA (1.5 mn)
aoganu no kpannax npu 0 °C i ogepxxaHy CYCMeH3ilo nepemiwlysanu npu KiMHaTHIn Temnepartypi
nporarom 30 xB. T[loTiMm 6inuA  kanamytHUA  po3yuH  3-[(2-TpeT-OyTnn-4-xnop-5-metnn-
dreHokcn)MeTun]-6-dprop-1-Tputun-nipasono[3,4-blnipuamny (83.2 mr) 8 DMA (1.5 mn) goganu no
Kpannax i peakuiHy Cymill nepemiwlyBand npu KiMHaATHIW TemnepaTypi npotarom 3 r. Cymiw
obepexHo posdaBunu BOAOK | ekcTparyBanu 3a gonomorow EtOAc. O6’egHaHi opraHidHi wapu
NPOMMUITM BOAOIO i CONMbOBUM PO3YMHOM, BUCywMU Hag Na2S04 i eBanopyBanu. 3anvwok o4nctunmm
3a gonomoroto dnew-xpomatorpadii (10 r cunikarens; rentan/EtOAc 98/2 — 95/5) 3 ogepaHHAM
CMONYKKM, 3a3Ha4YeHoi B 3aronoBky (91 mr, 90%), y surnagi 6esbapsHoro macna. 'H-NMR (300 MHz,
CDCls): 1.29 (s, ~9H); 1.45-1.88 (m,~6H), 2.24 (s, 3H), 3.35-3.51 (m, 2H), 3.60-3.70 {m, 1H), 3.75-
3.88 (m, 2H), 4.50 (m, 1H), 5.30 (s, 2H), 6.50 (d, 1H, J=8.4}, 6.94 (s, 1H), 7.18 (s, 1H), 7.20-7.30 (m,
~15H), 7.86 (d, 1H, J=8.7).

Cragia 3: 2-[[3-[(2-TpeT-byTun-4-xnop-5-metundeHokcn)metnn]-1H-nipasono[3,4-b]nipnanH-6-
inJokculetaHon

Cl

Oo pPO34nHYy 3-[(2-TpeT-OyTun-4-xnop-5-meTun-deHokcn)MeTun]-6-(2-TeTparigponipaH-2-
inokcietTokcn)-1-Tputun-nipasono[3,4-blnipnanny (83.8 mr) 8 AXM (1.5 mn) goganu TpudptopouToBy
kncnoty (0.4 mn) no kpannsx i cyMill nepemiwlyBany nNpu KiMHaTHIA TemnepaTypi npotarom 30 xB.
PeakuinHy cymiwl po36asunu 3a gonomorow OXM i o6epexxHo goganu B HacuveHuin posdunH Naz2COsa.
OaepxaHy cyMill ekctparyBanu 3a gonomoroto OXM i o6’eaHaHi ekCTpakTu NPOMUNN HACUYEHUM
posunHoM NaxCOsz i conboBMM PO3YMHOM, Bucywmnu Haga NaxSQs, | eBanopyBanu. 3anuuiok
ounctunn 3a gonomorot xpomatorpadpii (10 r cunikarens; rentadH/EtOAc 90/10 — 50/50) 3
oAepKaHHAM CMONyKKM, 3a3Ha4YeHol B 3aronoBky (36 mr, 79%), y surndagi 6inoro ocagy. MS (ESI): m/z
=390.2 [M+H]".

Mpuknag D15:

3-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcm)metun]-1H-nipasono[3,4-blnipnanH-6-
inJokcu]nponax-1,2-gion
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OH
}OH
(o]
\Q
g NH
O \N/
Cl
Cnonyky, 3as3Ha4yeHy B 3aronoBskKy, oaepxanuv 3 3-[(2-TpeT-OyTHUN-4-xnop-5-

MeTundeHokcum)meTun]-6-gprop-1H-nipasono[3,4-bjnipuanny  (Mpuknag D6) 3a awanorielo 3
npuknagom D13 3 BUKOpPUCTaHHAM (2,2-auMeTtun-1,3-giokconaH-4-in)MeTaHony 3amictb 2-
5 (TeTparigpo-2H-nipaH-2-inokcn)eTaHony Ha ctagii 2 i ogepxxanu y surnagi 6inoro ocagy. MS (ESI):
m/z = 420.2 [M+H]*.
Mpuknag D17:
[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-b]nipuaunH-3-inmeTtokcu)deHin]deHin]-mopdoniH-4-
inMeTaHoH

[o]
(\N / A\ N
o
.
(o] \N/N H
Cl I

Cycnensito TNpomikHoi cnonyku B10 (40.1 wmr), Tpetr-6ytun 3-(6pomomeTumnnipasono[3,4-
blnipnauH-1-kapbokcunar (37.8 mr, CAS: 174180-76-8) i kapboHaT kanito (41.7 mr) B aueToHi (1.5 mn)
HarpiBanm go 50°C npotarom 5.5 r. PeakuinHy cymiw oxonoaunu ao KT, posbaBunum BOAOK i
ekcTparyBanu EtOAc. O6’eaHaHi opraHivHi Wapu NPOMUMM COMbOBUM PO3YMHOM, BUCYLLUMNM Haj

15 Na2S04 i eBanopysanu. 3anuwok posuuHunu B OXM (2 mn) i TpudtopoutoBy kucnoty (0.2 mn)
aoganu i po3vynH nepemiwyBanu nNpu KiMHaTHIM TemnepaTypi npotsarom 2 r. PeakuiiHy cyMmiwl
noracunu 06epekHo LWNAXOM A0AaBaHHA HacudeHoro posyunHy Na2COsi ekcTparysany 3a JONOMOTOI0
OXM. O6’caHaHi OpraHivyHi Wwapu nNpoOMUNKM COMbOBUM PO3YMHOM, Bucywmnnu Hag Na2SOs i
esanopysanu. 3anuwok o4yuctunu 3a gonomoroto xpomatorpadpii (10 r cunikarenb; rentad/EtOAcC

20 70/30 — 0/100) 3 ogepxaHHAM CMONYKKU, 3a3HaYeHOT B 3aronoeky (40 mr, 71%), y surnagi 6inoro
ocagy. MS (ESI): m/z = 463.2 [M+H]*.

HactynHi npuknagn 6ynu cMHTE30BaHi 3a aHanorieto 3 npuknagom D17.

10

Mp. CuctemaTu4Ha HasBa CTpYKTYpHi enemeHTn MS, m/z

3-[(2-TpeT-byTUN-4-

eTunc OHindeHokcn) e -1H-inpaso
MeTUNCcynbQOoHIngeHokcn) MeTun| iHaason TPeT-GyTun 3-(GpomomeTin)-1H-

iHgason-1-kap6okcunar (CAS
D1 == 174180-42-8)

(o] S |

359.14
[M+H]*

MNpomixkHa cnonyka A15

187



UA 123362 C2

Mp. CuctemaTu4Ha HasBa CTpYKTYpHi enemeHTn MS, m/z
3-[5-xnop-4-metun-2-(1H-nipasono[3,4-
blnipuaun-3-inmeTtokcu)dpeHin]-N-(2-
rmpoxcgeTmn)6eH3aM|n TpeT-6yTin 3-
HO (6pomomeTun)nipasono[3,4-
~N ; .
D19 N O Y blnipuann-1-kap6okeunat (CAS: |  437.2
_ 174180-76-8) [M+H]*
(o] >~ /NH i
O N MpomixxHa cnonyka B36
Cl
3-[[4-xnop-2-(2-MmeTokCcHNipuanH-3-in)-5-
MeTundeHokculMmetun]-1H-nipasono[3,4-
blnipnauH TpeT-0yTun 3-
N N (6pomomeTun)nipasono[3,4-
D20 | / "N blnipnaun-1-kap6okeunar (CAS: | 381.1
So N = 174180-76-8) [M+H]*
) \N,NH i
MNpomixkHa cnonyka B53
Cl
3-[5-xnop-4-metun-2-(1H-nipasono[3,4-
blnipuaunH-3-inmeTokeun)enin]-4-dtop-N,N-
nvgmeTmn6eH3aM|n TpeT-6yTin 3-
(6pomomeTun)nipasono[3,4-
D21 N O A b]nipuamn-1-kapbokeunat (CAS: | 439.2
| - 174180-76-8) [M+H]*
(o) N /NH I
O N MpomixHa cnonyka B38
Cl
[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-
blnipuaunn-3-inmeToken)beHin]-4-propdeHinl-
MopdOniH-4-inMeTaHoH TpeT-6yTIn 3-
(6pomomeTun)nipasono[3,4-
D22 blnipnaunn-1-kapbokcunart (CAS: 481.2
174180-76-8) [M+H]*

(o}
o \N’NH
Cl O

i
MNpomixkHa cnonyka B40
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Mp. CuctemaTu4Ha HasBa CTpYKTYpHi enemeHTn MS, m/z
3-[(2-TpeT-6yTNn-4-xnop-5- TpeT-0yTun 3-
MeTundeHokcn)meTun]-1H-nipasono[4,3- (6bpomomeTumynipasono[4,3-
blnipnauH blnipnaunn-1-kapbokcunart (CAS:
\ 194278-49-4, onepxxaHui
D23 N/ BianoBiaHo Ao J. Med. 330.2
= Chem.1997, 40, 2709) [M+H]*
(o] \N/NH |
2-TpeT-6yTUn-4-xnop-5-metTun-
cl dreHon
(CAS: 30894-16-7)
3-[5-xnop-4-metun-2-(1H-nipasonol4,3-
blnipuaun-3-inmeTtokcu)dpeHin]-N,N-
aumeTtunbeHsamig TpeT-6yTun 3-
0 (6pomomeTun)nipasonol4,3-
~N N blnipuaun-1-kap6okcunar (CAS: 421.2
D24 | O N 194278-49-4) [M-+H]*
o \/,N” i
O N MpomixHa cronyka B12
Cl
3-[(2-TpeT-6yTNn-4-xnop-5-
TopdeHokcn)meTun]-1H-nipasono[4,3-
bropc )b]nipmgwm P [ TpeT-6yTun 3-
(6pomomeTun)nipasonol4,3-
D25 J blnipuauH-1-kapbokeunar (CAS: | 334.2
— 194278-49-4) [M+H]*
o] \N/NH |
MNMpomikHa cnonyka A2
Cl
F
3-[5-xnop-4-metun-2-(1H-nipasonol4,3-
blnipuaunH-3-inmeTokeun)enin]-4-dtop-N,N-
aAnmveTunbensamia TpeT-6yTnn 3-
(6pomomeTun)nipasonol4,3-
D28 blnipnaunn-1-kapbokcunart (CAS: 439.2
194278-49-4) [M+H]*

¢}
~
N /1 \
| N
F =
l (o] \N/NH
Cl

i
MNpomixkHa cnonyka B38
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Mp. CuctemaTu4Ha HasBa CTpYKTYpHi enemeHTn MS, m/z

4-tpeT-0yTun-2-metun-5-(1H-nipasono[3,4-

blnipnann-3- IJ'IMeTOKCl/I)6eH3OHITpVIJ'I TpeT-6yTun 3-

/ (6pomomeTun)nipasono[3,4-
D48 N blnipuauh-1-kapBokeunat (CAS: | 321.2
174180-76-8) [M+H]*
i
MpomixkHa cnonyka A17

Mpuknag D26:
2-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-d]nipumignn-6-inj-
MeTHUnamiHoleTaHon

Ctapiqa -(2-TpeT-0yTUn-4-xnop-5-mMmeTun-peHokcumeTnn)-1-(4-meTokcu-6eH3nn)-6-
MeTmncyan)aHm 1H nlpa30n0[3 4-]nipumignH

\s \
o]
n={l
N
N\ 7
(o] \N/N

Cl

[o po3unHy 2-TpeT-OyTun-4-xnop-5-metun-cerony (851 mr, CAS: 30894-16-7) B 6e3BogHOMY
OM® (50 mn) goganu Cs2C0s (1.61 1) i TBAI (122 mr) npu 25°C i peakuifiHy Cymill nepemiysanm
npu 25°C npotarom 15 xB. MNoTiM po3dnH 3-6poMomeTun-1-(4-meTokcu-6eH3unn)-6-meTuncynbdatin-
1H-nipasono[3,4-dlnipuMiaudy (1.26 1, npomikHa cnonyka D26-B) B 6essogHomy OM® (10 mn)
agoganu npu 25°C i peakuiiHy cymiw nepemiwyBanu npotarom 16 r npu 25°C. Cymiw
BiadinbTpyBanu i inbTpat po3dasunu EtOAC i npoMunu BOAOK i CONbOBUM PO3HMHOM. OpraHivyHui
wap sucywmnu Hag Na:SOQs, BigdinbTpyBanu i esanopyBanu Mpu 3HWKEHOMY TUCKY. 3anuLlok
OUNCTMAN 32 AOMOMOrOK KOMOHKOBOT xpomarorpadii yepes cunikarenos (5-10% EtOAc B rekcadi) 3
OOEPXKaHHAM CMONyKMW, 3a3HadeHoi B 3aronosky (1.41 r, 86%), y Burnagi cipo-6inoro ocagy.MS (ESI):
m/z = 497.1 [M+H]*.

Crapia 2: 3-(2-TpeT-0yTnn-4-xnop-5-metnn-heHoKCUMeTHN)-6-MmeTuncynedanin-1H-nipasono[3,4-
d]nipumignH

\
]
N=
N
N\
(0] ~ NH
Cl
Po3unH 3-(2-TpeT-6yTuUn-4-xnop-5-meTun-PEeHOKCUMETUN)- 1-(4-MeTOKCU-BeH3nN)-6-

MeTuncynsanin-1H-nipasono[3,4-]nipumianHy (1.4 r) 8 30% HBr 8 AcOH (30 mn) HarpiBanu go 80°C
npotarom 2 r. PeakuiiHy cymiw oxonoaunu ao 25°C, posbasunu EtOAC i npoMMNM HacUYEHUM
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po3umHom NaHCOs i conboBuM po3unmHom. OpraHiyHun wap sucyumnu Hag Na2SQ4, BigdinsTpyBanu
i eBanopysanu Npu 3HWXEHOMY TUCKY. 3anULIOK OYUCTUN 3a A0ONOMOIOK KOMOHKOBOT XpoMaTorpadii
yepes cunikarenb (15-50% EtOAC B rekcaHi) 3 ogep>kaHHAM CMOMyKu, 3asHadveHoi B 3aronoeky (750
Mr, 71%), y Burnsai cipo-6inoro ocaay.MS (ESI): m/z = 377.2 [M+H]".

Crapia 3: 3-(2-TpeT-0yTun-4-xnop-5-meTun-PeHoKCUMeTUN)-6-MeTaHCcynbQoHin-1H-nipasono[3,4-
d]nipumignH

\s/,°
=0
n=
N
Y/
NH
o] \N/
cl
Oo pPO34nHYy 3-(2-TpeT-6yTun-4-xnop-5-meTun-peHokcumeTnn)-6-metTuncynedadin-1H-

nipasono[3,4-dnipumiganHy (750 mr) B 6e3sogHomy TI'® (100 mn) goganu m-CPBA (1.03 1) npu 25°C i
peakuiiHy cymiw nepemiwysanu npu 25°C npotarom 16 r. Cymiw posbasunu EtOAC i npomunu
HacUYEHUM BOAHMUM PO3YMHOM TiocynbdaTy HaTPild | COMbOBUM pPO3YMHOM. OpraHivyHuin Lwap
Bucywunu Hag Na2S0q4, BigdinbTpyBanu i eBanopyeanu npu 3HMKEHOMY TUCKY. OgepKaHuiA 3anunLok
OUYUCTUAN LUIISAXOM KOMOHKOBOT xpoMmatorpadii yepes cunikarenb (30-50% EtOAc B rekcadi) 3
OOEPXKaHHAM CMONyku, 3aszHadeHol B 3aronoeky (580 mr, 71%), y surnagi cipo-6inoro ocagy. MS
(ESI): m/z = 409.3 [M+H]*.

Crapia 4: 2-{[3-(2-TpeT-OyTun-4-xnop-5-metun-dpeHokcumetTun)-1H-nipazono[3,4-d]nipumiauH-6-
in]-meTun-amiHo}-eTaHon

\
N
N
v \\{q \\\OH
0 —
cl S _NH
N
Oo pOo34uHy 3-(2-TpeT-0yTUn-4-xnop-5-MeTun-peHoKCUMeTnn)-6-meTaHcynsdoHin-1H-

nipasono[3,4-d]nipumianny (45 mr B giokcadi (10 mn) npu 25°C goganu 2-MeTunamiHo-etTaHon (24.82
Mr) 3 noganbswnm EtsN (0.03 Mn) i peakuiiHy cymiw HarpiBanu 40 KuniHHA npoTtarom 3 r. Cymiw
oxonogunun o 25°C i BCi NeTOMi KOMNOHEHTU BUAAMNUIN NPU 3HUXEHOMY TUCKY. 3anULIOK OYUCTUNN
3a JONOMOroK KOMOHKOBOT xpomaTtorpadpii vepes cunikarens (60-70% EtOAc B rekcaHi) 3
OOEPXKAHHAM CIMOJYKM, 3a3HAYEHOT B 3aronoBky (12 mr, 27%) y Burnagi cipo-6inoro ocagy. MS (ESI):
m/z = 404.4 [M+H]*.

HactynHi npuknagu 6ynu cuHTEe30BaHi 3a aHanorielo 3 npuknagom D26 3 3-(2-tpeT-6yTun-4-xnop-
5-meTun-ceHokcumeTun)-6-metaHcynobdoHin-1H-nipaszono[3,4-dinipumianHy (Mpuknag D26, Cragia
3) B aHanormdHux peakuiiHux ymoBax, Sk onucaHo B npuknagi D26, Ctagia 4, 3 BignosigHum
aMmiHopeareHToM:

Mp. CuctemaTu4Ha HasBa AMiHOpeareHT MS, m/z

3-[[3-[(2-TpeT-OyTUn-4-xnop-5-
MeTundeHokcn)meTun]-1H-nipasono[3,4-
d]nipuMmigun-6-in]-meTunamidolnponax-1,2-gion

7" 3-meTunamiHo-nponad-1,2-aion 434.2
> /"\\(N\)VOH [MeH]-
N
cl Q =
\N/NH
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Mp. CuctemaTu4Ha HasBa AMiHOpeareHT MS, m/z

1-[3-[(2-TpeT-OyTnn-4-xnop-5-
MeTundeHokcn)meTun]-1H-nipasono[3,4-
d]nipumiaunn-6-injaseTnaunn-3-on
OH
3-(rinpokcun)aseTuanHy 402.3

Nd rigpoxnopua [M+H]*
/“\\g
cl © =
\N/N H

D29

2-[[3-[(2-TpeT-OyTUn-4-xnop-5-
MeTundeHokcn)meTun]-1H-nipasono[3,4-
d]nipumiann-6-injamiHoleTaHon

N OH : 390.4
D30 N 2-amiHO-eTaHon :
/N\\g [M+H]*
. °\,§§(
\N/NH

Mpuknag D31:
2-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-d]nipumignH-6-

inJokculetaHon
OH
o—/_
N—\<N

\}<
o —
\N/NH

Cymiw  3-(2-TpeT-0yTun-4-xnop-5-metun-PeHoKCUMeTUN)-6-MmeTaHcynbQoHin-1H-nipasono[3,4-
d]nipumiaguny (150 mr, npuknag D26, Ctagia 3), etan-1,2-giony (1 mn) i EtsN (0.103 mn) Harpisanu go
100°C npotdarom 6 r. PeakuiitHy cymiw oxonogunu ao 25°C, posbasunu EtOAc i npoMmunu BOAoIO i
CONMbOBUM pPO34MHOM. OpraHidHmin wap sucywmnnu Hag Na2S04, BiadineTpyBanu i esanopysanu npu
3HWXKEHOMY TUCKY. 3anuLUOK OYMCTUIM npenapaTtuBHoio BEPX3 ogep)kaHHAM CNOMYKW, 3a3HAYEHOT B
3aronoeky (29 mr, 20%) y Burnaai cipo-6inoro ocagy.MS (ESI): m/z = 391.2 [M+H]*.

Mpuknag D32:

5-TpeT-0yTun-4-[[6-(3-rigpokciasetTnaun-1-in)-1H-nipasono[3,4-d]nipumignu-3-injmeTokcu]-2-
METUNOEH3OHITPUN

Cl

N~

Cragia 1: 5-TpeT-0yTun-4-[1-(4-metokcu-6eHsnn)-6-metuncynedadin-1H-nipasono([3,4-
d]nipumiguH-3-inmeTokcu]-2-meTun-6eH3oHITpun
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\s \0

n={
N
&( p
N
(o) \N’
NZ

Cnonyky, 3asHayeHy B 3arofoBKy, odepxanu 3a adanorielo 3 npuknagom D26, Ctagia 1 3 3-
6pomomMeTun-1-(4-metokeu-6en3un)-6-metuncynedadin-1H-nipasono[3,4-djnipumianHy (400  wr,
npomMikHa cnonyka D26-B) i 5-TpeT-6yTun-4-rigpokcu-2-metun-6eH3oHitpuny (259.31 wmr, MpomikHa
cnonyka A16) i ogeprkanu y Burnagi cipo-6inoro ocagy (450 wr, 87%). MS (ESI): m/z = 488.5 [M+H]*.

Cragia 2: 5-TpeT-0yTun-2-metun-4-(6-metTuncynsdadin-1H-nipasono[3,4-dlnipumignH-3-
iNMEeTOoKCH)-0EeH30HITPUN

AN
s
e
N/

[0} \N/

NH

NZ

Cnonyky, 3a3HayeHy B 3aronoBky, oaepxanu 3a aHanorieto 3 npuknagom D26, Ctagia 2 3 5-TpeT-
OyTun-4-[1-(4-metokcu-6eHsunmn)-6-metTuncynodanin-1H-nipasono[3,4-d]nipumignH-3-inmeTokcu]-2-
MeTun-6eH3oHiTpuny (450 Mr) i oaepxanu y Burnagi cipo-6inoro ocaay (225 wr, 66%). MS (ESI): m/z
=368.2 [M+H]"*.

Crapia 3: 5-TpeT-0yTun-4-(6-metaHcynbdoHin-1H-nipasono[3,4-d]nipumignH-3-inmetokcn)-2-
MeTUn-6eH30HITpUN

N\ /9
S=q
=
N
Y/
(o] \N/NH
NZ

Cnonyky, 3a3Ha4yeHy B 3arosfioBKy, ogep»kanu 3a aHanorieto 3 npuknagom D26, Ctaaia 3, 3 5-TpeT-
OyTUn-2-meTun-4-(6-metuncynedadin-1H-nipasono[3,4-djnipumiganH-3-inmeTokcn)-6eH3oniTpuny (700
Mr) i ogeprkanu y Burnaai cipo-6inoro ocagy (580 mr, 76%). MS (ESI): m/z = 400.2 [M+H]*.

Cragia 4: 5-TpeT-0yTun-4-[[6-(3-rigpokciasetTnaun-1-in)-1H-nipasono[3,4-d]nipumignH-3-
iNJMETOKCU]-2-METUNOEHIOHITPUN
OH

it
N
Zan g
N
N=— Q —
N\
—NH

Cnonyky, 3a3Ha4yeHy B 3arosfioBKy, ogep»kanu 3a aHanorieto 3 npuknagom D26, Ctaaia 4, 3 5-TpeT-
OyTun-4-(6-metaHcynboHin-1H-nipasono[3,4-d]nipumiguH-3-inmeToken)-2-meTun-6eHsoHitpuny (100
Mr) i 3-(rigpokcm)aseTuanHy rigpoxnopuay (82.0 mr) i ogepxanu y Burnsi cipo-6inoro ocaay (35 wr,
36%). MS (ESI): m/z = 393.3 [M+H]*.

HactynHi npuknagm Oynu cuHTe3oBaHi 3a aHanorielo 3 npuknagom D32 3 5-Tpet-6ytun-4-(6-
mMeTaHcynbdoHin-1H-nipasono[3,4-d]nipumignH-3-inmetokcn)-2-meTun-6ensonitpuny (Mpuknag D32,
Ctaaia 3) B aHanoriyHMx peakuiiHuxX ymMoBax, Ak onucaHo B npuknagi D26, Ctaaiqa 4, 3 signosigHum
aMmiHopeareHToM:
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Mp. CuctemaTtu4Ha Ha3Ba AMiHOpeareHT MS, m/z

5-TpeT-6yTUn-4-[[6-[2-
rigpokcieTun(metun)amido]-1H-nipasono[3,4-
d]nipumiguH-3-in]jmeTokcu]-2-MeTunbeH3oHITpun

D33 . \N\/\OH 2-meTunamiHo-etaHon :f/|25|_.|2+
N= 0 =
\N/NH

5-TpeT-0yTun-4-[[6-(2-rigpokcieTunamino)-1H-
nipasono[3,4-d]nipumiaunH-3-injmeTtokcu]-2-
METUNOEH3OHITPUN

N OH 381.2
D35 N/ 2-amiHO-eTaHon :
P [M+H]*
N= °\,§§( N
\N/NH

5-Tpet-GyTun-4-[[6-[2,3-
aurigpokcunponin(metunamiHo]-1H-
nipasono[3,4-d]nipumiaunH-3-injmeTtokcu]-2-
METUNOEH3OHITPUN
HO
395.4
e
i X
N
N= O\}(
\N/NH

D36 [M+H]*

OH 3-meTunamido-nponat-1,2-aion

Mpuknag D34
3-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-d]nipumignH-6-
inJokcu]nponax-1,2-gion

OH
Hi?)
o]
N/
N
N/
[o) > /NH

Cl

Crapia 1: 3-(2-TpeT-OyTun-4-xnop-5-metun-peHokcumeTun)-6-(2,2-gumetun-[1,3]aiokconan-4-
inmeTokcu)-1H-nipasono[3,4-dnipumMignH
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Cl

Cymiw  3-(2-TpeT-0yTun-4-xnop-5-metun-PeHoKCUMeTUN)-6-MmeTaHcynbQoHin-1H-nipasono[3,4-
d]nipumiguny (150 mr, npuknag D26, Ctaaia 3), (2,2-gumetun-[1,3]aiokconaH-4-in)-metanony (1 mn) i
EtsN (0.103 mm) Harpinu go 100°C npoTarom 3 r. PeakuinHy cymiwl oxonoaunu ao 25°C i BCi neTioui
KOMMOHEHTU €BanopyBanu npu 3HMWKEHOMY Tucky. 3anuwiok posbasunu EtOAcC i opraHiuHy dasy
NPOMUNK BOAOIO i CONbOBUM PO34YMHOM. OpraHivyHuin wap sucywmnu Hag Na=SO4 i eBanopysanu npu
3HWKEHOMY TUCKY 3 OJEpPXKaHHAM CNOJYKW, 3a3HA4yeHol B 3arofioBKy, AKy BMKOPUCTOBYBanM Ha
HaCTYMHIN peakuinHin ctagii 6e3 gogartkoBoro ounwleHHs.MS (ESI): m/z = 461.1 [M+H]*.

Crapia 2: 3-[3-(2-TpeT-OyTun-4-xnop-5-metun-dpeHokcumetun)-1H-nipazono[3,4-d]nipumiauH-6-
inokcu]-nponax-1,2-gion

Cl

Po3uuH 3-(2-TpeT-0yTuUn-4-xnop-5-meTun-eHokcumeTun)-6-(2,2-gumetTun-[1,3]aiokconan-4-
inmeTokcun)-1H-nipasono[3,4-dlnipumMignHy (135 mr B 2 H BogHoi HCI (15 mn) nepemiwysanu npu 25°C
npotarom 16 r. PeakuinHy cymiw posbaeunm 3a gonomoroo OXM i opraHivyHui wap po3ainunu,
NPOMWUAN HacMYyeHUM BOAHWM Po3dmHOM NaHCOs i conboBUM pPO3uMHOM, BUCYLMAM Hag Na2SOs i
eBanopyeanu nNpu 3HWXKEHOMY TUCKY. 3anuioK oductunu 3a gonomoroiww BEPX 3 oaepxaHHAM
CMOMNyKKn, 3a3HayeHoi B 3aronoBky (36 mr, 29%), y surnagi cipo-6inoro ocagy.MS (ESI): m/z = 421.2
[M+H]*.

Mpuknag D37:

5-TpeT-0yTun-4-[[6-(2,3-gurigpokcunponokcu)-1H-nipazono[3,4-dlnipumMiguH-3-injmetokcul-2-
METUNOEH3OHITPUN

HO

OH
(o}

N
% \\(
N= o N
T
S
\—~NH

Cnonyky, 3asHa4yeHy B 3arofioBKy, odepxanu 3a aHanorieto 3 npuknagom D34, Ctaaii 11 2, 3 5-
TpeT-0yTun-4-(6-metaHcynbdoHin-1H-nipasono[3,4-d]nipumignH-3-inMeTokeun)-2-MeTun-6eH3oHITpuny
(150 wmr, npuknag D32, Ctagia 3) i ogepxkanu y Burnagi cipo-6inoro ocaay (26 wr, 18%). MS (ESI):
m/z = 412.2 [M+H]*.

Mpuknag D38:

5-TpeT-0yTun-4-[[6-(2-rigpokcieTokcun)-1H-nipasono[3,4-d]nipumignH-3-injmetokcu]-2-
METUNOEH3OHITPUN

O\/\OH
N
7 \\(
N
N= 9 ==
N\
N—NH
Cnonyky, 3asHa4yeHy B 3aronioBKy, oAep>kanu 3a aHanorieto 3 npuknagom D31 3 5-tpet-6ytun-4-

(6-meTaHcynbdoHin-1H-nipasono[3,4-d]nipumignn-3-inmeTokcmn)-2-meTun-6eHsoHitpuny (105 wr,
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npuknag D32, Ctagia 3) i ogepxanu y Burnagi cipo-6inoro ocaagy (16 mr, 16%). MS (ESI): m/z =
382.2 [M+H]*.
Mpuknag D44
4-[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-c]nipuanH-3-inmeTokcn)heHin]-4-propbensoin]-1-
MeTunninepasnH-2-oH

o]
1) \N,NH
S

Cragia 1: 4-[3-[5-xnop-4-meTun-2-[(1-Tputunnipasono[3,4-clnipuaunH-3-immetokcu]deHin]-4-
dhTopbeH30in]-1-MmeTunninepasuH-2-oH

0
o N
Y\N O / N
N
- Foy= Ph
N
o " ~en
Ph
ol

B 20 mn kpyrnogoHHin konbi, 4-(5'-xnop-6-dprop-2'-rigpokcn-4'-metun-[1,1'-6icbenin]-3-kapOoHir)-
1-meTunninepasnH-2-oH (NpomikHa cnonyka B65, 50 mr), 3-(xnopmetun)-1-tputun-1H-nipasono[3,4-
clnipuamH (npomikHa cnonyka D44-B, 54.4 wr) i kap6oHat kanito (40.3 mr) o6’eaHanu 3 aueToHoMm (6
MIT) 3 oaepKaHHAM Binoi cycneHrsii. Cymiw noTim Harpisanu npu 50°C i nepemiwyBanu NpoTarom 4 r,
oAHaK B3aemoaii He crnocTepiranocsa. TakMm YMHOM, aueTOH BUAANUNun nig Bakyymom i aueTtoHitpun (6
M) i kapboHat uesito (95 mr) aoganu. Cymiw 3HOBY Harpisanu npu 80°C npoTaArom 4 roauH.
PO34YnHHMK BUAANUNK Nig BakyymMOM i B CBITNO-KOPUYHEBMI 3aNULUOK AodanM HacMYEeHWn BOAHWUNA
posunH NH4Cl. Cymiw ekcTparyBanu 3 pasu eTunayeratom i o6’eéHaHi OpraHiyHi wapy BUCYLUNM
Hag Na2S04 i CKOHUEHTpyBanu niag BakyymoOM 3 OAEP>KaHHAM CBITNO-KOPUYHEBOT MNiHWM. HeounweHy
pevYoBUHY OYMCTUNKM 3a gonomorot dnew-xpomarorpadii (cunikarens, 20 r, rpaaieHT Big 0% Ao
100% eTunaueTtat B rentadi, 3 noganswum Big 0% Ao 10% MeOH B OXM) 3 ogepXaHHAM CNOSYKM,
3a3HA4YeHoT B 3aronoBky, y Burnsgi 6e3dapeHoi niHu (53 mr). MS (m/z): 750.26 [M+H]*.

Cragia 2: 4-[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-clnipuanH-3-inmeTokcu)peHin]-4-
dhTopbeH30in]-1-MmeTunninepasuH-2-oH

(o]
(o] N

N
D [N
QL O

O, \/NH

B 10 mn «kpyrnogoHHin konbi, 4-(5-xnop-6-dprop-4'-metun-2'-((1-tputun-1H-nipaszono[3,4-
c]nipuauH-3-inymetokcmn)-[1,1'-6idbeHin]-3-kapOoHin)-1-meTunninepasun-2-oH (50 Mr) posdMHWUIM B
CHzCl2 (2.9 mn) 3 ogepxaHHam Oe3bapBHOro po3yuHy. TPO (444 mkn) godanu npu KiMHATHIN
TemnepaTtypi i peakuinHy cymiw nepemiwysanu npotarom 30 xB. TLUX aHani3 nigTBepann BUTpadYeHHA
BMUXiQHOrO marepiany i yTBOPEHHS €4UHOTO NPOAYKTY. PeakuiiHy cymill noTiM noracunu obepexxHum
A0J4aBaHHAM HacudeHoro posunHy Na2COs. Cymiw ekcTparysanu 3a gonomoroto OXM (2 x 25 mn) i
o06’egHaHi OpraHivuHi €KCTPakTM NPOMWUMNKN COMbOBUM PO3YMHOM, Bucylmnm Hag NazS0s, i
eBanopyBanu 3 oaepXKaHHAM CMOMNyKW, 3a3Ha4YeHOT B 3aronoBkKy, y BUrnsaai 6e36apeHoi nin (27.0 mr).
MS (m/z): 508.15 [M+H]*.

HactynHi npuknagn 6ynu CMHTE30BaHI 3 BiANOBIAHWUX CTPYKTYPHUX €NEMEHTIB/MPOMIKHUX CNONYK
3a aHanorieto 3 npuknagom D44, Cragii 1-2:
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CTPYKTYPHUI eNeMeHT/NPOMIXKHI

CMOJIYKK MS, m/z

Mp. CuctemaTu4Ha HasBa

3-[5-xnop-4-metun-2-(1H-nipasono[3,4-
clnipuauH-3-inMeToken)perin]-4-dprop-N-(2-
MeTokcieTun)-N-meTunbeHsamig

MpomixkHa cnonyka D44-B

(o]
(o) N
D46 g ‘ s i [fffg}
F = MpomixxHa cnonyka B64
o ~ ,NH
S
Cl

3-[[4-xnop-2-(2-meToKCUNipUANH-3-in)-5-
MeTundeHokculMmetun]-1H-nipasono[3,4-
clnipuanH

N i -
N 7N MpombkHa cronyka D44-B 381 2
D47 \O ™ - | [M+H]+
o, Jo NH MpomixHa cnonyka B53
N
Cl

4-tpeT-0yTun-2-metun-5-(1H-nipasono[3,4-
c]nipuauH-3-inMeToKkcn)BeH3oHITPUN

N
049 9 MpomixkHa cnionyKa D44-B 321 2
N [M+H]*
|l
N

MpomixkHa cnonyka A17

HactynHi poaatkoBi npuknagun Ttuny D OynM  CMHTE30BaHi 3 BIAMNOBIAHUX CTPYKTYPHUX
enemMeHTIB/NPOMIDKHUX CNOSyK 3a aHanorielo 3 npuknagom D44, Cragii 1-2:

Mp. CucremaTtuyHa HasBa CTPYKTYPHUI ENEMEHT/NPOMDKHI MS, m/z
CMONyKu
4-TpeT-0yTun-2-xnop-5-(1H-nipasono[3,4-
c]nipuaunH-3-inMeTokcn)GeH3oHITpUN
N
Y/ MpombkHa cnonyka D44-B 3412
D50 o < NH [ M+H]*
N MpomikHa cnonyka A34
Cl
I}
N
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CTPYKTYPHUI €NeMeHT/NPOMIKHI

CMOJIYKK MS, m/z

Mp. CuctemaTu4Ha HasBa

2-xnop-5-(5-unknonponinokcu-2-crTopdeHin)-4-
(1H-nipasono[3,4-c]nipuaunH-3-
iNnMeToKcn)beH30oHITpUN

o =N MpomixkHa cnonyka D44-B
D51 v O oY / i [;‘-/|3+5|‘.|?+
O o \N/NH MpomixHa crnonyka B9S
NF
Cl

2-xnop-5-[2-pTop-5-(TpucpTopmeTokcu) heHin]-
4-(1H-nipasono[4,3-c]nipnaunH-3-
iNnMeToKcn)beH30oHITpUN

F (o} . )
D54 F)(F O N\/ ) MpomikHa cnionyKa D54-B 4631
; M MpomixHa cnonyka B97 [M-+H]
o
7z
N

HacrtynHi poaatkoBi npuknagu Ttuny D ©6ynm  CuHTE30BaHi 3 BiAMOBIAHUX CTPYKTYPHUX
eneMeHTIB/NPOMIDKHUX CNoslyk3a aHanorieto 3 npuknagom D17:

4-TpeT-0yTun-2-xnop-5-(1H-nipasono[3,4-

blnipnaunn-3-inmeTokcn)BeH3oHiTpun
TpeT-6yTun 3-(6poMomMeTUN)-

) nipa3ono[3,4-bjnipuaunH-1-
D52 N H kapbokcunat 341.2
o = (CAS: 174180-76-8) [M+H]*
i
e MpomixkHa cnionyka A34
I
N

2-xnop-5-(5-unknonponinokcu-2-crTopdeHin)-4-

(1H-nipasono[3,4-blnipnaunn-3-
iNMETOKCH)BEH3OHITPUIT TpeT-0yTun 3-(GpoMomeTHN)-
nipasono[3,4-b]nipugnH-1-

o —
N
D53 \vd O ) Ka.p60KcmnaT 435.1+
F NH (CAS: 174180-76-8) [M+H]
(o] \N/ |
O MpomixkHa cnonyka B95
Pz
N

2-xnop-5-[2-pTop-5-(TpucpTopmeTokcu) heHin]-
4-(1H-nipasono[3,4-b]nipnanH-3-
iNnMeToKcn)beH30oHITpUN TpeT-0yTun 3-(6pomomeTun)-
nipasono[3,4-b]nipugnH-1-

F O
D55 F>(F O Q. kap6okcunart 463.1
PO, (CAS: 174180-76-8) [M+H]*
o =/ i
O ¥ MNpomixkHa cnonyka B97
7 cl

198




10

15

20

25

30

35

UA 123362 C2

Mpuknagu E: Mpuknaau, Wwo BigHOCATLCA 40 TeTpariapo-nipasononipuanHOBUX OCHOBHUX pyn

Mpuknag E1:

TpeT-0yTun 3-((2-TpeT-6yTun-4-xnop-5-metTundeHokcu)MeTun)-6,7-aurigpo-1H-nipasono[4,3-
c]nipuaunH-5(4H)-kapbokcunart

Ci

Crapia 1: 5-tpet-6ytun 3-etun 6,7-gurigpo-1H-nipasono[4,3-clnipnann-3,5(4H)-ankapbokcunart
N
| N
o N Y,
(o] (o]
)

Ou-tpet-6yTun-aukapbonar (1.04 r) pomanu Ao cycneHsii  etun4,5,6,7-teTparigpo-1H-
nipasono[4,3-clnipuaunH-3-kapbokcunaty (930 mr, CAS: 926926-62-7) B gieTunosomy edipi (45 mn)
npu 0°C. lNicna goaaBaHHSA peareHTiB, peakuiiHy Cymiw nepeMiwysanu nNpu KiMHaTHIn TeMmneparypi
npotarom Hodi. Boagy aoganm i cymiw ekctparyBanu EtOAc. O8’eaHaHi opradiyHi wapyu npomMunu
BOAOKI CONMbOBMM PO34YMHOM, Bucywmnu Hag Na2S04 i eBanopyBanu. 3anuiok ouyucTunu 3a
AONOMOIo0  KONOHOYHOT Xxpomatorpadii (50 r cunikarenb; rentaH/EtOAc 70/30 — 45/55) 3
OOEPXKaHHAM CNOJYKKN, 3a3HA4Y€HOT B 3aronosky, y Burnaai 6inoi ninn (1.079 r, 77%). MS (ESI): m/z =
294.2 [M-HJ-.

Ctapiqa 2. TpeT-6yTun 3-(rinpokcumeTun)-1,4,6,7-tetparigponipasono[4,3-clnipnanH-5-
kapbokcunat

o LI
K

HO

PosunH 5-tpet-Oytun 3-etun 6,7-gurigpo-1H-nipasono[4,3-c]nipuaunH-3,5(4H)-aukapbokcnnaty
(60.0 mr) B TT'® (0.5 mn) goganu no kpannsax npu 0°C o 6inoi cycneHsii xnopuay kanbuito (90.1 Mmr) i
Goporigpuay Hartpito (61.4 mr) B cymiwi EtOH (1 mn) i TT® (0.5 mn). Oaepxkany Biny cycneHsito
nepemiwysanu npu 0°C npotdarom Hodi. Motim 0.1 H HCI gogann obepexHo i cymiwl ekcTparysanu
EtOAc. O6G’egHaHi oOpraHiyHi wapyu NPOMUNU COMbOBUM PO3YMHOM, BuUcywmnnu Hag NazSOs i
epanopysanu. 3anuLoK OYMCTUNKM 3a AOMOMOroK KOSIOHOYHOT xpomatorpadii (5 r cunikarens;
OXM/MeOH 98/2 — 95/5) 3 ogepkaHHAM CNOMyKW, 3asHA4YEeHOT B 3aronoBky, y Burnaai 6inoro ocagy
(47 wmr, 92%). MS (ESI): m/z = 254.2 [M+H]*.

Crapia 3: Tpet-6yTun 3-(xnopmetun)-1,4,6,7-TeTparigponipasonol4,3-c]nipuaun-5-kapbokcunar

H
N\
O\ﬂ/N I / N
o1 T
Cl
TpeT-0ytun  3-(rigpokcumeTtnn)-1,4,6,7-teTparigponipasonol4,3-clnipugun-5-kapbokcunar  (94.0
Mr) cycnengysanu B cymiwi OXM (1 mn), aueTtoHitpuny (1 mn) i TTe (1 mn). TpudeHindocdin (102
Mr) i TeTpaxnopug Byrneuo (285 mr, 179 mkn) goganu o 6inoi cycneHsii i cymill nepemiwyBanu npu
KiMHaTHIn Temnepartypi. [icna uboro peakuinHa cyMmill nepeTsopunacsa B 6e36apBHUA PO3UMH, SKUIA
nepemiwysanu npu KiMHaTHIR TemnepaTypi npotaroMm 2 AHiB. [JoJaTKOBY KiNbKIiCTb TeTpaxnopuay
Byrneuto (285 mr, 179 Mkn) goganu i po3dnH nepemiwlyBanyd nNpoTtaroMm we 1 AHA npu KiMHaTHIRA
Temnepatypi. [MoTiM CyMill CKOHUEHTPYBanu Hacyxo i 3anuLIoK O4YUCTUNN 3a JONOMOTOK KOFMIOHOYHOT
xpomatorpadii (20 r cunikarens; AXM/MeOH 98/2 — 90/10) 3 ogepxaHHSAM CMOMNyKU, 3a3HaYEHOT B
3aronoBky, y Burnsai 6inoro ocagy (37 mr, 35%). MS (ESI): m/z = 272.2 [M+H]*.
Crapia 4: 7Tpetr-Oytun  3-((2-TpeT-OyTun-4-xnop-5-metundeHokcu)meTnn)-6,7-gurigpo-1H-
nipasono[4,3-clnipuaunH-5(4H)-kapbokcunat
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Cl

Cymiw TpeT-6ytun 3-(xnopmetun)-1,4,6,7-tetparigponipasono[4,3-clnipnanH-5-kapbokcnnary
(45.1 wmr), 2-TpeT-6yTun-4-xnop-5-metun-perony (82.5 mr, CAS: 30894-16-7) i kapboHaTy kanito
(57.4 mr) B aueToHITPUANI (2 M) HarpiBanu 40 KUNiHHA NpoTarom 5 r. PeakuiiiHy cymill oxonoaunu ao
KT i noTim ckoHUeHTpyBanu. 3anuwok posginunu mick EtOAc i Bogow. BogHuii wap ekctparysanu
EtOAc i oG’egHaHi  oOpraHiyHi Wwapu NPOMWUNKN COMbOBUM PO3YMHOM, BucyMnu Hag Na>SOs i
epanopysanu. 3anuueHe Macno OYUCTUAN LWIIAXOM KOMOHOYHOT xpomatorpadii (10 r cunikarens;
rentan/EtOAc 70/30 — 10/90) 3 oaepkaHHsIM CMONyKKU, 3a3HAYEHOi B 3aronosKy, y BuUrnsai 6inoro
ocagy (19 mr, 26%). MS (ESI): m/z = 434.3 [M+H]*.

Mpuknag E2:

1-(3-((2-TpeT-0yTun-4-xnop-5-metTundeHokcn)meTun)-6,7-aurigpo-1H-nipasono[4,3-clnipnaut-
5(4H)-im)eTaHoH

NH
O \N/
Cl
Cragia 1. 5-tpet-Bytun  3-etun  1-tputun-6,7-gurigpo-4H-nipasono[4,3-clnipnanH-3,5-
avkapbokcunatr i 5-tpeT-bytun  3-etun  2-Tputun-6,7-gurigpo-4H-nipasono[4,3-clnipugunH-3,5-
aunkapbokcunat

L
B0 i
\/0 \N’N o\g/N S0

s T 3 )

PosunH 5-tpet-Oytun 3-etun 6,7-gurigpo-1H-nipasono[4,3-c]nipuaunH-3,5(4H)-aukapbokcnnaty
(1.17 r, npuknag E1, Cragia 1) 8 AM® (7 mn) goganu no kpannax 4o cycneHsii rigpuay Hatpito (216
Mr, 55% B MiHepansHoMy macni) B AM® (7 mn) npu 0°C. PeakuinHy cymiw nepemiwysanu npu 0°C
npotarom 15 xB i NOTIM Npu KiMHaTHIK Temnepatypi npotarom 30 xB. PO34UMH 3HOBY OX0onoaunu Ao
0°C i po3uuH [xnop(andeHimmeTtun]densony (1.16 r) 8 AM® (7 mn) aoganu. OaepxaHy CyCneH3ito
nepemiwlyBanu npu KiMHaTHIA Temnepartypi nporarom 2 AHiB. Bogy pgoganu obepexxHo i cymiw
ekctparyBanu EtOAc. OG’e¢aHaHi ekcTpaktu npomMunu Boaokw (3 pasu) i CONbOBUM PO3UUHOM,
Bucywunu Hag Na2S0: i eBanopyeanu. 3anuiok OYACTUAM 3@ [OMNOMOTOK  KOFTOHOYHOT
xpomaTtorpaddii (120 r cunikarens; rentad/EtOAc 95/5 — 25/75) 3 oaep>kaHHAM 5-TpeT-0yTun 3-etun
1-TputnN-6,7-gurigpo-4H-nipasono[4,3-clnipnanH-3,5-aukapbokeunary (cipo-6inuin  ocaa, 790 wr,
37%, MS (ESI): m/z = 560.4 [M+Na]*) a Takox 5-tpet-6ytun 3-etun 2-tputun-6,7-gurigpo-4H-
nipasono[4,3-clnipuaunn-3,5-gukapbokcunaty (binuin ocag, 450 wmr, 21%). MS (ESI): m/z = 560.4
[M+Na]*).

Crapia 2: Tpet-Oytun 3-(rigpokcumeTun)-1-Tputun-6,7-gurigpo-4H-nipasono[4,3-clnipuguH-5-
kapbokcunat
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o posunHy 5-Tper-Oytun  3-etun  1-Tputun-6,7-gurigpo-4H-nipasono[4,3-clnipugnH-3,5-
aunkap6okecunaty (200 mr) B TT® (3 mn) goganu no kpannsx giisodytunaniominito rigpug (818 mkn, 1M
B Tonyoni) npu 0°C. Tllicna poaaBaHHs, 6e36apBHMI pPO3YMH NEepemillyBanuM npu  KiMHaTHIN
TemnepaTtypi npotarom Hodi. 0.5 mn MeOH pgoganu 3 iHTEHCUBHMM NepeMillyBaHHAM i oaepkaHui
po3ynH Bnunnm B cymin 20 mn 10 mac. % po3dunHy cerHetoBoi coni i 20 mn EtOAc. Lo cymiw
nepemiwysanu npu KiMHaTHIN Temneparypi npotarom 1 r i wapu noTiMm posainunu. BogHui wap
ekcTparyBanu EtOAc i o6’egHaHi opraHivHi wWwapu npoMuMnu CONMbOBMM PO3YMHOM, BUCYLUMIIM Hag
Na2S0s i eBamopyBanu. 3anuwIOK OYMCTMIIM 3a AOMNOMOrOK KOMOHOYHOT xpomatorpadii (20 r
cunikarens; rentadH/EtOAc 80/20 — 50/50) 3 ogepkaHHSAM CMONYKW, 3a3HaA4YeHOT B 3arosfioBKy, Y
BurnsAgi 6inoro ocagy (156 mr, 85%). MS (ESI): m/z = 518.4 [M+Na]+).

Crapia 3: Tper-Oytun 3-[(2-TpeT-OyTun-4-xnop-5-meTun-peHokcn)MeTun]-1-Tputun-6,7-gurigpo-
4H-nipasono[4,3-c]nipugnH-5-kapbokcunar

><o
e

Jo posuunny TpeT-6ytun 3-(rigpokcumeTun)-1-tputnn-6,7-aurigpo-4H-nipasono[4,3-clnipnant-5-
kap6okcunaty (100 mr) B 2-meTtuntetpariapodypadi (1 mn) goganu tTpuetunamid (22.5 mr, 30.9 mkn)
npu 0°C. o uiel cymiwi goganu no kpannsax metaHcynbgoHinxnopua (24.3 mr, 16.5 Mkn) i ogepxaHny
cymiw nepemiwyeanu npu 0°C npotarom 1 r. MNMpeuunityBaeca Ginun ocaa, sikun BigdinbTpyBanm i
npoMunu 2-metunretparigpodypaHom. PinbTpar CKOHUEHTpyBanu i 3anuwieHe 6Ge3bapBHe macno
posumHunu B DMA (0.5 mn) i ogepxxaHuii po3vmMH goganu no Kpanmnsix Ao cycneHsii 2-tpet-6ytun-4-
xrop-5-meTtun-perony (40.1 mr, CAS: 30894-16-7), kanito noanay (56.9 wr) i propuay uesito (153 mr)
B DMA (1 mn). PeakuiiHy cymil nepemiwlysanu npu KiMHaTHIA Temneparypi npotaroMm Hodi. Boay
aojanun i cymiw ekctparyBanu EtOAc. OG’egHadi opraHivHi wapu npomunu Boaoto (3 pasu) i
CONMbOBUM PO3YMHOM, BuCywmnu Hag Na:SO4 i eBanopyeanu. 3anuLioK OYMCTMAKU 3a JOMOMOIOL0
KONOHO4YHOT xpomaTtorpaddii (20 r cunikarenb; rentaH/EtOAc 98/2 — 50/50) 3 ogepkaHHAM CMONYyKM,
3a3HadveHol B 3aronoBKy, y BUrnaai cipo-6inoro ocagy (49 wr, 36%). MS (ESI): m/z = 674.5 [M-HJ.

Cragia 4: 3-[(2-TpeT-6yTUn-4-xnop-5-metun-deHokcu)metun]-4,5,6,7-tetparigpo-1H-
nipasono[4,3-clnipnanH

Cl

TpudtopoutoBy kucnoTy (0.2 mn) goganmum B po3vmH TpeT-Oytun 3-[(2-TpeT-OyTun-4-xnop-5-
MeTun-peHokcn)meTun]-1-Tputun-6,7-gurigpo-4H-nipasono[4,3-clnipuaun-5-kapbokcunarty (47.0 wmr)
B OXM (1 mn) npu kimHaTHIn TemnepaTypi. Yepes 30 xB obepexkHO aogann HacUYEeHUn pOo3ynH
Na2COs i cymiw  ekctparysanu 3a gonomoroo OXM. O8’egHaHi eKCTpakTh NpOMMUIIU HEBENMKOIO
KINIBKICTIO CONMbOBOTO pO3yuHy, Bucywmnnu Hag Na2804 i eBanopysanu. 3anuwiok ovnctunm 3a
AONOMOroI0 KONOHOYHOT xpomaTtorpacdpii (5 r cunikarens; OXM/MeOH 95/5 — 85/15) 3 ogepXaHHaM
CMOMNyKKW, 3a3HaJyeHoi B 3aronoBky, y Burnagi 6inoro ocaagy (18 mr, 78%). MS (ESI): m/z = 334.2
[M+H]*.
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Crapia 5:  1-(3-((2-TpeT-6yTun-4-xnop-5-metTundeHokcu)mMeTnn)-6,7-aurigpo-1H-nipasono[4,3-
clnipuauH-5(4H)-in)etaHoH

Cl

Cymiw  3-[(2-TpeT-OyTun-4-xnop-5-metun-gpeHokcun)metun]-4,5,6,7-tetparigpo-1H-nipasono[4,3-
clnipugnny (15.0 Mmr), Tpuetunaminy (9.09 mr, 12.5 mkn) i ayetunxnopuay (3.52 mr, 3.19 mkn) B TId
(0.5 Mn) nepemiwysanu Npu KiMHaTHIA TeMnepaTypi NpoTarom Hodi. MoTiM goganu BoAy i Cymill
ekcTparyBanu EtOAc i noTtiv 3a gonomoroo [OXM. O6’e¢aHaHi €KCTpakTU NPOMUIMM COMNMbOBUM
posdnHOM, Bucywunu Hag Na2SOs i eBanopyeanu. 3anuuok OYACTUAM 3@ AONOMOIOI0 KONOHOYHOI
xpomatorpadii (5 r cunikarens; AXM/MeOH 19/1) 3 oaep>aHHAM CMOMYKW, 3a3HaYEHOT B 3aronoBKy,
y Burnagi 6inoro ocagy (13 mr, 77%). MS (ESI): m/z = 376.2 [M+H]*.

Mpuknag E3:

1-(3-((2-TpeT-0yTun-4-xnop-5-metTundeHokcn)meTun)-6,7-aurigpo-1H-nipasono[4,3-clnipnaut-
5(4H)-in)-2-meTOKCiETAHOH

Cl

Cnonyky, 3a3HayeHy B 3aroroBky, ogepxanu 3a aHanorieio 3 npuknagom E2, Crapia 5, 3 3-[(2-
TpeT-0yTun-4-xnop-5-meTun-peHokcn)mMeTun]-4,5,6,7-tretparigpo-1H-nipasono[4,3-clnipnaniy  (15.0
Mr) i 2-meTokciaueTunxnopuay (5.11 mr, 4.27 mkn) i ogepxanu y surnagi 6inoro ocagy (13 mr, 71%).
MS (ESI): m/z = 406.3 [M+H]*.

I'IpMKnan E4:

({(2-TpeT- 6mi'| -4-xnop-5-metundeHokcn)metTun)-4,5,6,7-tetparigpo-1H-nipasono[3,4-clnipuauH

1;558

Crapia 1: TpeT-byTun 4-(1-gia3o-2-eTOKCU-2-0KCO-ETUM)-4-riApoKcu-ninepuanH-1-kapdokcunat

HO o
"N+ N—(
o{f
o

@]

)

Po3unH guiisonponinamigy nitilo ogep)kanu WNSxXoM nokpanensHoro gogasaHHsa nBuli (19.1 mn,
1.6 M B rekcaHi) B po3uuH giisonponinaminy (3.12 r, 4.4 mn) B 6e3pogHomy TId (77 mn) npu -78°C.
Llen po3unH giisonponinamigy nitito noTiM goganu no Kpannax npotsarom 1 roguHu B po3yuH TpeT-
O6ytun 4-okconinepuaunH-1-kapbokcunaty (3.854 r) i etungiasoauertary (2.31 r, 2.1 mn) B 6€3B0AHOMY
Tre (115 mn) npu -78 °C. Cymiw nepemiwysanu npotarom 2 roguH npu -78 °C. MoTim AcOH (6.81 r,
5.54 mn) goganu npu -78 °C i cymiw NOTIM AepKanu npu KiMHaTHIA TemnepaTtypi NPOTArOM HOMi.
PO3YMHHUK BUAANUIW NPU 3HKEHOMY TUCKY A0 npubnusHo 1/10 o6’emy i gieTunosun edip (400 mn)
poganu. Cymill  NpoOMUIM HacudeHum po3umHoM NaHCOs i notim Bucywmnum Hag NaxSOs,
BiachinbTpyBanu i eBanopyBanu. 3anuvlieHe OpaHXeBO-KOpuyHeBe B’A3ke mMacno (6.46 1)
BUKOpPUCTOBYBanNu 6e3 404aTKOBOro aHanidy Ha HaCTYMHIN peakuiiHin cragii.
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Crapia 2: TpeT-0yTun 4-(1-gia3o-2-eTokcu-2-0KCo-eTnN)-3,6-aurigpo-2H-nipugux-1-kapbokeunar
N
“

M ae
o} N (o]
i
OK

MipuauH (30.5 1, 31.2 mn) goganu B poO34YMH TPeT-OyTun 4-(1-giazo-2-eTOKCH-2-0KCO-€Tu)-4-
rigpokcu-umnknorekcankapbokecunary (6.05 r) 8 MTBE (120 mn). Cymiwn  oxonoaunu go -10 °C i
okcuxsiopua doccopy (5.92 r, 3.6 mn) goganu no Kpannsax NPoTArom 8 XBUMWUH NPU IHTEHCUBHOMY
nepemiwysaHHi. Cymilw nosinbHo Harpinu go KT i nepemiwyBanu npoTarom Houi. Cymill oxonoannu
3HOBY A0 -10°C i gogaTkoBy KinbKicTb okcuxnopuay docdopy (592 mr, 360 mkn) goganu no Kkpannax.

PeakuiiHy cymiwl noBinbHo Harpinu go KT i nepeMiwysanu npotarom 3 r nepeg tum, sk 0.1M NaOH
(193 mn) noeinbHO aoaanu. Cymiw ekctparysanu EtOAc i 06’egHaHi ekcTpakTh NPOMUITM CONbOBUM

+

posuMHoM, Bucywwmnu Hag Na2S0s, BigdineTpyBanu i esanopyeanu. 3amuwok (6.2 1)
BUKOPUCTOBYBaNMW Ha HAaCTYMHIA peakuiviHiin ctaaii 6e3 aoaarkoBoro ouuweHHs. MS (ESI): m/z =
294.2 [M-HJ-.

Cragia 3: 6-tpet-bytun 3-etun 1,4,5,7-tetparigponipasono[3,4-c]nipuanH-3,6-aukapbokcunar

Ve
’\?,O

B aBoropnoBin konbi, OCHALLEHI KpanenbHOK BOPOHKOK | AUCTUNALIMHOK KOMNOHOLO, Tonyon (80
MIT) Harpinu Ao kuniHHg. PosunH Tpet-Oytun 4-(1-gias3o-2-eTokcu-2-okco-eTun)-3,6-gurigpo-2H-
nipuaun-1-kap6okcunaty (5.7 r) B cymiwi EtOAc (20 mn) i nipuanny (8 Mn) goganu yepes KpanenbHy
BOPOHKY MpW LBKUAKOCTI aHanoriydHin WBWAKOCTI guctunauii. JogaTkoBy KinbkicTe Tonyony (7 M)
aoganu. TEMHO-KOPUYHEBY CYMIiLL nepemillyBany NpoTAromM roguHK i NOTiM ganu oxonoHytn go KT.
EtOAc (250 mn) goganu i cymiw npoMunu Boaoio (3 pasn) i CONbOBUM PO3YMHOM, BUCYLUMNKU HaA
Na2S04, BigdineTpyBanu i eeanopyBanu. HeouuwieHy pevOBUHY OYMCTUNN LUMISIXOM KOMOHOYHOI
xpomatorpadii (50 r cunikarens; rentaH/EtOAc 9/1 go 1/1) 3 ogep)kaHHAM CMOMYKW, 3a3HaYeHol B
3aronoeky, y BUrnaAi cBiTrno-kopudHesoro ocaay (3.12r, 55%). MS (ESI): m/z = 294.2 [M-H]-.

Crapia 4. 6-Tpet-bytun  3-etun  1-tputun-5,7-gurigpo-4H-nipasono[3,4-clnipnanH-3,6-
aukapbokeunat, i 6-TpeT-bytun  3-etun  2-tputun-5,7-aurigpo-4H-nipasono[3,4-clnipnauH-3,6-
aunkapbokecunat

°Q°L >
RS OGN o

3a aHanorieto 3 npuknagom E2, Cragia 1, 6-tper-6ytun 3-etun 1,4,5,7-teTparigponipasono[3,4-
c]nipuanu-3,6-gukapbokeunat (980 mr) koHBepTyBanu B 6-TpeT-0ytun 3-etun 1-tputnn-5,7-gurigpo-
4H-nipasono[3,4-c]nipuanH-3,6-gukapbokcunat (6inuin ocan, 762 mr, 43%, MS (ESI): m/z = 1097.8
[2M+Na]*) i 6-TpeT-6yTnn 3-etTun 2-Tputun-5,7-aurigpo-4H-nipasono[3,4-clnipuaun-3,6-
avkapbokeunar (6inun ocag, 510 mr, 29%). MS (ESI): m/z = 560.4 [M+Na]+).

Crapia 5: Tpet-Oytun 3-(rigpokcumeTun)-1-Tputun-5,7-gurigpo-4H-nipasono[3,4-clnipuauH-6-
kapbokcunat
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3 6-tper-Oytun 3-etun 1-tputun-5,7-aurigpo-4H-nipasono[3,4-clnipnaunH-3,6-gukapbokcunary
(715 mr) cnonyky, 3asHayeHy B 3arofioBKy, ogepkanu 3a aHarnorietlo 3 npuknagom E2, Ctaaia 2, y
Burnagi 6inoro ocaay (581 wr, 88%). MS (ESI): m/z = 496.3 [M+H]*.

Crapia 6: TpeT-0yTun 3-[(2-TpeT-OyTun-4-xnop-5-meTun-peHokcn)MeTun]-1-Tputun-5,7-gurigpo-
4H-nipasonol3, 4—c]nipvmmH-6-Kap60KcmnaT

5

TpeT-6yTun 3-(riapokcumeTnn)-1-Tputun-5,7-gurigpo-4H-nipasonol[3,4-clnipnaAnH-6-
Kap60KcmnaTy (100 mr) cnonyky, 3asHa4yeHy B 3arofioBKy, oAep>anu 3a aHanorieto 3 npuknagom E2,
Crapia 3, y Burnaai citno-xoBToi niHn (58 mr, 43%). MS (ESI): m/z = 698.5 [M+Na]+.

Cragia 7: 3-((2-TpeT-6yTUn-4-xnop-5-metTundeHokcn)MmeTun)-4,5,6,7-tetparigpo-1H-
nipasono[3,4- C]I'Iipl/I/J,l/IH

13558

3 Tpet-6ytun  3-[(2-TpeT-OyTun-4-xnop-5-meTun-peHokcn)MeTun]-1-Tputun-5,7-gurigpo-4H-
nipasono[3,4-clnipuaunH-6-kapbokcunaty (75.7 mr) Cnonyky, 3asHavyeHy B 3arofnoBky, ogepxkanu 3a
aHanorieto 3 npuknagom E2, Ctagia 4, y Burnaai ceitno-xoBToro ocagy (29 mr, 78%). MS (ESI): m/z
=334.2 [M+H]"*.

Mpuknag E5:

1-(3-((2-TpeT-0yTun-4-xnop-5-metTundeHokcn)meTun)-4,5-aurigpo-1H-nipasono[3,4-clnipnaut-
6(7H)-imeTaHoH

Cl

Cnonyky, 3a3HayeHy B 3arorioBKy, oep>anu 3a aHarnorieto 3 npuknagom E2, Cragia 5, 3 3-((2-
TpeT-0yTun-4-xnop-5-meTundeHokcu)MeTun)-4,5,6,7-tetparigpo-1H-nipasono[3,4-cjnipngniy  (25.0
Mr, npuknag 4) i auetunxnopuay (5.88 mr, 5.33 Mkn) i ogepxxanu y surnaai 6inoro ocaay (19 wr,
67%). MS (ESI): m/z = 376.2 [M+H]*.

Mpuknag E6:

1-(3-((2-TpeT-0yTun-4-xnop-5-metTundeHokcn)meTun)-4,5-aurigpo-1H-nipasono[3,4-clnipnaut-
6(7H)-in)-2-meToKCiETAHOH
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Cnonyky, 3a3HayeHy B 3arorioBKy, oep>anu 3a aHarnorieto 3 npuknagom E2, Cragia 5, 3 3-((2-
TpeT-0yTun-4-xnop-5-meTundeHokcu)MeTun)-4,5,6,7-tetparigpo- 1H-nipasono[3,4-cjnipngniy  (22.0
Mr, npuknag 4) i 2-metokciaueTunxnopuay (7.51 mr, 6.27 mkn) i oaepxkanu y surnagi 6inoro ocaay (17
Mr, 64%). MS (ESI): m/z = 406.2 [M+H]*.

Mpuknag E7:

3-((4-xnop-2-(2-meTokeunipuaunH-3-in)-5-metTundeHokcum)meTun)-4,5,6,7-tetparigpo-1H-
nipasono[3,4-clnipnanH

H
NZ N
\o ) | \%Z
(o] \N/NH
Cl

TpueTtunamin (26.9 mr, 37.1 Mkn) goganu B po3duH Tpet-6ytun 3-(rigpokcumeTun)-1-tputun-5,7-
aurigpo-4H-nipasono[3,4-c]nipuauH-6-kapbokcunarty (120 mr, ogep>kadun B npuknagi E4, Cragia 5) B
2-metTuntetparigpodpypani (1.5 mn) npu 0°C. [o 3asHadeHOi CymiWi Jgoganu Mo Kpannsx
MeTaHcynbdoHinxnopua (29.1 mr, 19.7 Mkn) i ogepkaHy cymiw nepemiwysanu npu 0°C npotdarom 1
r. CycneHsilo noTiM BiadinbTpyBanu, 3anuuok Ha inbTpi NnpoMunu 2-MetTunteTpariapodypaHoM i
dinbTpaT CKOHUEeHTpyBanu. 3anuwok po3dnHunu B DMA (1.5 mn) i uein po3vmnH goganu no kpannax
[0 cycneHsii 4-xnop-2-(2-meToken-3-nipuaun)-5-metun-cperony (60.4 mr, npomikHa crionyka B53),
kanito noguay (68.2 mr) i uesito topuay (184 mr) B DMA (1.5 mn) i peakuiiHy cymiw nepemiwlyBanu
npu KiMHaTHIn Temnepartypi npoTtarom Houi. oTiM Boay Aodanu i cymiw ekctparysanu EtOAc.
O0G’egHaHi opraHivHi wiapy npomunu Boaoto (3 pasu) i CONbOBUM PO3YMHOM, Bucylumnnu Hag NazSOs i
epanopyeanu. 3anuioKk OYUCTUNKU LUNAXOM KOMOHOYHOI Xpomartorpadpii (20 r cwunikarens;
rentad/EtOAc 90/10 — 50/50) 3 ogepxxaHHAM >OBTOT MiHKM (81 Mr), AKy po3ynHunu B cymiwi OXM (2
M) i TpudtopouTtoBoi kucnotu (0.2 mn). Lo cymiw nepemiwysanu npu KiMHaTHIN Temnepartypi
npotarom 1 r. MoTim HacuueHnn po3umH Na2COs goganu obepexHo i Cymiw ekcTparysanmu 3a
ponomoroto OXM. OG’egHaHi opraHivHi wapu nNpoMunM AY>KE HEBENUKOK KiNbKICTIO COMbOBOrO
po3uuHy, Bucywunu Hag Nax804 i eBanopyBanu. 3anuieHui 3anuliok OYUCTUAW 3a AOMOMOTOI0
KONoHo4Hon xpomatorpadpii (5 r cunikarens; OXM/MeOH 95/5 + OXM/MeOH/NH+OH 8/1.9/0.1) 3
OOEPXKaHHAM CMONYKKU, 3a3HAYEHOT B 3aronoBky y Burnsai 6inoi niHmn (21 wmr, 23%). MS (ESI): m/z =
385.2 [M+H]*.

Mpuknag ES8:

1-(3-((4-xnop-2-(2-meTokcunipuanH-3-in)-5-metundeHokcn)metun)-4,5-aurigpo-1H-nipasono[3,4-
clnipuanH-6(7H)-in)eTaHoH

Cl

Cnonyky, 3a3HayeHy B 3arorioBKy, oep>anu 3a aHanorieio 3 npuknagom E2, Cragia 5, 3 3-((4-
Xrop-2-(2-MeTokeunipuanH-3-in)-5-metundeHokcn)mMeTun)-4,5,6,7-tretparigpo-1H-nipasono[3,4-
clnipuanny (25.0 mr, npuknag E7) i auetunxnopuay (5.88 mr, 5.33 Mkn) i ogepxanu y Burnaai 6inoro
ocany (8 mr, 42%). MS (ESI): m/z = 427.2 [M+H]*.

Mpuknagu F: MNpuknagu, WO BigoCATbLCA 40 NiPa3onoBUX OCHOBHUX rpyn

Mpuknag F1:
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3-((2-TpeT-0yTUn-4-xnop-5-metTundeHokcu)meTnn)-1H-nipason

igﬁ

Crapia 1: Tpet-0yTun 3-[(2-TpeT-0yTnn-4-xnop-5-metnn-dpeHokcn)metTunlnipason-1-kapdokcunat

5

Cymiw  TpeT-6yTun 3-(6pomometunnipason-1-kapbokcunary (65.8 mr, npomixkHa cnonyka F1), 2-
TpeT-0yTun-4-xnop-5-metun-perony (50 mr, CAS: 30894-16-7) i kapboHaty kanmito (87.1 mr) B
aueToHi (5 mn) Harpinu go 50°C. Yepes 6 ri nicna 7.5 r, 10AaTKOBY KiNbKiCTb 2-TPeT-0yTnn-4-xnop-5-
MeTundpeHony (10 mr i 22 w™r, BigNoBiAHO) Aoaanwu i HarpiBaHHA NPOAOBXWNU NPOTAroM 4 T.
Hacuuenun posumn NH4Cl gopanu i cymiw ekcrparysanu EtOAc. O6’ecgHaHi eKCTpakTu NpoMunu
CONMbOBUM PO3YMHOM, BuCywmnu Hag Na:SO4 i eBanopyeanu. 3anuLioK OYMCTMIIM 38 4OMNOMOTOLO
konoHouHoi xpomarorpadyii (20 r SiO2, H-renTtanH/EtOAc 100/0 go 65/35) 3 oaep>kaHHAM CMOMYyKW,
3a3Ha4veHoi B 3aronosky (71 mr, 74%), y surnaai 6esbapeHoro Macna. MS (ESI): m/z = 279.2 [M-
CO2tBu+H]J*.

Crapia 2: 3-((2-TpeT-6yTun-4-xnop-5-metnndenokcn)metun)-1H-nipason

igﬁ

PosunH TpeT-6ytun 3-[(2-TpeT-OyTun-4-xnop-5-metun-eHokcu)metuninipason-1-kapbokecnnary
(65 mr B cymiwi AXM (1 mn) i TOO (1 mn) nepemiwyBanu nNpu KiMHaTHIA TemnepaTypi NPoTArom 4 r.
MoTiMm HacuyeHur posdunH NaHCOs pgoganu i cymiw ekctparyBanum EtOAc. O6’egHaHi ekcTpaktu
NPOMWAN COMbOBWM PO3YMHOM, Bucywmnu NaxSQOs4 | eBanopyBanum 3 OAEPKAHHAM  CMONYKM,
3a3Ha4veHol B 3aronoBky (47 mr, 98%), y Burnaai B’askoro 6esbapsHoro macna. MS (ESI): m/z =
279.2 [M+H]*.

I'IpMKnan F2:

4-((1H-nipason-3-in)MeTokcn)-5-TpeT-0yTuUn-2-MeTUnOEeH3oHITPUN

o Do

NZ

Cnonyky, 3a3HaJeHy B 3arosfioBKy, ogepxanu 3a aHanorieto 3 npuknagom F1, Craaii 1 2, 3 TpeT-
6ytun 3-(6pomomMeTumnipason-1-kapbokcunarty (npomikHa cnonyka F1) i 5-Tpet-0yTun-4-rigpokcu-2-
MeTun-6eH3oHITpuNy (NpomickHa cnonyka A16) i ogepxanu y surnagi 6inoi ninu. MS (ESI): m/z =
270.2 [M+H]*.

Mpuknag F3:

Metun 3-((2- (TpeT 6yTvm) -4-xnop-5-metTundreHoken)meTun)-1H-nipason-5-kapbokcunat

Crapia 1: Metun 5-[(2-TpeT-0yTun-4-xnop-5-MeTun-PeHoKCM)MeTHN]-2-TeTparigponipan-2-in-

nipason-3-kapbokcunart
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Tpuetunamid (29 mr, 40 Mkn) goganu B po3vnH MeTun 5-(rigpokcumeTun)-2-TeTparigponipaH-2-in-
nipason-3-kapbokcunaty (63 mr, npomikHa cnonyka F3) B 2-meTuntetparigpodypani (1.5 mn) npu 0
°C. MoTtim meTaHcynbdoHinxnopua (30.9 mr, 21 Mkn) goganu no Kpannax i peakuiiHy Cymill
nepemiwysanu npu 0 °C npotarom 2 r. binuA npeuunitar BigdinbTpyBanu i npoMunu 2-
MeTunTeTparigpoypaHoM. dinbTpaT CKOHUEHTPyBanu i 3anuwok cycneHgysanu B DMA (2.4 mn) i
Jojanu o cycneHsii 2-TpeT-0ytun-4-xnop-5-metun-genony (52 mr, CAS: 30894-16-7), noguay kanito
(76 wn) i dropuaay uesio (197 mr) B DMA (1.5 mn). PeakuiliHy cyMill nepemiysanu NpoTaroMm Houi
npu KiMHaTHIA TeMmneparypi. MoTim goganu Boay i cymiw ekctparyeanu EtOAc. O6’eaHaHi ekcTpakTu
NPOMUNU BOAOK i CONMbOBMM PO3YMHOM, Bucywmnu Hag Na:SQs, BigdinbTpyBanu i esanopysanm.
3anuuok o4yncTunu 3a gonomMoroto xpomarorpaddii (20 r cunikarens; rentad/EtOAc 100/0 go 1/2) 3
OOEPXKaHHAM CMONYKKU, 3a3HadeHOoi B 3aronoBky (22 mr, 20%) y Burnaai sockonogibHoro ocagy. MS
(ESI): m/z = 337.2 [M-THP+H]"*.

Crapia 2: MeTtun 3-((2-(TpeT-0yTun)-4-xnop-5-metundeHokcn)meTun)-1H-nipason-5-kapdokcunart

H
NN 2
0\/“\/>_/( o
/
Cl
MeTun 5-[(2-TpeT-6yTun-4-xnop-5-metun-eHokcu)meTun)-2-TeTparigponipaH-2-in-nipason-3-

kapbokcunat (22 wr) cycnengyesanu B MeOH (1 mn) i HCI (4 M B 1,4-piokcaHi, 70 mkn) goganm.
BesbapBHUI po3vMH NepeMillyBany nNpu KiMHaTHIN TeMnepaTypi NpoTarom 2 r nepeg TUM, SK goganm
HacuyeHun posdurH NaHCOs (5 mm). Cymiw eBanopyBanmu A0 MOMOBMHM Big ob6’eMa i nmoTiM
ekcTparyBanu EtOAc. O6’eaHaHi opraHiyHi lWwapu NnpoMunu conboOBUM po3vyMHoM (10 Mn), BUCYLLUNK
Hag Na2S04, BigdinbTpyBanu i eanopysanu. 3anuok O4MCTUKU 3a 4oNOMOro xpoMatorpadii (10
r cunikarenb; rentaH/EtOAc 100/0 go 70/30) 3 ogepkaHHAM CNOSYKW, 3a3HaA4YeHOT B 3aronosky (16 wr,
91%), y surnsgi 6inoro nopowky. MS (ESI): m/z = 337.2 [M+H]*.
I'IpMKnan F4-:
((2-(TpeT- 6mi'|) -4-xnop-5-metundeHokcn)metTun)-1H-nipason-5-in)(niponiguH-1-in)metaHoH

E%w

Crapia 1: [5-[(2-TpeT-0yTun-4-xnop-5-meTun-gpeHokcn)MeTun]-2-TeTparigponipan-2-in-nipason-3-
in]-niponignH-1-in-meTaHoH

N
E/Fﬁ@

o posunHy niponianHy (12.9 mr, 15 mkn) B XM (0.3 mn) goganu 2M po3vyuH TPUMETUNANIOMIHIIO
B rekcadi (90 mkn) no kpannax npu KiMHaTHIW TemnepaTypi i cymill nepemiwysanu npotdarom 15
XBUIKH. T10TiM po34nH meTun 5-[(2-TpeT-0yTnn-4-xnop-5-metun-heHokcn)MeTnn]-2-TeTparigponipat-
2-in-nipason-3-kapbokcunarty (50 wmr, npuknag F3, Ctagia 1) 8 OXM (0.6 mm) nosinsHO gopanu.
PeakuifiHy cymill HarpiBanum A0 KUMiHHSA NpOTArom Hodi. Cymiw obepexHo posbasunm 1 M HCI,
ekcTparyBanu 3a gonomoroto [OXM, i o6’egHaHi opradiyHi wapu Bucywmnm Hag NazSOs,
BiachinbTpyBanu i eanopysanu. 3anuLiok 0O4UCTUNK 3a AoNOMOro xpomarorpadii (20 r cunikarens;
rentad/EtOAc 100/0 oo 1/1) 3 ogepaHHSAM CMONYKKW, 3a3HayYeHoT B 3aronosky (36 mr, 66%), y surnagi
6esbapsHoro macna. MS (ESI): m/z = 376.3 [M-THP+H]*.
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Crapia 2:  (3-((2-(Tpet-O6yTun)-4-xnop-5-metundeHokcu)metun)-1H-nipason-5-in)(niponigux-1-
inyMeTaHoH

H
NN o]
O%
Cl

Cnonyky, 3a3HauyeHy B 3aronoBKy, oepXanu 3a aHanorieio 3 npuknagom F3, Ctagia 2, 3 [5-[(2-
TpeT-0yTun-4-xnop-5-mMeTun-peHokcn)MeTun]-2-TeTparigponipas-2-in-nipason-3-inj-niponiguH-1-in-
MEeTaHOHY (36 mr) i ogepxxanu y Burnagi 6inoro ocagy (21 wr, 71%). MS (ESI): m/z = 376.3 [M+H]*.

I'IpMKnan F5:

((2-(TpeT- 6mi'|) -4-xnop-5-metundenokcu)meTnn)-N,N-gumetTunn-1H-nipason-5-kapbokcamia

5

Cnonyky, 3a3Ha4yeHy B 3aronoBKy, ogepkanu 3a aHanorieto 3 npuknagom F4, Ctaaii 1 2, 3 meTtun
5-[(2-TpeT-0yTnn-4-xnop-5-meTun-peHokcn)meTun]-2-TeTparigponipan-2-in-nipason-3-kapbokcunarty
(Mpuknag F3, Cragia 1) i rigpoxnopuay AnmetTunamidy i ogepxkanu y surnagi 6inoro ocagy. MS
(ESI): m/z = 350.3 [M+H]*.

Mpuknag F6

4-[(2-TpeT-6yTun-4-xnop-5-metundeHokcn)metun]-2H-Tpuason

7

Crapia 1: 1-TpeT-6yTnn-5-xnop-4-mMeTun-2-npon-2-iHokcnbeH3on

o #

Cl

B 25 mn kpyrnogoHHin konbi, 2-(Tpet-6ytun)-4-xnop-5-metundenon (CAS: 30894-16-7, 200 wmr),
3-6pomnpon-1-iH (80% B Tonyoni) (225 mr, 163 mkn) i kapboHaT kanito (209 mr) o6’egHanmn 3 CH3CN
(4 mn) 3 ogepxkaHHAM 6inoi cycneHsii. PeakuiiHy cymilwl nepemiwyBanu npotarom 15 r i notim
CKOHUEHTpyBanu nig Bakyymom. PeakuiiiHy cymiw Bnunu B etunauetar (25 Mmn) i opraHiyHuin wap
npomunu H20 (1 x 10 mn). OpraniuHnii wap sucywnnu Hag Na>SO4 i CKOHUEHTPYBanu nig BakyyMom 3
OoAepKaHHAM CMONyKKu, 3asHayeHoi B 3aronosky (180 mr, 74%). MS (m/z): 236.1 [M]*.

Crapia 2: 4-[(2-TpeT-OyTuUn-4-xnop-5-metundeHokcn)meTnn]-2H-Tpruason

7

B 25 mn kpyrnogoHHin konbi, 1-(tpet-0yTun)-5-xnop-4-metun-2-(npon-2-iH-1-inokcn)6enson (180
Mr) o6’egHanu 3 OM® (4 mn) i Boagoto (4 Mn) 3 oaepxaHHaM 6inoi cycnensii. MeHTarigpat cynbdaTty
Mmigi (II) (38 wmr) i HaTpieBy cinb L-ackop6iHoBoi kucnotu (304 mr) aoaanu. PeakuiiHy cymiw Bigkayanu
ABiMi i npoaynu asotoM. TpumeTtuncuninasug (746 mr) goganu i peakuinHy cymiw Harpinu go 90°C
nNpoTAarom 2 r npu nepemiwysaHHi. Cymiw posbasunu H20 (50 mn) i etunadetatom (100 mn) i wapwu
posainunu. BoaHy (pasy ekcTparyBanu A4o4aTKOBOIO KiNbKiCTio eTunauetaty (2 x 50 mn). OpraHivHi
wapu Bucywmnm Hag Na2SO0q4 i CKOHUEHTpyBanu nig BakyyMOM 3 OAEpP>KaHHAM HEOYMLLEHOTO Macna.
HeounlweHy peyoBMHY o4McTUNM 3a AJonomorow new-xpomatorpadii (20 r cunikarenesui
kapTpuaxK, 0% 0o 10% MeOH B CH2Cl2) 3 ogep»kaHHAM CMOMyKW, 3a3Ha4YeHOT B 3aronoBKy, Yy BUrnaai
6e36apBHOT NiHK (80 Mr, 37%). MS (m/z): 280.2 [M+H] +.

Mpuknag F7
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3-[(2-TpeT-6yTUn-4-xnop-5-meTundeHokcn)MeTun]-5-denin-1H-nipason

Cragia 1: 3-(XnopmeTtun)-5-cpeHin-1H-nipason
Cl

/

N
N
H

Liio Bigomy npomikHy cnonyky (CAS: 755700-32-4) opepxanu 3 (5-deHin-1H-nipason-3-
imMeTaHony, ki € komepuiinHo aoctynHum (CAS: 179057-19-3), HacTynHuUM uvnHOM: B 25 mn
KpyrnoaoHHin konbi, (5-denin-1H-nipason-3-imymetanon (50 mr) o6’egHann 3 CH2Cl2 (3 Mn) i cymiw
oxonogunu go 0°C B atmoccpepi aproHy. lNoTim, TioHinxnopua (68.3 mr, 41.6 mkn) goganu no
Kpannax npoTaroM nepiogy 2 XBUNuH i yepes 30 XBUNMUH NbOAsIHY BaHHY 3abpanu. PeakuiiHy cymiLl
3anUWMnNU nepemillysatuca npu KiMHaTHIM TemnepaTypi NpoTaroM AoAaTKoBuX 2 roauH. Cymill
Bnunu B nia i posunH NaHCOs. BoaHuid Wwiap noTiM ekcTparyBanu ABidi 3a 40NOMOro eTunaueTary i
OpraHiyHi Wwapum nNpOMUNM CONbOBUM PO3YMHOM, Bucylumnum Hag Na>SOs i CKOHUEHTpyBanu nia
BaKyyMOM 3 OAEp>KaHHAM HEOUULWEHHOro CBIiTNO-koBTOr0 ocagy (55 wr, 95%), sAkun
BUKOpUCTOBYBanu 6e3 AoaaTtkoBoro ounweHHs. MS (m/z): 193.0 [M+H]*.

Crapia 2: 3-[(2-TpeT-OyTUn-4-xnop-5-meTundeHokcn)meTun]-5-denin-1H-nipason

Cl

2-(TpeT-6yTun)-4-xnop-5-metundeHon (CAS: 30894-16-7, 62.4 mr), kapOoHart kanito (233 mr) i 3-
(xnopmetun)-5-cdbenin-1H-nipason (55 wmr) ob’egHanm 3 aueToHITpUnoMm (4 M) Npu  KiMHATHIN
TemnepaTtypi B aTmoccpepi aproHy. PeakuiiHy cymiwl noTim HarpiBanu npu 50°C npotsarom 16 roguH,
nicnga vyoro TLUX nigTBepanna yTBOpPeHHNA AEAKOI KinNbKOCTI NpoaykTy. PeakuiiHy cymill BNunu B Boay
3 NbOAOM i BOOAHMIA wWwap nianyrosysanu 3a gonomoroto 2M pos3unHy NaOH i ekctparysanu Asidi 3a
Jonomorow etunayerary. OpraHivHi lwapu NnpoMunm oAuH pas CONbOBUM PO3YMHOM, BUCYLUMMW Hag
Na2S04, BigdhineTpyBanu i esanopyesanu. HeounweHy peyvyoBHUHY OYMCTMIIM 32 AOMNOMOro (new-
Xpomatorpadii (25 r cunikarenesuii kaptpuax, 0% o 40% etunauerar B rentaHi) 3 ogepKaHHaAM —
KpiM AesKuX iHWWUX HeigeHTUIKoBaHUX CNOsyK — CNONYyKW, 3a3HAYeHOl B 3arofioBKY, Y BUIMAAI
6e3bapeHoro ocagy (16 mr, 16%). MS (m/z): 355.2 [M+H]*.

HactynHi npuknagn Ttuny F OynuM cuHTE30BaHi 3 BigNoOBIAHMX (PEHONMBHUX CTPYKTYPHUX
enemMeHTIB/NPOMIDKHUX CMOoMyK 3a aHanorieto 3 npuknagom F7, Ctagis 2:

Mp. CucremaTtuyHa HasBa CTPyKTYpHUi EneMeHT/NpoMixHa MS, m/z
cnonyka
5-TpeT-0yTun-2-metun-4-[(5-enin-1H-nipason-
5-TpeT-0yTun-4-rigpokcun-2- 346.2
F8 METUNOEH3OoHITPUN [M+H] .
MNpomixkHa cnonyka A16
NF
imnMeToKCU]6eH30oHITPUN
Mpuknag A

Cnonyka cdopmynu (I) Moxxe OyTM BUKOpPUCTAHA BiAOMMMM cnocobamum B YMCTOMY BUIMSAAI SK
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AKTUBHUM IHIPediEHT ANA oaepKaHHa TabneTok HACTYMHOTO CKaay:

Ha tabnetky

AKTUBHWW iHrpeaieHT 200 mr
MikpokpucTtanidHa yenwonosa 155 mr
KykypyassHui Kpoxmanb 25 mr
Tanbk 25 mr
rigpokcunponinMeTunuentonosa 20 mr

425 mr
Mpuknag B

Cnonyka cdopmynu (I) Moxxe OGyTM BUKOpPUCTaHa BigdOMMMM cnocobamum B YMCTOMY BUMNSdi siK
aKTUBHWUM IHrpedieHT Ana oaep>kaHHA Kancyn HacTyMnHOro cknaay:

Ha kancyny

AKTUBHWW iHrpeaieHT 100.0 mr
KykypyassHui Kpoxmanb 20.0 mr
INakrosa 95.0 mr
Tanbk 4.5 wmr
Crteapart MarHito 0.5 mr

220.0 mr

POPMYIIA BUHAXOLY

1. Cnonyka chopmynu (1):

Rc1 Rc

(1)
ae
RaBUBpaHun 3 rpynu, Lo CKNagaeTbea 3:
i) meTuny, etuny, nponiny, éytuny,
ii) uiano-C+-Ce-ankiny,
iy Cs-Ce-umknoanciny,
iv) dpeHiny, samiweHoro Rg i Rar,
V) 04HOBAaNEHTHOT HACMYEHOT MOHOLUMKIIYHOT KiNbLUEBOT CUCTEMM 3 6 KiNbLEBUX aTOMIB, WO MICTUTL 1
KinbLEBUI reTepoatoM, Bubpanuii 3 O, 3amiweHoi Rg i Rar, i
Vi) OIHOBANEHTHOT apOMAaTUYHOT reTEPOLIMKIIYHOT CUCTEMM 3 5-6 KiNbLEBUX aTOMIB, WO MICTUTb 1 abo
2 KinbueBi retepoatomMu, Bu6paHi 3 O i N, 3amiweHol Rg i Ra1;
Rs BUBpaHun 3 rpynu, Lo CKNagaeTbea 3:
i) meTuny, etuny, nponiny, éytuny,
i) C1-Ce-ankincynbcoHiny,
iy C1-Cs-ankincynbdoHinamio,
iv) amiHokap6oHiny,
V) UiaHo,
vi) ranoreny,
vii) 0OAHOBANEHTHOT HACUYEHOT MOHOLMKNIMHOT KiNbLEBOT CUCTEMU 3 6 KiNbUEBUX aTOMIB, O MICTUTb 2
KinbueBi retepoatomu, Bubpadi 3 O, N, i
viii) 0gHOBaNEHTHOT apoMaTUYHOT reTEPOLUUKITIMHOT MOHOKINBLLEBOT CUCTEMM 3 5 KinbUEBUX aTOMIB, LLO
MicTuTb 1, 2 abo 3 kinbueBi retepoaromm, Bubpari 3 O i N, 3amiweHoi ogHum H, C1-Cs-ankinom abo
Tpuankincunin-Ci-Ces-ankokci-C1-Ce-ankinom;
Rc1 siBnsie co6oto H,
Rc BuGpaHuin 3 rpymu, WO CknagaeTbes 3.
iy H,
i) meTuny, eTuny, nponiny, 6ytuny, i
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i) ranoreny,

abo Re i Rc pasom 3 atoMamu BYIMEL0, 40 AKWX BOHW MPWEQHAHI, YTBOPIOKOTb KiflbLEBY CUCTEMY,
BMOpaHy 3 rpynu, Lo CKNagaeTbes 3:

i) 04HOBASIEHTHOI HACUYEHOT MOHOUMKAIYHOT KiNbLEBOT CUCTEMM 3 3-7 KiNbLUEBMX aTOMIB, O MICTUTb
1-3 «kinbueBi retepoatomu, BuGpaHi 3 O, N i S, samiweHoi ogHuM abo ABOMa 3amiCHUKaAMM,
He3anexHo subpaHumm 3 H i C1-Ce-ankiny, i

il) OAHOBaNEHTHOT apoOMaTUYHOT reTEPOLMKITIMHOT MOHOKINbLEBOT cUcTEMU 3 5 KiNbLUEBMX aToMiB, LLO
MICTUTb 1 KinNbUEBWI reTepoarom, BuMOpaHunm 3 S, 3amilleHoi oaHuMm abo aBoMa 3amiCHMKaMMU,
He3anexHo subpanumm 3 H i C1-Ce-ankiny;

W BubGpaHuii 3 kinbuesux cuctem A, B, C, DI E:

X A
.*:::!. ” \\ }?“.
O : §
et A |
f— - e
o «4: - ,
§H
“ R ;
B RN i L’,:_‘-w A
5 M T
A
A, B z

7

P

Al A3i A*gBensoTtb coboto -CH-, i A2asnse coboto -CRp2-,

A' aBnse cob6oto -N-, A2aBnsie coboto -CRpz-, A% asnsie coboto -CH- abo -N-, i A* aBnsie coboto -CH-,
A, A3i A*aenstoTb coboto -CH-, i A2aBnsie co6oio -N-,

abo

A'i A2 asnsioTb coboto -CH-, A2aBnsie coboto -CRpz-, | A* aBnsie coboto -N-;

oauH 3 A5 i A aBnsie co6oto -NRbps-, a iHwun siBnsie coboto -CRLRw-;

Rp+1 saBnse coboto C1-Ce-ankin;

Rpz2 BUObpaHun 3 rpynu, LLO CKNagaeTbea 3;

iy H,

i) ranorexy,

iii) rinpokci-C1-Cs-ankokcu,

iv) rigpokci-C1-Cs-ankin(C1-Cs-ankin)amio,

V) riapokci-C1-Ce-ankinamio,

vi) aurigpokci-C1-Cs-ankokcu,

vii) auriapokci-C1-Ce-ankin(C1-Ce-ankinyamiHo, i

viii) 04HOBaNEHTHOT HAaCUYEHOT MOHOLMKAIYHOT KiflbLIEeBOT CUCTEMM 3 4 KiNbLEBUX aTOMIB, LLO MICTUTL 1
KiNnbLEBUI reTepoatom, BubpaHuii 3 N;

Rps BUbpaHun 3 rpynu, Lo CKNagaeTbea 3;

iy H,

i) C1-Ce-ankokci-C1-Ce-ankinkapboHiny,

iy C1-Cs-ankokcukapOoHiny,

iv) C1-Ce-ankinkap6oHiny,

Rps BUOpaHun 3 rpynu, LLO CKNagaeTbea 3;

iy H,

iy C1-Ce-ankinkap6oHiny,

iii) (0AHOBaneHTHa Hacu4yeHa MOHOUMKNIYHA KinbLueBa cuctema 3 5 KinbLueBuX atomis, L0 MICTUTbL 1
KinbLEBUI reTepoatoM, Bubpanuii 3 N)-kapboHiny, i

iv) amiHokap6oHiny, 3aMilleHOoro No atoMy asoTy ABOMA HesanexHo Bubpanumm C1-Cs-ankinamu;
Rc BUOpaHuii 3 rpynu, Wo cknagaerbes 3:
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iy H,

i) C1-Ce-ankokey,

iiiy C1-Cs-ankokci-C1-Cs-ankinkapboHinamiHo-C1-Ces-arnkiny,

iv) C1-Cs-ankokci-C1-Cs-ankinkap6oHin(C1-Cs-ankin)amiHo-C1-Ce-ankiny,

v} C1-Cs-ankokcukapOoHiny,

vi) C1-Ces-ankiny,

vii} C1-Ce-ankincynbchoHiny,

viii) kapboken,

ix) WiaHo,

X} Cs-Cs-LMKNoankokcu,

xi} Cs-Cs-umknoankinkap6oHinamiHo-C1-Cs-ankiny,

xii) Cs-Cs-umnknoankinkap6orin(C1-Ce-ankin)amiHo-C1-Ce-ankiny,

xiii) rano-C+-Ce-ankiny,

Xiv) ranoreny,

XV) rigpokcu,

xvi) amiHokapboHiny, 3amileHoro no aromy asoty Ry i Ro,

xvii) amiHokapboHin-C1-Ce-ankokcu, samiweHoro no atomy asoty Rn i Ro,

Xviil) 0QHOBaNEHTHOT apOMaTUYHOT reTEPOLUKIIIMHOT MOHOKINbLEBOT CUCTEMU 3 5 KinbLEBUX aToMiB,
o MicTuTb 3 KinbueBi retepoatomu, Bubpadi 3 N i O, 3amiweHoi oaHum H abo C1-Ce-ankinom,

XiX) (0gHOBaNEHTHa Hacu4eHa MOHOLMKIIYHA KinbueBa cuctema 3 5-6 KinbUeBUX aTOMIB, LLO MICTUTb
1 kinbueBui retepoatom, Bubpanuii 3 O)-C1-Ce-ankokeu, samiieHoro H;

Ra1 He3anexHo BubpaHi 3 rpynu, Wo cknagaerbes 3:

iy H,

i) ranorexy,

i) C1-Ce-ankiny, i

iv) rano-Ci-Ce-ankokcu;

RL i Rm siBnsitoth coboto H;

Rn BMOpaHWi 3 rpymu, WO CKNagaeTbes 3.

iy H,

i) C1-Ce-ankokey,

iiiy C1-Cs-ankokci-C1-Ces-ankiny,

iv) C1-Ce-ankokcukapboHin-C+-Ces-ankiny,

v) C1-Ce-ankiny,

vi) kap6okci-C1-Ce-ankiny,

vii} Cs-Ce-Luknoankiny,

viii) Cs-Cs-umknoankin-C+-Ce-ankiny,

ix) rigpokci-C1-Ce-ankiny,

X) dheHiny, i

Xi) (ogHOBaneHTHa apoMaTHUyHa reTepounknidyHa MOHOKINbUEBaA cuctema 3 5 i 6 KinbLeBux atomis, LLO
MiCTUTb 1 KinbLUeBun retrepoatom, Bubparnuii 3 N i S)-C1-Ce-ankiny;

Ro BubpaHuii 3 rpynu, Wo cknagaerbes 3:

pH,i

i} C1-Ce-ankiny;

abo Rn i Ro pasom 3 atToMOM asoTy, A0 SKOro BOHU MPUEAHAHI, YTBOPIOKOTb OAHOBANEHTHY HACUYEHY
MOHOUMKMIYHY KinbueBy cuUCTeMy 3 5-6 KinbueBUX aTOMiB, WO MICTUTb 1 KiNbLUEBUW reTepoaTom,
Bubpanun 3 O i N;

abo i hapMmaleBTUYHO NPUARHATHA Cinb.

2.Cnonyka san. 1, ge

RaBUBpaHun 3 rpynu, Lo CKNagaeTbea 3:

i) meTuny, etuny, nponiny, éytuny,

ii) uiano-C+-Ce-ankiny,

iy Cs-Ce-umknoanciny,

iv) deHiny, samiweHoro Rgi Rar,

V) 0QHOBAaNEHTHOI HACUYEHOT MOHOLUMKIIYHOT KifbLEBOT CUCTEMM 3 6 KiNbLEBUX aTOMIB, WO MICTUTDL 1
KinbLEeBUI retepoatoM, Bubpanuii 3 O, 3amiweHoi Ra i Rar, i

Vi) OIHOBANEHTHOT apOMAaTUYHOT reTEPOLIMKIIYHOT CUCTEMM 3 5-6 KiNbLEBUX aTOMIB, WO MICTUTb 1 abo
2 KinbueBi retepoatomMu, BubpaHi 3 O i N, 3amiweHol Rg i Ra1;

Rs BUBpaHun 3 rpynu, Lo CKNagaeTbea 3:

i) meTuny, eTuny, nponiny, éytuny,

i) C1-Ce-ankincynbcoHiny,
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iy C1-Cs-ankincynbdoHinamio,

iv) amiHokap6oHiny,

V) UiaHo,

vi) ranoreny,

vii) 0OAHOBANEHTHOT HACUYEHOT MOHOLMKNIYHOT KiNbLUEBOI CUCTEMM 3 6 KiNbLEBUX aTOMIB, O MICTUTb 2
KinbUeBi retepoartomu, Bubpani 3 O, N, i

viii) 0gHOBaNEHTHOT apoMaTUYHOT reTEPOLUUKITIMHOT MOHOKINBLLEBOT CUCTEMM 3 5 KinbUEBUX aTOMIB, LLO
MicTuTb 1, 2 abo 3 kinbueBsi retepoartomm, Bubpari 3 O i N, 3amiweHoi ogHum H, C1-Cs-ankinom abo
Tpuankincunin-Ci-Ces-ankokci-C1-Ce-ankinom;

Rc1 siBnsie coboto H,

Rc BuGpaHuin 3 rpynu, WO CKNagaeTbes 3:

iy H,

i) meTuny, eTuny, nponiny, 6ytuny, i

i) ranoreny,

abo Re i Rc pasom 3 atoMamu BYIneLlo, 40 AKMX BOHW MPUEQHAHI, YTBOPIOKTL KiNbLEBY CUCTEMY,
BMOpaHy 3 rpynu, Lo CKNagaeTbes 3:

i) 04HOBASIEHTHOI HACUYEHOT MOHOUMKNIYHOT KiflbLEeBOT cuctemMun 3 3-7 KinbLUEBMX aTOMIB, WO MICTUTb
1-3 «kinbueBi retepoatomu, BuGpaHi 3 O, N i S, samiweHoi ogHuM abo ABOMa 3amiCHUKaAMM,
He3anexHo subpaHumm 3 H i C1-Ce-ankiny, i

il) OAHOBaNEHTHOT apoOMaTUYHOT reTEPOLUKITIMHOT MOHOKINbLEBOT CUCTEMM 3 5 KiNbUEBUX aTOMIB, WO
MICTUTb 1 KinNbUEBWI reTepoarom, BuMOpaHunm 3 S, 3amilleHoi oaHuMm abo aBoMa 3amiCHMKaMMU,
He3anexHo subpanumm 3 H i C1-Ce-ankiny;

W BubGpaHuii 3 kinbuesux cuctem A, B, C, Di E:

2

PR A ;
M o A
K - 0D & {
== i fe A
‘\}‘\‘ / o “\
W < "
)"s"""*;"\i ls{ \-\\ N H E\d h
) G WY - . 7
Y 5 <4 ~ T B
: & % ~B
™ My N
A B C
1 ] ]
.. .135.\
AT ™ o
| Rt
s : i
L i J
M e
T NH TN

A, A3i A*asnsatoTb coboto -CH-, i A2aensie coboto -CRpez-,

A' sBnsie coboto -N-, A2aBnsie coboto -CRpz-, A3 asnsie coboto -CH- abo -N-, i A* agnsie coboto -CH-,
Al A3i A*gBensioTb coboto -CH-, i A2aBnsie coboto -N-,

Al AZi A*gBnsaioTb coboto -CH-, i A% aBnsie coboto -N-, abo

A'li A aensoTb coboto -CH-, A2aesnae coboto -CRpz-, | A* aBnsae coboro -N-;
oauH 3 A%i A% aBnsie coboto -NRbs-, a iHwuii sBnsie coboto -CRLRwm-;

Rp+ saBnse coboto C1-Ce-ankin,

Rpz2 BUObpaHun 3 rpynu, LLO CKNagaeTbea 3;

i) H,

i) ranorexy,

iii) rinpokci-C1-Cs-ankokcu,

iv) rigpokci-C1-Cs-ankin(C1-Cs-ankin)amio,

V) riapokci-C1-Ce-ankinamio,

vi) aurigpokci-C1-Cs-ankokcu,

vii) auriapokci-C1-Ce-ankin(C1-Ce-ankinyamiHo, i
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viii) 04HOBaNEHTHOT HAaCUYEHOT MOHOLMKAIYHOT KiflbLIEeBOT CUCTEMM 3 4 KiNbLEBUX aTOMIB, LLO MICTUTL 1
KinbLEBUI reTepoatom, Bubpanuii 3 N;

Rps BUbpaHun 3 rpynu, Lo CKNagaeTbes 3:

iy H,

i) C1-Ce-ankokci-C1-Ce-ankinkapboHiny,

iy C1-Cs-ankokcukapOoHiny,

iv) C1-Ce-ankinkap6oHiny;

Rps BUOpaHun 3 rpynu, LLO CKNagaeTbea 3;

iy H,

iy C1-Ce-ankinkap6oHiny,

iii) (0AHOBaneHTHa Hacu4yeHa MOHOUMKAIMHA KinbUeBa cuctema 3 5 KinbueBux atoMmis, IO MICTUTL 1
KinbLEBUI reTepoatoM, Bubpanuii 3 N)-kapboHiny, i

iv) amiHokap6oHiny, 3aMilleHOoro No atoMy asoTy ABOMA HesanexHo Bubpanumm C1-Cs-ankinamu;

Rc BUOpaHuii 3 rpynu, Wo cknagaerbes 3:

iy H,

i) C1-Ce-ankokey,

iiiy C1-Cs-ankokci-C1-Cs-ankinkapboHinamiHo-C1-Ces-arnkiny,

iv) C1-Cs-ankokci-C1-Cs-ankinkap6oHin(C1-Cs-ankin)amiHo-C1-Ce-ankiny,

v} C1-Cs-ankokcukapOoHiny,

vi} C1-Ce-ankiny,

vii} C1-Ce-ankincynbchoHiny,

viii) kapboken,

ix) WiaHo,

X} Cs-Cs-LIMKNOANKOKCH,

xi} Cs-Cs-umknoankinkap6oHinamiHo-C-Cs-ankiny,

xii) Cs-Cs-umnknoankinkap6orin(C1-Ce-ankin)amiHo-C1-Ce-ankiny,

xiii) rano-C+-Ce-ankiny,

Xiv) ranoreny,

XV) rigpokcu,

xvi) amiHokapboHiny, 3amileHoro no aromy asoty Ry i Ro,

xvii) amiHokapboHin-C1-Ce-ankokcu, 3amieHoro no atomy asoty R i Ro,

Xviil) 0QHOBaNEHTHOT apOMaTUYHOT reTEPOLUKIIIMHOT MOHOKINbLEBOT CUCTEMU 3 5 KinbLEBUX aToMiB,
o MicTuTb 3 KinbueBi retepoatomu, Bubpadi 3 N i O, 3amiweHoi oaHum H abo C1-Ce-ankinom,

Xix) (04HOBanNeHTHa HacM4yeHa MOHOUMKNIYHA KinbLeBa cucTtema 3 5-6 Kinbuesux aTtoMis, LLO MICTUTb
1 kinbueBui retepoatom, Bubpanuii 3 O)-C1-Ce-ankokeu, samiieHoro H;

Ra1 He3anexHo BubpaHi 3 rpynu, Wo cknagaerbes 3:

iy H,

i) ranorexy,

i) C1-Ce-ankiny, i

iv) rano-Ci-Ce-ankokcu,

RLi Rm siBnsitoth coboio H,

Rn BUOpaHWi 3 rpynu, LLO CKNagaeTbes 3.

iy H,

i) C1-Ce-ankokey,

iiiy C1-Cs-ankokci-C1-Ces-ankiny,

iv) C1-Ce-ankokcukapboHin-C+-Ces-ankiny,

v) C1-Ce-ankiny,

vi) kap6okci-C1-Ce-ankiny,

vii} Cs-Ce-Luknoankiny,

viii) Cs-Cs-umknoankin-C+-Ce-ankiny,

ix) rigpokci-C1-Ce-ankiny,

X) dheHiny, i

Xi) (ogHOBaneHTHa apoMaTHUyHa reTepounknidyHa MOHOKINbUEBaA cuctema 3 5 i 6 KinbLeBux atomis, LLO
MiCTUTb 1 KinbLUeBun retrepoatom, Bubparnuii 3 N i S)-C1-Ce-ankiny;

Ro BubpaHuii 3 rpynu, Wo cknagaerbes 3:

pH,i

i} C1-Ce-ankiny;

abo Rn i Ro pasom 3 aToMOM a30Ty, A0 AKOr0 BOHW NPUEAHAaHI, YTBOPIOKOTb OQHOBANEHTHY HAaCUYEHY
MOHOUMKMIYHY KinbueBy cuUCTeMy 3 5-6 KinbueBUX aTOMiB, WO MICTUTb 1 KiNbLUEBUW reTepoaTom,
Bubpanun 3 O i N;
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abo i hapMmaleBTUYHO NPUARHATHA Cinb.

3. Cnonyka 3a 6yab-akuMm 3 nn. 1i 2, ae

RaBUGpaHun 3 rpynu, Lo CKNagaeTbca 3:

i) meTuny, etuny, nponiny, éytuny,

ii) uiano-C+-Ce-ankiny,

iy Cs-Ce-umknoanciny,

iv) dpeHiny, samiweHoro Rg i Rar,

V) 0QHOBAaNEHTHOI HACUYEHOT MOHOLUMKIIYHOT KifbLEBOT CUCTEMM 3 6 KiNbLEBUX aTOMIB, WO MICTUTDL 1
KinbLEBUI reTepoatoM, Bubpanuii 3 O, 3amiweHol Rg i Rar, i

Vi) OIHOBANEHTHOT apOMAaTUYHOT reTEPOLIMKIIYHOT CUCTEMM 3 5-6 KiNbLEBUX aTOMIB, WO MICTUTb 1 abo
2 KinbueBi retepoatomMu, BubpaHi 3 O i N, 3amiweHol Rg i Ra1;

Rs BUBpaHun 3 rpynu, Lo CKNagaeTbea 3:

i) meTuny, eTuny, nponiny, éytuny,

i) C1-Ce-ankincynbcoHiny,

iy C1-Cs-ankincynbdoHinamio,

iv) amiHokap6oHiny,

V) UiaHo,

vi) ranoreny,

vii) 0OAHOBANEHTHOT HACUYEHOT MOHOLMKNIYHOT KiNbLUEBOI CUCTEMM 3 6 KiNbLEBUX aTOMIB, O MICTUTb 2
KinbUeBi retepoaromu, Bubpani 3 O, N, i

viii) 0gHOBaNEHTHOT apoMaTUYHOT reTEPOLUUKITIMHOT MOHOKINBLLEBOT CUCTEMM 3 5 KinbUEBUX aTOMIB, LLO
MicTuTb 1, 2 abo 3 kinbueBsi retepoartomm, Bubpari 3 O i N, 3amiweHoi ogHum H, C1-Cs-ankinom abo
Tpuankincunin-Ci-Ces-ankokci-C1-Ce-ankinom;

Rc1 siBnsie coboto H, i

Rc BuGpaHuin 3 rpymu, WO CknagaeTbes 3.

iy H,

i) meTuny, eTuny, nponiny, 6ytuny, i

i) ranoreHy;

abo Re i Rc pasom 3 atoMamu BYIneLlo, 40 AKMX BOHW MPUEQHAHI, YTBOPIOKTL KiNbLEBY CUCTEMY,
BMOpaHy 3 rpynu, Lo CKNagaeTbes 3:

i) 04HOBASIEHTHOI HACUYEHOT MOHOLUMKNIYHOT KifbLEeBOT cucTemMun 3 3-7 KinbLUEBMX aTOMIB, O MICTUTb
1-3 «kinbueBi retepoatomu, BuGpaHi 3 O, N i S, samiweHoi ogHuM abo ABOMa 3amiCHUKaAMM,
He3anexHo subpaHumm 3 H i C1-Ce-ankiny, i

il) OAHOBaNEHTHOT apoOMaTUYHOT reTEPOLUKITIMHOT MOHOKINbLEBOT CUCTEMN 3 5 KiNbLEBUX aTOMIB, WO
MICTUTb 1 KinNbUEBWI reTepoarom, BuMOpaHunm 3 S, 3amilleHoi oaHuMm abo aBoMa 3amiCHMKaMMU,
He3anexHo subpanumm 3 H i C1-Ce-ankiny;

W BubGpaHuii 3 kinbuesux cuctem A, B, C, Di E:

A B . C .
2
&
o5 s heN
A ~
E-\.
N .1"':::’ ™
1 NH
[
Pt
(] E '

Al A3i A*asnaoTb coboto -CH-, i A2aensae coboto -CRpz-,
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A' sBnsie coboto -N-, A2aBnsie coboto -CRpz-, A3 asnsie coboto -CH- abo -N-, i A* agnsie coboto -CH-,
A, A3i A*asnsatoTb coboto -CH-, i A2aensie coboto -N-, abo

A'li A aensoTb coboto -CH-, A2aesnae coboto -CRpz-, | A* aBnsae coboro -N-;

oauH 3 A%i A%aBnsie coboto -NRbps-, a iHwuii sBnisie coboto -CRLRw-;

Rp+1 saBnse coboto C1-Ce-ankin;

Rpz2 BUObpaHun 3 rpynu, LLO CKNagaeTbea 3;

iy H,

i) ranorexy,

iii) rinpokci-C1-Cs-ankokcu,

iv) rigpokci-C1-Cs-ankin(C1-Cs-ankin)amio,

V) riapokci-C1-Ce-ankinamio,

vi) aurigpokci-C1-Cs-ankokcu,

vii) aurigpokci-C1-Ce-ankin(C1-Ce-ankinyamiHo, i

viii) 04HOBaNEHTHOT HAaCUYEHOT MOHOLMKAIYHOT KiflbLIEeBOT CUCTEMM 3 4 KiNbLEBUX aTOMIB, LLO MICTUTL 1
KinbLEBUI reTepoatom, Bubpanuii 3 N;

Rps BUbpaHun 3 rpynu, Lo CKNagaeTbea 3;

iy H,

i) C1-Ce-ankokci-C1-Ce-ankinkapOoHiny, i

iy C1-Cs-ankinkapboHiny;

Rps BUOpaHui 3 rpynu, LLO CKNagacTbCa 3 HACTYMHUX;

iy H,

iy C1-Ce-ankokcukapOoHiny,

iii) (0AHOBaneHTHa Hacu4yeHa MOHOUMKMIYHA KinbLeBa cuctema 3 5 KinbueBux atoMmie, WO MICTUTL 1
KinbLEBUI reTepoatoM, Bubpanuii 3 N)-kapboHiny, i

iv) amiHokap6oHiny, 3aMilleHOoro No atoMy asoTy ABOMA HesanexHo Bubpanumm C1-Cs-ankinamu;
Rc BUOpaHuii 3 rpynu, Wo cknagaerbes 3:

iy H,

i) C1-Ce-ankokey,

iiiy C1-Cs-ankokci-C1-Cs-ankinkapboHinamiHo-C1-Ces-arnkiny,

iv) C1-Cs-ankokci-C1-Ce-ankinkap6oHin(C1-Cs-ankin)amiHo-C+-Ce-ankiny,

v} C1-Cs-ankokcukapOoHiny,

vi} C1-Ce-ankiny,

vii} C1-Ce-ankincynbchoHiny,

viii) kapboken,

ix) WiaHo,

X} Cs-Cs-LIMKNOANKOKCH,

xi} Cs-Cs-umknoankinkap6oHinamiHo-C1-Cs-ankiny,

xii) Cs-Cs-umnknoankinkap6orin(C1-Ce-ankin)amiHo-C1-Ce-ankiny,

xiii) rano-C+-Ce-ankiny,

Xiv) ranoreny,

XV) rigpokcu,

xvi) amiHokapboHiny, 3amileHoro no aromy asoty Ry i Ro,

xvii) amiHokapboHin-C1-Ce-ankokcu, samiweHoro no atomy asoty Rn i Ro,

Xviil) 0QHOBaNEHTHOT apOMaTUYHOT reTEPOLMKITIMHOT MOHOKINbLUEBOT CUCTEMU 3 5 KiNbLEBUX aTOMIB,
WO MicTUTb 3 KinbueBsi retepoatomu, Bubpari 3 N i O, 3amiweHol, 3amiweHnn ogHum H abo C1-Ce-
ankinom,

XiX) (0gHOBaNEHTHa Hacu4eHa MOHOLMKIIYHA KinbLueBa cuctema 3 5-6 KinbUeBUX aTOMIB, LLO MICTUTb
1 kinbueBui retepoatom, Bubpanuii 3 O)-C1-Ce-ankokeu, samiwieHoro H;

Ra1 He3anexHo BubpaHi 3 rpynu, Wo cknagaerbes 3:

iy H,

i) ranorexy,

i) C1-Ce-ankiny, i

iv) rano-Ci-Ce-ankokcu;

RLi Rm siBnsitotTh coboio H;

Rn BMOpaHWi 3 rpymu, WO CKNagaeTbes 3.

iy H,

i) C1-Ce-ankokey,

iiiy C1-Cs-ankokci-C1-Ces-ankiny,

iv) C1-Ce-ankokcukapboHin-C+-Ces-ankiny,

v) C1-Ce-ankiny,
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vi) kap6okci-C1-Ce-ankiny,

vii} Cs-Ce-Luknoankiny,

viii) Cs-Cs-umknoankin-C+-Ce-ankiny,

ix) rigpokci-C1-Ce-ankiny,

X) dheHiny, i

Xi) (0gHOBaneHTHa apoMaTHUyHa reTepounknivyHa MOHOKINbUEBA cucTema 3 5 i 6 KinbUeBUX aTOMIB, WO
MiCTUTb 1 KinbLUeBun retrepoatom, Bubparnuii 3 N i S)-C1-Ce-ankiny;

Ro BubpaHuii 3 rpynu, Wo cknagaerbes 3:

pH,i

i} C1-Ce-ankiny;

abo Rn i Ro pasom 3 atToMOM asoTy, A0 SKOro BOHU MPUEAHAHI, YTBOPIOKOTb OAHOBANEHTHY HACUYEHY
MOHOUMWKNIYHY KinbueBy cucTemMy 3 5-6 KinbueBuX aTOMiB, WO MICTUTb 1 KiNbLUEBUW retepoaTom,
Bubpanun 3 O i N;

abo i hapMmaleBTUYHO NPUARHATHA Cinb.

4. Cnonyka 3a 6yab-akum 3 nin. 1-3, ge

RaBUBpaHun 3 rpynu, Lo CKNagaeTbea 3:

i) meTuny, etuny, nponiny, éytuny,

ii) uiano-C+-Ce-ankiny,

iy Cs-Ce-umknoanciny,

iv) dpeHiny, samiweHoro Rg i Rar,

V) 0QHOBAaNEHTHOI HACUYEHOT MOHOLUMKIIYHOT KifbLEBOT CUCTEMM 3 6 KiNbLEBUX aTOMIB, WO MICTUTDL 1
KinbLEBUI reTepoatoM, Bubpanuii 3 O, 3amiweHoi Rg i Rar, i

Vi) OIHOBaANEHTHOT apOMaTUYHOT reTePOLMKIIYHOT CUCTEMM 3 5-6 KiNbLEBUX aTOMIB, WO MICTUTb 1 abo
2 KinbueBi retepoatomMu, BubpaHi 3 O i N, 3amiweHol Rg i Ra1;

Rs BUBpaHun 3 rpynu, Lo CKNagaeTbea 3:

i) meTuny, etuny, nponiny, éytuny,

i) C1-Ce-ankincynbcoHiny,

iy C1-Cs-ankincynbdoHinamido,

iv) amiHokap6oHiny,

V) UiaHo,

vi) ranoreny,

vii) 0OAHOBANEHTHOT HACUYEHOT MOHOLMKNIYHOT KiNbLUEBOI CUCTEMM 3 6 KiNbLEBUX aTOMIB, O MICTUTb 2
KinbueBi retepoatomu, Bubpadi 3 O, N, i

viii) 0QHOBaNEHTHOT apoMaTUYHOI reTEPOLUUKITIYHOT MOHOKINbLLUEBOT CUCTEMU 3 5 KiNbLEBUX aTOMIB, L0
MicTuTb 1, 2 abo 3 kinbueBsi retepoartomm, Bubpari 3 O i N, 3amiweHoi ogHum H, C1-Cs-ankinom abo
Tpuankincunin-Ci-Ces-ankokci-C1-Ce-ankinom;

Rc1 siBnsie coboto H, i

Rc BuGpaHuin 3 rpymu, WO CknagaeTbes 3.

iy H,

i) meTuny, eTuny, nponiny, 6ytuny, i

i) ranoreHy;

abo Re i Rc pasom 3 atoMamu BYIneLlo, 40 AKMX BOHW MPUEQHAHI, YTBOPIOKTL KiNbLEBY CUCTEMY,
BMOpaHy 3 rpynu, Lo CKNagaeTbes 3:

i) 04HOBASIEHTHOI HACUYEHOT MOHOUMKAIYHOT KiNbLEBOT CUCTEMM 3 3-7 KiNbLUEBMX aTOMIB, O MICTUTb
1-3 «kinbueBi retepoatomu, BuGpaHi 3 O, N i S, samiweHoi ogHuM abo ABOMA 3aMiCHUKaMM,
He3anexHo subpaHumm 3 H i C1-Ce-ankiny, i

il) OAHOBaNEHTHOT apoOMaTUYHOT reTEPOLMKITIMHOT MOHOKINbLEBOT cUcTEMU 3 5 KiNbLUEBMX aToMiB, LLO
MICTUTb 1 KinNbUEBWIA reTepoarom, BuOpaHum 3 S, 3aMilleHOi ogHum abo aABOMa 3aMiCHMKaMu,
He3anexHo subpanumm 3 H i C1-Ce-ankiny;

W BubGpaHuii 3 kinbuesux cuctem A, B, C, Di E:
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A, A3i A*asnsatoTb coboto -CH-, i A2aensie coboto -CRpez-,

A' sBnsie coboto -N-, A2aBnsie coboto -CRpz-, A3 asnsie coboto -CH- abo -N-, i A* agnsie coboto -CH-,
Al A3i A*gBensioTtb coboto -CH-, i A2asnsie coboto -N-, abo

A'li A aensoTb coboto -CH-, A2aesnae coboto -CRpz-, | A* aBnsae coboro -N-;

oauH 3 A%i A% aBnsie coboto -NRbs-, a iHwuii sBnsie coboto -CRLRwm-;

Rp+1 saBnse coboto C1-Ce-ankin;

Rpz2 BUbpaHun 3 rpynu, LLO CKNagaeTbea 3:

iy H,

i) ranorexy,

iii) rinpokci-C1-Cs-ankokcu,

iv) rigpokci-C1-Cs-ankin(C1-Cs-ankin)amio,

V) riapokci-C1-Ce-ankinamio,

vi) aurigpokci-C1-Cs-ankokcu,

vii) auriapokci-C1-Ce-ankin(C1-Ce-ankinyamiHo, i

viii) 04HOBaNEHTHOT HaCUYEHOT MOHOLMKAIMHOT KinbLEBOT CUCTEMU 3 4 KiNbLEBUX aTOMIB, LLO MICTUTB 1
KinbLEBUI reTepoatom, Bubpanuii 3 N;

Rps BUbpaHun 3 rpynu, Lo CKNagaeTbea 3;

iy H,

i) C1-Ce-ankokci-C1-Ce-ankinkapboHiny,

iy C1-Cs-ankokcukapOoHiny, i

iv) C1-Ce-ankinkap6oHiny;

Rps BUOpaHun 3 rpynu, LLO CKNagaeTbea 3;

iy H,

i) (oaHoBaneHTHa HacuvyeHa MOHOUMKNIYHA KinbueBa cuctema 3 5 KinbLUeBUX aTOMIB, IO MICTUTL 1
KinbLEBUI reTepoatoM, Bubpanuii 3 N)-kapboHiny, i

i) amiHokapOOoHiny, 3amilLIEHOro No aToMy asoTy ABOMA He3anexHo BubpaHumn Ci-Ce-ankinamu;
Rc BUOpaHuii 3 rpynu, Wo cknagaerbes 3:

iy H,

i) C1-Ce-ankokey,

iiiy C1-Cs-ankokci-C1-Cs-ankinkapboHinamiHo-C1-Ces-arnkiny,

iv) C1-Cs-ankokci-C1-Cs-ankinkap6oHin(C1-Cs-ankin)amiHo-C1-Ce-ankiny,

v} C1-Cs-ankokcukapOoHiny,

vi) C1-Ces-ankiny,

vii} C1-Ce-ankincynbchoHiny,

viii) kapboken,

ix) WiaHo,

X} Cs-Cs-LIMKNOANKOKCH,
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xi} Cs-Cs-umknoankinkap6oHinamiHo-C1-Cs-ankiny,

xii) Cs-Cs-umnknoankinkap6orin(C1-Ce-ankin)amiHo-C1-Ce-ankiny,

xiii) rano-C+-Ce-ankiny,

Xiv) ranoreny,

XV) rigpokcu,

xvi) amiHokap6oHiny, 3amileHoro no aromy asoty Ry i Ro,

xvii) amiHokapboHin-C1-Ce-ankokcu, samiweHoro no atomy asoty Rn i Ro,

Xviil) 0QHOBaNEHTHOT apOMaTUYHOT reTEPOLUKIIIMHOT MOHOKINbLEBOT CUCTEMU 3 5 KinbLEBUX aToMiB,
o MicTuTb 3 KinbueBi retepoatomu, Bubpadi 3 N i O, 3amiwieHoi ogHuM H abo C1-Ce-ankinom,

XiX) (0gHOBaNEHTHa Hacu4eHa MOHOLMKIIYHA KinbLueBa cuctema 3 5-6 KinbUeBUX aTOMIB, LLO MICTUTb
1 kinbueBui retepoatom, Bubpanuii 3 O)-C1-Ce-ankokeu, samiieHoro H;

Ra1 He3anexHo BubpaHi 3 rpynu, Wo cknagaerbes 3:

iy H,

ii) ranoreny,

i) C1-Ce-ankiny, i

iv) rano-Ci-Ce-ankokcu;

RLi Rm siBnsitotTh coboio H;

Rn BMOpaHWi 3 rpymu, WO CKNagaeTbes 3.

xii) H,

xiii} C1-Ce-ankokcm,

xiv) C1-Cs-ankokci-C1-Ce-ankiny,

xv) C1-Cs-ankokcukap6oHin-Ci-Ce-ankiny,

xvi) C1-Cs-ankiny,

xvii) kap6okci-C1-Ces-ankiny,

xviii) Cs-Cs-Uuknoankiny,

xix) Cs-Cs-umknoankin-Ci-Ce-ankiny,

xx) rigpokci-C1-Ce-ankiny,

Xxi) peHiny, i

Xxii) (0gHOBareHTHa apomaTu4Ha reTepouunkniyHa MOHOKINbUeBa cuctema 3 5 i 6 KinbUeBMX aToMIB,
o MicTuTb 1 KinbueBuii retepoatom, Bubpanuii 3 N i S)-C+-Ce-ankiny;

Ro BubpaHuii 3 rpynu, Wo cknagaerbes 3:

pH,i

i} C1-Ce-ankiny;

abo Rn i Ro pasom 3 atToMOM asoTy, A0 SKOro BOHU MPUEAHAHI, YTBOPIOKOTb OAHOBANEHTHY HACUYEHY
MOHOUMWKNIMHY KinbueBy cucTemy 3 5-6 KinbueBux aToMiB, WO MICTUTb 1 KiNbLUEBUI reTepoaTtom,
Bubpanun 3 O i N;

abo i hapMmaleBTUYHO NPUARHATHA Cinb.

5. Cnonyka 3a 6yab-akum 3 nn. 1-4, ae Ra BuBpaHuit 3 rpynu, Wo cknagaerbes 3.

i) meTuny, etuny, nponiny, éytuny,

ii) uiano-C+-Ce-ankiny,

iy Cs-Ce-umknoanciny,

iv) dpeHiny, samiweHoro Rg i Rar,

V) 0QHOBAaNEHTHOI HACUYEHOT MOHOLUMKIIYHOT KifbLEBOT CUCTEMM 3 6 KiNbLEBUX aTOMIB, WO MICTUTDL 1
KinbLEBUI reTepoatoM, Bubpanuii 3 O, 3amiweHoi Rg i Rar, i

Vi) OIHOBANEHTHOT apOMAaTUYHOT reTEPOLIMKIIYHOT CUCTEMM 3 5-6 KiNbLEBUX aTOMIB, WO MICTUTb 1 abo
2 KinbueBi retepoatomMu, Bubpadi 3 O i N, 3amiweHoi Re i Ra1.

6. Cnonyka 3a 6yab-akum 3 nn. 1-5, ae Ra BubpaHuii 3 rpynu, Lo CKnagaeTbes 3:

i) meTuny, etuny, nponiny, éytuny,

ii) uiano-C+-Ce-ankiny,

iy Cs-Ce-umknoanciny,

iv) deHiny, samiweHunii Rg i Ra1,

V) TeTparigponipaHiny, 3amiweHoro Rg i Ray, i

Vi) OIHOBANEHTHOT apOMAaTUYHOT reTEPOLIMKIIYHOT CUCTEMM 3 5-6 KiNbLEBUX aTOMIB, WO MICTUTb 1 abo
2 KinbueBi retepoatomMu, Bubpadi 3 O i N, 3amiweHoi Re i Ra1.

7. Cnonyka 3a 6yab-akum 3 nn. 1-6, ge Ra BuOpaHui 3 rpynu, WO cKnagaerbes 3:

i) meTuny, etuny, nponiny, éytuny,

i) Cs-Cs-umknoankiny,

iii) cpeniny, 3amiweHoro Rg i Ray, i

iv) 0QHOBANEHTHOT apOMAaTUYHOT reTEPOLMKNIYHOT CUcTEMM 3 5-6 KinbLEeBUX aToOMIB, LLIO MiCTUTbL 1 abo
2 KinbueBi retepoatomMu, Bubpadi 3 O i N, 3amiweHoi Re i Ra1.
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8. Cnonyka 3a 6yab-akum 3 nn. 1-7, ae Ra BuBpaHuit 3 rpynu, Wo cknagaerbes 3.

i) meTuny, etuny, nponiny, éytuny, i

i) dheHiny, samiweHoro Rg i Ra1.

9. Cnonyka 3a 6yab-akuM 3 nn. 1-8, ae Ra siBnAe coboo MeTun, eTun, nponin, 6yTun.
10. Cnonyka 3a 6yab-akum 3 nn. 1-9, ae Ra siBnsie coboto derin, 3amiwennii Re i Ra1.
11. Cnonyka 3a 6yab-akum 3 nn. 1-10, ae R BubpaHuii 3 rpynu, Lo CKNagaeTbcs 3:
iy H,

i) C1-Ce-ankokey,

iiiy C1-Cs-ankokci-C1-Cs-ankinkapboHinamiHo-C1-Ces-arnkiny,

iv) C1-Cs-ankokci-C1-Ce-ankinkap6oHin(C1-Cs-ankin)amiHo-C1-Ce-ankiny,

v} C1-Cs-ankokcukapOoHiny,

vi) C1-Ces-ankiny,

vii} C1-Ce-ankincynbchoHiny,

viii) kapboken,

ix) WiaHo,

X} Cs-Cs-LIMKNOANKOKCH,

xi} Cs-Cs-umknoankinkap6oHinamiHo-C1-Cs-ankiny,

xii) Cs-Cs-umnknoankinkap6orin(C1-Ce-ankin)amiHo-C1-Ce-ankiny,

xiii) rano-C+-Ce-ankiny,

Xiv) ranoreny,

XV) rigpokcu,

xvi) amiHokapboHiny, 3amileHoro no aromy asoty Ry i Ro,

xvii) amiHokapboHin-C1-Ce-ankokcu, samiweHoro no atomy asoty Rn i Ro,

Xviil) 0QHOBaNEHTHOT apOMaTUYHOT reTEPOLUKITIMHOT MOHOKINbLUEBOT CUCTEMU 3 5 KiNbLEBUX aTOMIB,
o MicTuTb 3 KinbueBi retepoatomu, Bubpadi 3 N i O, 3amiweHoi oaHum H abo C1-Ce-ankinom,
XiX) (0gHOBaNEHTHa Hacu4eHa MOHOLMKIIYHA KinbLueBa cuctema 3 5-6 KinbUeBUX aTOMIB, LLO MICTUTb

1 kinbueBui retepoatom, Bubpanuii 3 O)-C1-Ce-ankokeu, samiwieHoro H.

12. Cnonyka 3a 6yab-akum 3 nn. 1-11, ae Re BubpaHuii 3 rpynu, Lo CKNagaeTbcs 3:
iy H,

i) C1-Ce-ankokey,

iii) C1-Ce-ankokci-C1-Cs-ankinkap6oHin(C1-Ce-ankin)amiHo-C1-Ce-ankiny,

iv) Cs-Cs-LIMKNOANKOKCH,

V) ranorexy,

vi) amiHokapOOoHiny, 3aMilleHoro no atoMmy asoty Rn i Ro,

vii) amiHokapOoHin-C1-Ce-ankokcu, 3amileHoro no atomy a3oty Rn i Ro,

viii) 0gHOBaNEHTHOT apoMaTUYHOT reTEPOLUUKITIMHOT MOHOKINBLLEBOT CUCTEMM 3 5 KinbUEBUX aTOMIB, LLO
MiCTUTb 3 KinbueBi retepoaromm, BubpaHi 3 N i O, samiweHoi oaHum H abo C1-Ce-ankinom, i
iX) (ogHOBaneHTHa Hacu4YeHa MOHOUMKNIYHA KinbueBa cuctemMa 3 5-6 KinbUeBUxX aToMmis, LLO MICTUTb 1
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KinbLeBMI retepoatom, Bubpanuii 3 O)-C1-Ce-ankokcu, 3amiwieHoro H.

13. Cnonyka 3a 6yab-akum 3 nn. 1-12, ae Ra1 BUGpaHuWii 3 rpynu, Lo CKNagaeTbes 3:
iy H,

i) ranorexy,

i) C1-Ce-ankiny, i

iv) rano-C1-Ce-ankokcu.

14. Cnonyka 3a 6yab-akum 3 nn. 1-13, ae Ra1 BUOpaHui 3 rpynu, WO CKNagaeTbea 3:
pH,i

i) ranoreny.

15. Cnonyka 3a 0yab-skum 3 nn
16. Cnonyka 3a 6yab-saKkum 3 nn
iy C1-Ce-ankokci-C1-Ce-ankiny, i
i) C1-Ce-ankiny.

17. Cnonyka 3a 6yab-akum 3 nn. 1-16, ae Ro aBnse coboto C1-Ce-ankin.

4, ne RLi RmsaBnsiotk co6oto H.

.11
. 1-15, pe Ry BMGpaHui 3 rpynu, Wo CKNagaeTbcs 3:

18. Cnonyka 3a O6yab-akum 3 nn. 1-17, ge Rn i Ro pasoM 3 aToMOM a30Ty, A0 SIKOTO BOHU NPUEQHaHI,

YTBOPIOIOTH MopdoniHin abo niponigauHin.

19. Cnonyka 3a 6yab-akum 3 nn. 1-18, ge Re BUOpaHuii 3 rpynu, WO CKnagaeTbes 3;
i) meTuny, etuny, nponiny, éytuny,

i) C1-Ce-ankincynbcoHiny,

iy C1-Cs-ankincynbdoHinamio,

iv) amiHokap6oHiny,

V) UiaHo,
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vi) ranoreny,

vii) 0OAHOBANEHTHOT HACUYEHOT MOHOLMKNIYHOT KiNbLUEBOI CUCTEMM 3 6 KiNbLEBUX aTOMIB, O MICTUTb 2
KinbueBi retepoatomu, Bubpadi 3 O, N, i

viii) 0gHOBaNEHTHOT apoMaTUYHOT reTEPOLUUKITIMHOT MOHOKINBLLEBOT CUCTEMM 3 5 KinbUEBUX aTOMIB, LLO
MicTuTb 1, 2 abo 3 kinbueBsi retepoartomm, Bubpari 3 O i N, 3amiweHoi ogHum H, C1-Cs-ankinom abo
Tpuankincunin-C1-Ce-ankokci-C1-Ce-ankinom.

20. Cnonyka 3a 6yab-akum 3 nn. 1-19, ge Rs BUGpaHuit 3 rpynu, WO CKNagaeTbes 3.

i) uiaHo, i

i) ranoreny.

21. Cnonyka 3a 6yab-akum 3 nin. 1-20, ae Re siBnsie co60ko ranoreH.

22. Cnonyka 3a 6yab-skum 3 nn. 1-21, ae Rc BubpaHui 3 rpynu, WO cknagaeTbcs 3:

iy H,

i) meTuny, eTuny, nponiny, 6ytuny, i

i) ranoreHy.

23. Cnonyka 3a 6yab-akum 3 nn. 1-22, ae Rc siBnse coboto metun, etun, nponin, éytun.

24. Cnonyka 3a 6yab-akum 3 nn. 1-23, ae Rc1 sBnsie coboro H.

1
25. Cnonyka 3a 6yab-akum 3 nn. 1-24, ge W BubpaHuii 3 kinbuesux cuctem A i C.
26. Cnonyka 3a 6yab-akum 3 nn. 1-25, ge W aBnse coboio KinbLeBy cuctemy A.
27. Cnonyka 3a 6yab-akum 3 nn. 1-26, ae Rp1 siBnsie coboto C1-Ce-ankin.
28. Cnonyka 3a 6yab-akum 3 nn. 1-27, ge Rp2 BUGpaHuit 3 rpynu, WO Cknagaerbes 3:
iy H,
i) ranorexy,

iii) rinpokci-C1-Cs-ankokcu,

iv) rigpokci-C1-Cs-ankin(C1-Cs-ankin)amio,

V) riapokci-C1-Ce-ankinamio,

vi) aurigpokci-C1-Cs-ankokcu,

vii) auriapokci-C1-Ce-ankin(C1-Ce-ankinyamiHo, i

viii) 04HOBaNEHTHOT HAaCUYEHOT MOHOLMKAIYHOT KiflbLIEeBOT CUCTEMM 3 4 KiNbLEBUX aTOMIB, LLO MICTUTL 1
KinbLEBUI reTepoatom, BubpanHuii 3 N.

29. Cnonyka 3a 6yab-akum 3 nn. 1-28, ae Rp2 BUGpaHuit 3 rpynu, WO CKnagaerbes 3:

iy H,

ii) rigpokci-C1-Ce-ankokem, i

iii) rigpokci-C1-Ce-ankin(C1-Ce-ankinyamiHo.

30. Cnonyka 3a 6yab-akum 3 nn. 1-29, ae Roz BUOpaHuin 3 rpynu, WO CKNagaeTbes 3:

iy H,

i) C1-Ce-ankokci-C1-Ce-ankinkapboHiny,

iy C1-Cs-ankokcukapOoHiny, i

iv) C1-Ce-ankinkap6oHiny.

31. Cnonyka 3a 6yab-akum 3 nn. 1-30, ae Rps BUOpaHuin 3 rpynu, WO CKNagaeTbea 3.

iy H,

iy C1-Ce-ankokcukapOoHiny,

iii) (0AHOBaneHTHa Hacu4yeHa MOHOUMKMIYHA KinbLeBa cuctema 3 5 KinbueBux atoMmie, WO MICTUTL 1
KinbLEBUI reTepoatom, Bubpanui 3 N)-kapboHiny, i

iv) amiHokap6oHiny, 3aMilleHOoro Nno atoMy asoTy ABOMA HesanexHo BubpaHumm C1-Ces-ankinamm.
32. Cnonyka 3a n. 1 i hopmynu (1a)

Ra
O\/W
Rg
Re
(la)

abo ix hapmMaUeBTUYHO MPUIRHATHI COMi.
33. Cnonyka 3a n. 1 i hopmynu (Ib):
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N
Ra N—
O
O\)l\ N>:
\
Rp1

Re

Rs

, (Ib)
ae
RaBUBpaHun 3 rpynu, Lo CKNagaeTbea 3:
i) meTuny, etuny, nponiny, éytuny, i
i) dpeHiny, samiweHoro Rg i Ra1;
Rs BUBpaHun 3 rpynu, Lo CKNagaeTbea 3:
i) uiaHo, i
i) ranorexy,
Rc BuGpaHuin 3 rpymu, WO CknagaeTbes 3.
iy H,
i) meTuny, eTuny, nponiny, 6ytuny, i
i) ranoreHy;
Rp+1 saBnse coboto C1-Ce-ankin;
Rc BUOpaHuii 3 rpynu, Wo cknagaerbes 3:
iy H,
i) C1-Ce-ankokey,
iii) C1-Ce-ankokci-C1-Cs-ankinkap6oHin(C1-Ce-ankin)amiHo-C1-Ce-ankiny,
iV) ranoreny,
V) aMiHokapboHiny, 3amileHoro no atomy asoty Ry i Ro,
vi) amiHokapboHin-C1-Cs-ankokeu, 3amilieHoro no atomy asoty Ry i Ro,
vii) 0QHOBaANEHTHOT apoOMaTUYHOT reTepoLMKNIYHOT MOHOKINbLEBOT CUCTEMU 3 5 KiNbLUEBUX aTOMIB, LLO
MicTUTb 3 KinbLeBi reTepoaTomu, Bubpati 3 N i O, 3amileHoi ogHum H abo C1-Ce-ankinom, i
viii) (ogHOBaneHTHa Hacu4yeHa MOHOUMKIIYHA KinbueBa cuctema 3 5-6 KinbUeBUX aToOMIB, WO MICTUTb
1 kinbueBui retepoatom, Bubpanuii 3 O)-C1-Cs-ankokeu, 3amiweHoro H; i
Ra1 BUGpaHuii 3 rpynu, L0 CKNagaeTbes 3:
pH,i
i) ranorexy,
Rn BUOpaHWi 3 rpynu, LLO CKNagaeTbes 3.
iy C1-Ce-ankokci-C1-Ce-ankiny, i
i} C1-Ce-ankiny;
Ro sisnsie cobowo C1-Ce-ankin;
abo Ry i Ro pasom 3 atroMoOM asoTy, A0 SKOr0 BOHU NPUEZHAaHi, YTBOPKOWTb MopdoniHin abo
niponiguxin,
abo ix hapmMaUeBTUYHO MPUIRHATHI COMi.
34. Cnonyka 3a n. 1 i dhopmynu (Ib):

N
Ra N—
0
O\)l\ N>:
\
Rp1

Re

Re

, (Ib)
ae
RaBUBpaHun 3 rpynu, Lo CKNagaeTbea 3:
i) meTuny, etuny, nponiny, éytuny, i
i) dpeHiny, samiweHoro Rg i Ra1;
Rs BUBpaHun 3 rpynu, Lo CKNagaeTbea 3:

222



10

15

20

25

30

35

40

45

50

UA 123362 C2

i) uiaHo, i

i) ranorexy,

Rp+1 saBnse coboto C1-Ce-ankin;

Rc BUOpaHuii 3 rpynu, Wo cknagaerbes 3:

iy H,

i) C1-Ce-ankokey,

iiiy C1-Cs-ankokci-C1-Cs-ankinkapboHinamiHo-C1-Ces-arnkiny,

iv) C1-Cs-ankokci-C1-Cs-ankinkap6oHin(C1-Cs-ankin)amiHo-C1-Ce-ankiny,

v} C1-Cs-ankokcukapOoHiny,

vi) C1-Ces-ankiny,

vii} C1-Ce-ankincynbcoHiny,

viii) kapboken,

ix) WiaHo,

X} Cs-Cs-LIMKNOANKOKCH,

xi} Cs-Cs-umknoankinkap6oHinamiHo-C1-Cs-ankiny,

xii) Cs-Cs-umnknoankinkap6orin(C1-Ce-ankin)amiHo-C1-Ce-ankiny,

xiii) rano-C+-Ce-ankiny,

Xiv) ranoreny,

XV) amiHokap®oHiny, 3aMilleHoro no atoMy asoty Ry i Ro,

xvi) amiHokapOoHin-C1-Ce-ankokcu, 3amiweHoro no atomy asoty Rn i Ro,

Xvii) 04HOBaNEHTHOT apOMaTUYHOT reTePOLMKNIYHOT MOHOKINbLEBOT CUCTEMM 3 5 KiNbLUEBUX aTOMIB, LLO
MiCTUTb 3 KinbueBi retepoartomu, Bubpati 3 N i O, samiweHoi ogHum H, C1-Ce-ankinom,
xviii) (ogHOBanNeHTHa HacM4yeHa MOHOUMKIIYHA KinbueBa cuctema 3 5-6 KinbUueBUX aTOMIB, LLIO MICTUTb
1 kinbueBui retepoatom, Bubpanuii 3 O)-C1-Cs-ankokeu, 3amiweHoro H, i

Ra1 BUGpaHuii 3 rpynu, L0 CKNagaeTbes 3:

iy H,

i) ranorexy,

i) C1-Ce-ankiny, i

iv) rano-Ci-Ce-ankokcu;

Rn BMOpaHWi 3 rpymu, WO CKNagaeTbes 3.

iy H,

i) C1-Ce-ankokey,

iiiy C1-Cs-ankokci-C1-Ces-ankiny,

iv) C1-Ce-ankokcukapboHin-C+-Ces-ankiny,

v) C1-Ce-ankiny,

vi) kap6okci-C1-Ce-ankiny,

vii} Cs-Ce-Luknoankiny,

viii) Cs-Cs-umknoankin-C+-Ce-ankiny,

ix) rigpokci-C1-Ce-ankiny,

X) dheHiny, i

Xi) (ogHOBaneHTHa apoMaTHUyHa reTepounknidyHa MOHOKINbUEBaA cuctema 3 5 i 6 KinbLeBux atomis, LLO
MiCTUTb 1 KinbLUeBun retrepoatom, Bubparnuii 3 N i S)-C1-Ce-ankiny;

Ro BubpaHuii 3 rpynu, Wo cknagaerbes 3:

pH,i

iy G1-Ce-ankiny;

abo Ry i Ro pasom 3 aToMOM a30Ty, 40 SIKOFO BOHU NPUEAHAHI, YTBOPIOKOTbL NiNEpPUAUHIN, MOpdOoniHin
abo niponiguHin;

abo ix hapmMaueBTUYHO MPUIRHATHA Cinb.

35. Cnonyka 3a n. 1 i dhopmynu (Ic):

N
Ra N—
O
O \)l\ N>:
\
Rp1

/
N/ Re
, (Ie)

ae
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Ra aBnge coboto metun, eTun, nponin, 6ytun,

Rc BuGpaHuin 3 rpymu, WO CknagaeTbes 3.

i) meTuny, etuny, nponiny, éytuny, i

i) ranorexy,

Rp+1 saBnse coboto C1-Ce-ankin;

abo ix hapmMaueBTUYHO MPUIRHATHA Cinb.

36. Cnonyka 3a 6yab-gkuMm 3 nn. 1-35, BubpaHa 3 HACTyNHUX:
[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)meTun]-4-metun-1H-1,2,4-tpnason-5-oH;
[(2-TpeT-OyTUn-4-xnop-5-dpropdeHokcu)metun]-4-metun-1H-1,2,4-tpnason-5-oH;
[(3,3-aumeTun-6-nponaH-2-in-1,2-aurigpoinaeH-5-imokcumetun]-4-metun-1H-1,2 4-rpuason-5-oH;
[[2-TpeT-OyTun-4-(3-meTun-1,2,4-okcagiason-5-in)eHokcu]metun]-4-metun-1H-1,2 4-tpnason-5-oH;
[[2-TpeT-OyTun-4-[1-(2-TPUMETUNCUNINETOKCUMETUN)iMiga3on-2-in]deHokculmetun]-4-metnn-1H-
,2,4-Tpnason-5-oH;
-[[2-TpeT-6yTun-4-(1-meTunimigason-2-inyeHokcu]metun]-4-metnn-1H-1,2,4-tpnason-5-oH;
3-[[2-TpeT-OyTun-4-(1,3-okcason-2-inypeHokcn]meTun]-4-metun-1H-1,2, 4-tpnason-5-oH;
3-[(2-TpeT-6yTun-4-mopdoniH-4-indeHokcn)meTun]-4-metun-1H-1,2,4-Tpuason-5-oH;
3-[[2-TpeT-OyTun-4-(3-meTunimigason-4-inycpeHokcumetun]-4-metnn-1H-1,2,4-tpnason-5-oH;
3-[[2-TpeT-OyTun-4-(5-metun-1,3,4-okcagiazon-2-in)peHokcn]metun]-4-metnn-1H-1,2, 4-tpnason-5-oH;
4-[(4-meTun-5-okco-1H-1,2,4-Tpnason-3-in)MmeTokcu]-3-nponaH-2-indeH3oHITpusT;
2-MeTun-4-[(4-metun-5-okco-1H-1,2,4-Tpnason-3-in)meTokcu]-5-nponan-2-inbeH3oHiTpnm;
3-TpeT-0yTun-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)MeTOKCU]OEH3OHITPUIT;
3-[(4-xnop-2-yuknonponin-5-mMeTuncynsoHingeHokcn)metTun]-4-metun-1H-1,2 4-tpuason-5-oH;
3-[(2-TpeT-6yTUn-4-meTuncynbdoHindeHokecu)metun]-4-metun-1H-1,2,4-tpnason-5-oH;
5-TpeT-0yTun-2-metun-4-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)MeToKkCu]0EH3OHITPUIT;
4-TpeT-0yTUn-2-meTnn-5-[(4-metnn-5-okco-1H-1,2,4-tpuason-3-in)MeTokcn]6eH3oHITpNM;
3-[[2-TpeT-0yTun-4-[3-(2-TpumMeTuncunineTokcumeTun)imigason-4-injgeHokcn]-metun]-4-metnn-1H-
1,2,4-Tpnason-5-oH;
3-[(4-xnop-2-yuknonponin-5-meTundeHokcn)meTun]-4-metun-1H-1,2,4-rpuason-5-oH;
3-[(4-xnop-2-yuknorekcun-5-metundeHokcn)meTun]-4-metun-1H-1,2,4-rpuason-5-oH;
3-[[4-xnop-5-meTnn-2-(okcaH-4-in)deHokcu]metun]-4-metun-1H-1,2,4-tpuason-5-oH;
2-xnop-4-yuknonponin-5-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)MeTokcn]OEH3OHITPU N
N-[2-xnop-4-uunknonponin-5-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
inyMmetokculdheHin]metaHcynsdoHamia;
4-TpeT-0yTun-3-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)MeTOKCU]OEH3OHITPUIT;
4-TpeT-0yTun-3-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-im)meTokcu]d0eHsamia;
5-TpeT-0yTun-2-metun-4-[(5-okco-4-nponau-2-in-1H-1,2,4-tpuason-3-in)MeTokCn]0€H3OHITPUIT;
4-metun-3-[(5-meTun-2-nponaH-2-indeHokcu)metun]-1H-1,2 4-rpuason-5-oH;
3-[(4-xnop-5-MeTun-2-nponax-2-indeHokcn)meTun]-4-metun-1H-1,2,4-tpnason-5-oH;
3-[(4-xnop-2-nponaH-2-indeHokcn)meTun]-4-metun-1H-1,2,4-tpuason-5-oH;
3-[(6-ymknonponin-2-meTun-1,3-6eH3oTiason-5-im)okcumeTun]-4-metun-1H-1,2,4-tpnason-5-oH;
3-[(4-xnop-2-uuknobytun-5-metundeHokcu)metun]-4-metun-1H-1,2, 4-tpnason-5-oH;
3-[[2-TpeT-OyTun-4-(1H-imigazon-2-in)eHokcn]metun]-4-metun-1H-1,2,4-tpnason-5-oH;

3

3

3
3
3
3
3
1
3

[2-TpeT-6yTun-4-(1H-imigason-5-in)deHokculmetun]-4-metun-1H-1,2,4-tpnason-5-oH;

(4-xnop-5-meTun-2-eHindeHokcn)metTun]-4-metun-1H-1,2 4-rpuason-5-oH;
3-[[4-xnop-2-(2-xnopdeHin)-5-meTundeHokculmeTun]-4-metun-1H-1,2 4-tpuason-5-oH;
3-[[4-xnop-2-(3-xnopdeHin)-5-meTundeHokcu]meTun]-4-metun-1H-1,2 4-tpnason-5-oH;
3-[[4-xnop-2-(4-xnopdeHin)-5-meTundeHokculmeTun]-4-metun-1H-1,2,4-tpuason-5-oH;
3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)metokcun]peHin]0eH3oHITpum;
3-[[4-xnop-5-meTnn-2-(3-metuncynedorindeHin)deHokculMmetun]-4-metun-1H-1,2 4-tpuason-5-oH;
3-[[4-xnop-5-meTnn-2-(2-metuncynedoHindeHin)deHokculMmetun]-4-metun-1H-1,2 4-tpuason-5-oH;
3-[[4-xnop-5-meTun-2-[3-(ninepuaunn-1-kapbonin)denin]deHokcnlmetTnn]-4-metun-1H-1,2,4-tpnason-
5-0H;
3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-rpuason-3-in)metokcu]erin]-N-
umknorekcmnbéeHsamia;
3-[[4-xnop-5-meTun-2-[3-(MopdoniH-4-kapboHin)denin]deHokcu]metun]-4-metun-1H-1,2,4-tpnason-
5-0H;
3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)metokcn]eninldoeHsamia,;
3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-rpuason-3-in)metokcu]eHin]-N,N-
aumeTtunbeHsamia;
3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]perinl-N-ceHinbeHsamig,;
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3-xnop-5-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]heHin]oeHsamia;
3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-rpuason-3-in)metokcu]eHin]-N-uuknonponin-4-
dhropbeHsamia;

4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)MeTokcu]-3-heHindeH3oHITpusT;
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-rpuason-3-in)metokcu]erin]-N-(2-
MeTokcieTun)beH3amia;
3-[[4-xnop-2-(2-xnopnipuaunH-3-in)-5-meTundreHokculmetTnn]-4-metun-1H-1,2,4-tpuason-5-oHx;
3-[[4-xnop-2-(6-xnopnipuaunH-2-in)-5-meTundreHokculmetTnn]-4-metun-1H-1,2,4-tpuason-5-oHx;
5-[5-xnop-4-meTnn-2-[(4-meTnn-5-okco-1H-1,2,4-tpnason-3-in)metokcu]deHinnipnamH-3-
kapbokcamig;
3-[[4-xnop-2-(6-meToKCUNipuanuH-2-in)-5-meTundeHokculmeTun]-4-metun-1H-1,2,4-rpuason-5-oH;
3-[(4-xnop-5-MeTun-2-nipasuH-2-inpeHokcn)metun]-4-metun-1H-1,2,4-rpuason-5-oH;
3-[(4-xnop-5-MeTun-2-nipumiguH-2-inpeHokcn)metun]-4-metun-1H-1,2,4-tpuason-5-oH;
3-[[4-xnop-5-meTun-2-[2-MeTun-5-(tpudptopmeTun)nipason-3-injpeHokculmeTun]-4-metun-1H-1,2,4-
Tpnason-5-oH;
3-[[4-xnop-5-meTun-2-(1,2-okcason-5-imydeHokculmeTun]-4-metun-1H-1,2,4-rpnason-5-oH;
3-[[4-xnop-5-meTun-2-(1,3-okcason-5-imdeHokculmeTun]-4-metun-1H-1,2,4-rpnason-5-oH;
3-[[4-xnop-5-meTun-2-(3-metunimigason-4-in)peHokcu]metun]-4-metun-1H-1,2,4-tpuason-5-oH;
3-[[4-xnop-2-(1H-imigason-5-in)-5-meTundgeHokculmeTun]-4-metun-1H-1,2,4-Tpnason-5-oH;
3-[[4-xnop-5-meTun-2-(1,3-okcason-2-imydeHokculmeTun]-4-metun-1H-1,2,4-rpuason-5-oH;
3-[[4-xnop-5-meTun-2-(2-metunnipason-3-in)deHokculmetun]-4-metun-1H-1,2,4-rpuason-5-oHx;
2-x10p-4-[(4-meTun-5-okco-1H-1,2 4-Tpuason-3-imymeTtokcu]-5-peHinbeHsoHirpunm;
2-x1nop-5-(4-dbTopdein)-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)MeToKCM]GEH3OHITPUN;
3-[4-xnop-5-uiaHo-2-[(4-MmeTun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]deHin]-N-metunbeHsamia,
2-xnop-4-[(4-meTtun-5-okco-1H-1,2,4-tpnason-3-immeTtokcu]-5-[3-(1H-nipason-3-
imcpeHin)6eH3oHITpUN;
2-xnop-5-[3-(5-metnun-1,2,4-okcagiason-3-in)deHin]-4-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
iMMeTOKCU]6EH30HITPUN;
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-rpuason-3-in)metokcu]erin]-N-(2-
rigpokcieTun)beHsamia;
2-xnop-5-[3-(5-metnun-1,3,4-okcagiason-2-in)deHin]-4-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
iMMeTOKCU]6EH30HITPUN;
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-rpuason-3-in)metokcu]erin]-4-cprop-N,N-
aumeTunbeHsamia;
3-[4-xnop-5-uiaHo-2-[{(4-meTun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]eHin]-N,N-
aumeTtunbeHsamia;
3-[[4-xnop-2-[2-dTop-5-(MopdoniH-4-kapboHin)deHin]-5-metundgeHoken]metnn]-4-metun-1H-1,2 4-
Tpnason-5-oH;

2-xnop-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]-5-[3-(mopdoniH-4-
kapOoHin)deHin|6eH30HITpUn,
MeTuN-3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]eHin]deHsoar;
3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]peHin]deHsonHa KucnoTa;
MeTun-3-[[3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-Tpnason-3-
immeTokcu]peHin]beHsoin]amiHo]nponaHoar;
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]erin]-N-(2-rinpokcieTnn)-N-
MeTundeHsamia;

etun-2-[[3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-rpnason-3-
immeTokcu]penin]bensoinjamiHolaueTar;
3-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
immeTokcu]peHin]beHsoin]amiHolnponaHoBa KMCNOTA;
2-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
immeTokcu]peHin]beHsoinjamiHolouTOBa KMCNOTA,
MeTun-3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-tpuason-3-imymetokcu]deHin]-4-
MeTunbeH3oar;
3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)meTokcu]peHin]-4-meTunbeH3onHa
KUCnoTa;

3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-rpuason-3-in)metokcu]eHin]-N,N,4-
TpumeTundeHsamia;
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]derin]-4-
(TpudbTopmeToKCcH)OEH3amia;
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3-[[4-xnop-2-(2-meTokecunipuanH-3-in)-5-meTundeHokculmetun]-4-metun-1H-1,2,4-rpuason-5-oH;
2-x10p-5-(2-meTokeunipuauH-3-in)-4-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)MeTOKCU]OEH3OHITPUN;
3-[[4-xnop-2-(5-eToKeu-2-dpTopdpeHin)-5-metTundeHokcnlmeTun]-4-metun-1H-1,2,4-tpuason-5-oH;
3-[[4-xnop-2-(2-meTokcudeHin)-5-metTundgeHokculmeTun]-4-metun-1H-1,2,4-tpuason-5-oH;
3-[[4-xnop-2-(2-pTOp-5-nponaH-2-inokcudeHrin)-5-metundeHokculmetTun]-4-metun-1H-1,2 4-tpnason-
5-0H;
3-[[4-xnop-2-[2-dTOop-5-(2-MeTunnponokcn)dpeHin]-5-metundgeHokculmetun]-4-metun-1H-1,2,4-
Tpnason-5-oH;
3-[[4-xnop-2-[2-MeToKCeU-5-(TpudTopmeTun)deHinl-5-metunderokculmetun]-4-metun-1H-1,2,4-
Tpnason-5-oH;
3-[[4-xnop-2-(2-meToKcU-5-nponax-2-indeHin)-5-metundeHokcu]metun]-4-metun-1H-1,2 4-tpnason-
5-0H;

2-xnop-5-[2-prop-5-(MopdoniH-4-kapboHin)denin]-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-
iMMeTOKCU]6EH30HITPUN;
3-[[4-xnop-2-[2-pTop-5-(niponignH-1-kapboHin)deHin]-5-meTunderokculmetun]-4-metun-1H-1,2 4-
Tpnason-5-oH;
3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-rpuason-3-in)metokcu]eHin]-N-uuknonponin-4-
dTop-N-meTundeHsamia;
3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-rpnason-3-in)metokcu]perin]-4-cprop-N-(2-
rigpokcieTun)-N-meTunbeHsamia;
4-[3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcu] deHinl-4-propbensoin]-1-
MeTUNNinepasnH-2-0H;
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-rpnason-3-in)metokcu]erin]-N-umknoneHtun-4-
dTop-N-meTundeHsamia;
3-[[4-xnop-2-[2-dTOop-5-(0kconaH-3-inMeTokeun)peHin]-5-meTunderHokcu]metun]-4-metun-1H-1,2 4-
Tpnason-5-oH;
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]derin]-4-prop-N-metnn-N-
(TiopeH-2-inmeTnn)beHsamia;
3-[[4-xnop-2-[2-dTop-5-(ninepuamnn-1-kapboHin)deHin]-5-metTunderokculmetun]-4-metun-1H-1,2 4-
Tpnason-5-oH;

3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-rpuason-3-in)metokcu]erin]-N-
(umknonponinMeTun)-4-gptop-N-MeTunéeHsamia;
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]derin]-4-prop-N-metnn-N-
(nipuanH-2-inMeTun)beHsamia;

3-[[4-xnop-2-[2-dTOop-5-(0KCaH-4-inMeToken) heHin]-5-meTunderHokculmetun]-4-metun-1H-1,2,4-
Tpnason-5-oH;
3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-tpnason-3-in)metokcu]erin]-4-cprop-N-(2-
MeTokcieTun)-N-meTunbéeHsamia;
3-[[4-xnop-2-[2-dTOop-5-(0kconaH-2-inMeTokeun)peHin]-5-meTunderHokculmetun]-4-metun-1H-1,2 4-
Tpnason-5-oH;

2-[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2 4-tpuason-3-in)metokcun]deninl-4-dropdreHokcu]-
N,N-aumeTunauetamia;
1-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-Tpuason-3-in)MmeTokcu]ldeHin]-4-
drropderinlmeTnn]-4-meTunninepasuH-2,5-1ioH;
7-[5-xnop-4-meTnn-2-[(4-meTnn-5-okco-1H-1,2,4-tpuason-3-in)Mmetokcu]deHin]-6-grop-3-metun-1,3-
OeH30KCca30Mn-2-0H;
N-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-Tpnason-3-in)Mmetokcu]deHin]-4-
dhTopdeHin]meTnn]-2-meToken-N-meTunayeTamia;
N-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-Tpnason-3-in)Metokcu]deHin]-4-
dropdeninmeTun]unknonponaHkapbokcamia;
N-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-Tpnason-3-in)Metokcu]deHin]-4-
dropcerin)meTnn]-N-meTunuuknonponaHkapbokcamia;
3-[[4-xnop-2-[2-dTOop-5-[(2-0KconiponianH-1-im)meTun]deHinl-5-metTundeHokculveTun]-4-metun-1H-
1,2,4-Tpnason-5-oH;

3-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2, 4-tpuason-3-imymetokcu]deHin]-4-
dropdeninimeTnn]-1,3-okcasoniguH-2-oH;
N-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-Tpnason-3-in)Metokcu]deHin]-4-
dhTopdeHin]meTnN]-2-MeTOKCiaLeTamia;
2-xnop-5-(2-dbTopdein)-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)MeToKCM]GEH3OHITPUN;
2-xnop-5-(3-dbTopdein)-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)MeToKCM]GEH3OHITPUN;
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3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]derin]-4-
(TPMdTOPMETOKCU)DEHIOHITPUN;

2-xnop-5-[2-pTop-5-(okconaH-2-inMeTokcun) perin]-4-[(4-meTun-5-okco-1H-1,2,4-Tpuason-3-
iMMeTOKCU]6EH30HITPUN;
2-xnop-5-(2-dprop-3-meTokcudeHin)-4-[(4-metTun-5-okco-1H-1,2,4-tpnason-3-
iMMeTOKCU]6EH30HITPUN;
2-xnop-5-(2-dprop-5-nponax-2-inokcudeHin)-4-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
iMnMeTOKCU]6eH30oHITpUN;
3-[[4-xnop-2-(2-pTOp-3-MeTOoKCUDEHIN)-5-MeTundeHokculmeTun]-4-metun-1H-1,2,4-rpuason-5-oH;
2-xnop-5-(2,3-audropdeHin)-4-[(4-meTnn-5-okco-1H-1,2,4-Tpuason-3-in)MeTokcn]6eH30HITPU;
3-[[4-xnop-2-(5-umknonponinokcu-2-gropderin)-5-metundgeHokculmeTun]-4-metun-1H-1,2,4-
Tpnason-5-oH;
2-xnop-5-(5-xnop-2-propdeHin)-4-[(4-meTnn-5-okco-1H-1,2,4-Tpuason-3-in)MeTokcn]6eH3OHITPU;
2-xnop-5-(2,5-audropdeHin)-4-[(4-meTnn-5-okco-1H-1,2,4-Tpuason-3-in)MeTokcn]6eH3oHITPU;
2-xnop-5-(5-umknonponinokcn-2-gpropdeHin)-4-[(4-meTun-5-okco-1H-1,2,4-rpuason-3-
iMMeTOKCU]6EH30HITPUN;
2-xnop-5-[2-pTop-5-(TpudrropmeTun)erin]-4-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
iMMeTOKCU]6EH30HITPUN;

3-[(4-xnop-5-MeTun-2-nponax-2-indeHokcn)meTnn]-1H-nipnaasnH-6-oH;
[(4-xnop-2-uuknonponin-5-mMeTundeHokcn)meTun]-1H-nipuaasmH-6-ox;
[(4-xnop-5-dTOop-2-nponaH-2-indeHokcn)metun]-1H-nipuaasuH-6-oH;
[(5-xnop-4-MeTun-2-nponax-2-indgeHokcu)MmeTun]-1H-nipnaasmH-6-ox;
[(4-xnop-2-uuknobyTun-5-meTundeHokcn)mMeTun]-1H-nipnaasnH-6-oH;
[(4-xnop-2-uuknorekcun-5-metundeHokcn)meTun]-1H-nipnaasmH-6-ox;
[[4-xnop-5-meTun-2-(okcaH-4-in)deHokecu]meTun]-1H-nipuaasnH-6-oH;
[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)meTun]-1H-nipuaasuH-6-oH;
[5-xnop-4-meTun-2-[(6-okco-1H-nipuaasuH-3-in)MeTokcu]deHin]-2-MeTunnponaHHiTpun;
[(2-TpeT-OyTun-4-metuncynbdoHindeHokcn)meTun]-1H-ingason;
[(4-xnop-5-MeTun-2-nponax-2-indgeHokcu)meTun]-1H-iHaason;
[(2-TpeT-OyTUn-4-xnop-5-metundeHokcn)metnn]-1H-nipasono[3,4-b]nipnanH;
TpeT-0yTun-2-metun-4-(1H-nipazono[3,4-blnipnanH-3-inMeTokcn)0eH3OHITPU;
[5-xnop-4-meTtun-2-(1H-nipasono[3,4-blnipuanH-3-inmeTokcun)deHrin]-1,2-okcason;
[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)meTun]-6-gprop-1H-nipazono[3,4-blnipnaun;
[[3-[(2-TpeT-OyTuUn-4-xnop-5-metundeHokcu)metnn]-1H-nipasono[3,4-b]nipugun-6-injamiHoletaHon;
[[3-[(2-TpeT-OyTUn-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-blnipuanH-6-in]-
eTunamiHoleTaHon,
[(2-TpeT-OyTUn-5-meTun-4-metuncynsoHindeHokcn)metnn]-1H-nipasono[3,4-b]nipnany;
[(2-TpeT-OyTUn-5-meTnn-4-metuncynosdorinderHokcn)metTnn]-1H-ingason;
[[3-[(2-TpeT-OyTun-4-xnop-5-propdeHokcn)metun]-1H-nipasono[3,4-b]nipnaunn-6-injamiHo]eTaHon;
[(2-TpeT-OyTun-4-xnop-5-dpropdeHokcn)meTnn]-6-rop-1H-nipasono[3,4-bJnipnanH;
2-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-blnipuaunH-6-injokciletanon;
2-[[3-[(2-TpeT-OyTuUn-4-xnop-5-gpropdeHokcn)metnn]-1H-nipasono[3,4-blnipugnH-6-in]-
MeTunamiHoleTaHon,
3-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-blnipuguH-6-inJokculnponax-
1,2-gionm;

3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-blnipnaunn-3-inmetokcn) peHin]-N-(2-meTokcieTun)deHsamia;
[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-b]nipuaunH-3-inmeTtokcu)deHin]deHin]-mopdoniH-4-
iINMETAaHOH;

3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-blnipnaun-3-inmetokcun) peHin]-N,N-aumeTundeHsamia;
3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-blnipnaunn-3-inmetokcn) perin]-N-(2-rigpokcieTnn)beHsamig;
3-[[4-xnop-2-(2-meTokcunipuauH-3-in)-5-meTundeHokcu]metun]-1H-nipasono[3,4-b]nipnauy;
3-[5-xnop-4-metun-2-(1H-nipasono[3,4-blnipnanH-3-inmeTokcun)perin]-4-prop-N,N-
aumeTunbeHsamia;
[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-blnipnaunnH-3-inmeTokcn)dheHin]-4-dgropdeHin]-mopdoniH-4-
iINMETAaHOH;

3-[(2-TpeT-6yTun-4-xnop-5-metundeHokcn)metun]-1H-nipasono[4,3-blnipugwnH;
3-[5-xnop-4-meTun-2-(1H-nipasono[4,3-blnipnaunn-3-inmetokcn)perin]-N,N-aumeTnndeHsamia;
3-[(2-TpeT-6yTun-4-xnop-5-dropdeHokcn)meTnn]-1H-nipasono[4,3-b]nipnanH;
2-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-d]nipumignn-6-inj-
MeTunamiHoleTaHon,
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3-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-d]nipumignn-6-inj-
MeTunamiHolnponax-1,2-gion;
3-[5-xnop-4-metun-2-(1H-nipasonol4,3-blnipnanH-3-inmeTokcun)perin]-4-prop-N,N-
aumeTtunbeHsamia;
1-[3-[(2-TpeT-OyTun-4-xnop-5-metunderokcu)metTun]-1H-nipasono[3,4-d]nipumignn-6-injaseTnanH-3-
om;

2-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-d]nipumignH-6-
injJamiHo]eTaHon,
2-[[3-[(2-TpeT-OyTun-4-xnop-5-meTundeHokcm)meTtun]-1H-nipasono[3,4-dnipumignn-6-injokciletaHon;
5-TpeT-0yTun-4-[[6-(3-rigpokciasetTnaun-1-in)-1H-nipasono[3,4-d]nipumignu-3-injmeTokcu]-2-
METUNOEH3OHITPUIT,
5-TpeT-0yTun-4-[[6-[2-rigpokcieTun(meTun)amino]-1H-nipasono[3,4-d]nipumignn-3-injmetokcu]-2-
METUNOEH3OHITPUIT,
3-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-d]nipumignH-6-
inJokculnponax-1,2-aion;
5-TpeT-0yTun-4-[[6-(2-rigpokcieTunamino)-1H-nipasono[3,4-d]nipumMiaunH-3-injmetokcu]-2-
METUNOEH3OHITPUIT,
5-TpeT-0yTun-4-[[6-[2,3-gurigpokcunponin(Metun)amido]-1H-nipasono[3,4-d]nipumignn-3-injmetokcul-
2-MeTUNOEH3OHITPUN;
5-TpeT-0yTun-4-[[6-(2,3-gurigpokcunponokcu)-1H-nipazono[3,4-dlnipumMiguH-3-injmetokcul-2-
METUNOEH3OHITPUIT,
5-TpeT-0yTun-4-[[6-(2-rigpokcieTokcmn)-1H-nipasono[3,4-d]nipumignH-3-injmetokcu]-2-
METUNOEH3OHITPUIT,

4-[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-blnipuaunn-3-inmetokcun) peHin]-4-propbensoin]-1-
MeTUNNinepasnH-2-0H;
3-[5-xnop-4-metun-2-(1H-nipasono[3,4-blnipuanH-3-inmeTokcu)peHin]-4-prop-N-(2-meTokcieTur)-N-
MeTundeHsamia;
4-[3-[5-xnop-2-(1H-iHaason-3-inmeTokcn)-4-metundeninl-4-propbensoin]-1-meTunninepasnH-2-oH;
[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-blnipuaunn-3-inmeTokcu)deHin]-4-dTopdeHin]-niponianH-1-
iINMETAaHOH;

2-xnop-5-[2-prop-5-(niponiguu-1-kapboHin)deHin]-4-(1H-nipasono[3,4-b]nipuauH-3-
iNnMeToKcn)OeH30oHITpUN;
4-[3-[5-xnop-4-meTun-2-(1H-nipasono[3,4-c]nipuanH-3-inmeTokcn)heHin]-4-propbensoin]-1-
MeTUNNinepasnH-2-0H;
3-[(2-TpeT-6yTun-4-meTuncynbdonindenokcu)metun]-1H-nipazono[3,4-blnipnauH;
3-[5-xnop-4-metun-2-(1H-nipasono[3,4-c]nipuaunH-3-inmetokcn)dpeHin]-4-grop-N-(2-meTokcieTnn)-N-
MeTundeHsamia;
3-[[4-xnop-2-(2-meTokcunipuauH-3-in)-5-meTundeHokculmetun]-1H-nipasono[3,4-clnipuauy;
4-TpeT-0yTun-2-metnn-5-(1H-nipazono[3,4-blnipuanH-3-inMeTokcn)6eH30HITPU;
4-TpeT-0yTun-2-metun-5-(1H-nipazono[3,4-c]nipuaunH-3-inMeToKCU)GEH3 OHITPUIT;
TpeT-0yTun-3-((2-1peT-0yTnn-4-xnop-5-metundeHokcun)Metun)-6,7-gurigpo-1H-nipasono[4,3-
c]nipuanu-5(4H)-kapbokecunar;
1-(3-((2-TpeT-0yTUn-4-xnop-5-metTundeHokeun)meTnn)-6,7-gurigpo-1H-nipasono[4,3-clnipnanH-5(4H)-
in)eTaHoH;
1-(3-((2-TpeT-0yTUn-4-xnop-5-metTundeHokeun)meTnn)-6,7-gurigpo-1H-nipasono[4,3-clnipnanH-5(4H)-
in)-2-MeTOKCIeTaHOH;
3-((2-TpeT-0yTUn-4-xnop-5-metTundeHokcun)meTun)-4,5,6,7-tetparigpo-1H-nipasono[3,4-clnipunguH;
1-(3-((2-TpeT-0yTUn-4-xnop-5-metTundeHokeun)meTnn)-4,5-gurigpo-1H-nipasono[3,4-clnipnanH-6(7H)-
in)eTaHoH;
1-(3-((2-TpeT-0yTUn-4-xnop-5-metTundeHokeun)meTnn)-4,5-gurigpo-1H-nipasono[3,4-clnipnanH-6(7H)-
in)-2-MeTOKCIeTaHOH;
3-((4-xnop-2-(2-meTokeunipuaunH-3-in)-5-metundeHokcn)meTun)-4,5,6,7-tetparigpo-1H-nipasono[3,4-
clnipuauH;
1-(3-((4-xnop-2-(2-meTokcUNipuanH-3-in)-5-metundeHokcn)metun)-4,5-aurigpo-1H-nipasono[3,4-
clnipuanH-6(7H)-in)eTaHoH;

3-((2-TpeT-6yTUn-4-xnop-5-metTundeHokcun)metTun)-1H-nipason;
4-((1H-nipason-3-in)MeToKcKn)-5-TpeT-0yTun-2-MeTUnGEeH3oHITPU;
MeTun-3-((2-(tpeT-6yTun)-4-xnop-5-metundeHokcn)metTnn)-1H-nipason-5-kapbokeunar;
(3-((2-(TpeT-0yTHUN)-4-xnop-5-metTund)eHokcu)meTun)-1H-nipason-5-in) (niponiguH-1-im)MeTaHoH;
3-((2-(TpeT-6yTun)-4-xnop-5-metundenokcn)meTnn)-N,N-gumetTnn-1H-nipason-5-kapbokcamia
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Ta ix hapMaueBTUYHO MPUAHATHI coni.

37. Cnonyka 3a 6yab-gkum 3 nn. 1-36, BubpaHa 3 HACTYNHUX:
3-[(2-TpeT-6yTuUn-4-xnop-5-meTundeHokcn)meTun]-4-metun-1H-1,2 4-tpnason-5-oH;
3-[(2-TpeT-6yTun-4-xnop-5-dbropdeHokcn)meTun]-4-metun-1H-1,2,4-tpnason-5-oH;
3-TpeT-0yTun-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)MeTOKCU]OEH3OHITPUIT;
5-TpeT-0yTun-2-meTun-4-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)MeTokCu]0EH3OHITPU;
4-TpeT-0yTUn-2-meTnn-5-[(4-metnn-5-okco-1H-1,2,4-tpuason-3-in)MeTokcn]6eH3oHITpNM;
3-[(4-xnop-2-yuknorekcun-5-metundeHokcn)meTun]-4-metun-1H-1,2,4-rpuason-5-oH;
5-TpeT-0yTun-2-metun-4-[(5-okco-4-nponau-2-in-1H-1,2,4-tpuason-3-in)MeToKCn]0€H3OHITpuUIT;
3-[(4-xnop-5-MeTun-2-nponax-2-indeHokcn)meTun]-4-metun-1H-1,2,4-tpnason-5-oH;
3-[(4-xnop-2-uuknobytun-5-metundeHokcu)metun]-4-metun-1H-1,2, 4-tpnason-5-oH;
3-[[4-xnop-5-meTun-2-[3-(MopdoniH-4-kapboHin)denin]deHokcu]metun]-4-metun-1H-1,2,4-tpnason-
5-0H;

3-[[4-xnop-5-meTun-2-(1,2-okcason-5-imydeHokculmeTun]-4-metun-1H-1,2,4-rpnason-5-oH;
2-x10p-4-[(4-meTun-5-okco-1H-1,2 4-Tpuason-3-imymeTtokcu]-5-peHinbeHsoHirpunm;
2-xnop-4-[(4-meTtun-5-okco-1H-1,2,4-tpnason-3-immeTtokcu]-5-[3-(1H-nipason-3-
incpeHin]6eH3oHITpUN;
2-xnop-5-[3-(5-metnun-1,2,4-okcagiason-3-in)deHin]-4-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
iMMeTOKCU]6EH30HITPUN;
3-[5-xnop-4-metun-2-[(4-metun-5-okco-1H-1,2,4-rpuason-3-in)metokcu]erin]-4-cprop-N,N-
aumeTtunbeHsamia;

3-[[4-xnop-2-(2-meTokcunipuanH-3-in)-5-meTundeHokculmetun]-4-metun-1H-1,2, 4-rpuason-5-oH;
3-[[4-xnop-2-(2-pTOp-5-nponaH-2-inokcudeHrin)-5-metundeHokculmetTun]-4-metun-1H-1,2 4-tpnason-
5-0H;
3-[[4-xnop-2-[2-pTop-5-(niponignH-1-kapboHin)deHin]-5-meTunderokculmetun]-4-metun-1H-1,2 4-
Tpnason-5-oH;

4-[3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcu] deHinl-4-propbensoin]-1-
MeTUNNinepasnH-2-0H;
3-[5-xnop-4-meTun-2-[(4-metun-5-okco-1H-1,2,4-rpnason-3-in)metokcu]perin]-4-cprop-N-(2-
MeTokcieTun)-N-meTunbéeHsamia;
3-[[4-xnop-2-[2-dTOop-5-(0kconaH-2-inMeTokeun)peHin]-5-meTunderHokculmetun]-4-metun-1H-1,2 4-
Tpnason-5-oH;

2-[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2 4-tpuason-3-in)metokcun]deninl-4-dropdreHokcu]-
N,N-aumeTunauetamia;
N-[[3-[5-xnop-4-meTun-2-[(4-meTun-5-okco-1H-1,2,4-Tpnason-3-in)Metokcu]deHin]-4-
dhTopdeHin]meTnn]-2-meToken-N-meTunayeTamia;
2-xnop-5-(2-dbTopdein)-4-[(4-meTun-5-okco-1H-1,2,4-tpnason-3-in)MeToKCM]GEH3OHITPUN;
2-xnop-5-(2-dprop-3-meTokcudeHin)-4-[(4-metTun-5-okco-1H-1,2,4-tpnason-3-
iMMeTOKCU]6EH30HITPUN;
2-xnop-5-(2-dprop-5-nponax-2-inokcudeHin)-4-[(4-meTun-5-okco-1H-1,2,4-tpuason-3-
iMMeTOKCU]6EH30HITPUN;
3-[[4-xnop-2-(5-umknonponinokcu-2-gropderin)-5-metundgeHokculmeTun]-4-metun-1H-1,2,4-
Tpnason-5-oH;
2-xnop-5-(5-umknonponinokcn-2-gpropdeHin)-4-[(4-meTun-5-okco-1H-1,2,4-rpuason-3-
iMMeTOKCU]6EH30HITPUN;
5-TpeT-0yTun-2-metun-4-(1H-nipasono[3,4-blnipuaunn-3-inmeTokcn) 6eH3oHITpusT;
2-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcn)metun]-1H-nipasono[3,4-d]nipumignn-6-inj-
MeTunamiHoleTaHon,
2-[[3-[(2-TpeT-OyTun-4-xnop-5-metundeHokcm)metun]-1H-nipasono[3,4-dnipumignn-6-injokciletaHon;
2-xnop-5-[2-prop-5-(niponiguu-1-kapboHin)deHin]-4-(1H-nipasono[3,4-b]nipuauH-3-
iNnMeToKcn)OeH30oHITpUN;
3-[5-xnop-4-metun-2-(1H-nipasono[3,4-c]nipuaunH-3-inmetokcn)dpeHin]-4-grop-N-(2-meTokcieTnn)-N-
MeTundeHsamig

Ta ix hapMaueBTUYHO MPUAHATHI coni.

38. Cnonyka 3a 6yab-akum 3 nn. 1-35, BubpaHa 3 HACTYNHUX:
4-[(2-TpeT-6yTun-4-xnop-5-meTundeHokcn)meTun]-2H-Tpnason;
3-[(2-TpeT-6yTun-4-xnop-5-metundeHokcn)metun]-5-denin-1H-nipason i
5-TpeT-0yTun-2-metun-4-[(5-eHin-1H-nipazon-3-in)metTokcn]6eH3oHITpHN.

39. Cnonyka 3a 6yab-akum 3 nn. 1-35, BubpaHa 3 HACTYNHUX:
5-TpeT-0yTun-2-metun-4-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)MeToKkCu]0EH3OHITPUIT;
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5-TpeT-0yTun-2-xnop-4-[(4-metun-5-okco-1H-1,2,4-tpuason-3-in)metokcu]6eH3oHiTpun i
5-TpeT-0yTun-2-prop-4-[(4-metnn-5-okco-1H-1,2,4-Tpuason-3-in)MeToKkcn]6eH30HITpu .

40. Cnoci® oaepxaHHs cnonyku 3a 6yab-skuMm 3 nn. 1-39, 3a 9kMM NPOBOAATb B3aEMOAIO CMONYKM
dopmynu (II) B npucyTtHocTi cnonyku cpopmynu (1), ae Ra, Re, Rc i W € Takumu, Kk BU3HAYeHo B
Oyab-akoMy 3 nn. 1-33, i X aense coboto ranoreH, mesunat abo To3unar:

w

RA J RA
OH X o_ W
(1) N
Rs - . Rg
Re

(I (I)

41. Cnonyka 3a 6yab-akum 3 nn. 1-39 ansi 3acTOCyBaHHA K TEPANeBTUYHO aKTUBHOT PEYOBUHM.

42. dapmaueBTMYHA KOMMNO3WUIA, SKa MICTUTb cnonyky 3a Oyab-akum 3 nn. 1-39 i TepaneBTUYHO
iHEPTHMWI HOCIH.

43. 3acrtocyBaHHA crnonyku 3a Oyab-akum 3 nn. 1-39 ans nikysaHHa abo npodinakTUKM OYHUX
3aXBOPIOBaHb.

44. Cnonyka 3a 6yab-akum 3 nn. 1-39 ans nikysaHHA abo npodinakTukM 0YHUX 3aXBOPIOBAHb.

45. 3actocyBaHHA cnonyku 3a Oyab-akum 3 nn. 1-39 ans ogepkaHHs nikapcbkoro 3acoby ans
nikyBaHHA abo npodinakTukM 04HUX 3aXBOPIOBAHb.

46. Cnocib nikyBaHHs1 abo NpodinakTUkM OYHUX 3aXBOPIOBAHbL, 3 SAKMM BBOASATb €DEKTUBHY KiMNbKICTb
cnonyku 3a dyab-akum 3 nn. 1-39.

Komn'toTepHa BepcTka O. Neprinb

O “YKpaiHCbKuiA iHCTUTYT iHTENeKTyanbHOi BNacHocTi”, Byn. MMasyHoBa, 1, M. Kuis — 42, 01601

230



	Page 1 - ABSTRACT/BIBLIOGRAPHY
	Page 2 - DESCRIPTION
	Page 3 - DESCRIPTION
	Page 4 - DESCRIPTION
	Page 5 - DESCRIPTION
	Page 6 - DESCRIPTION
	Page 7 - DESCRIPTION
	Page 8 - DESCRIPTION
	Page 9 - DESCRIPTION
	Page 10 - DESCRIPTION
	Page 11 - DESCRIPTION
	Page 12 - DESCRIPTION
	Page 13 - DESCRIPTION
	Page 14 - DESCRIPTION
	Page 15 - DESCRIPTION
	Page 16 - DESCRIPTION
	Page 17 - DESCRIPTION
	Page 18 - DESCRIPTION
	Page 19 - DESCRIPTION
	Page 20 - DESCRIPTION
	Page 21 - DESCRIPTION
	Page 22 - DESCRIPTION
	Page 23 - DESCRIPTION
	Page 24 - DESCRIPTION
	Page 25 - DESCRIPTION
	Page 26 - DESCRIPTION
	Page 27 - DESCRIPTION
	Page 28 - DESCRIPTION
	Page 29 - DESCRIPTION
	Page 30 - DESCRIPTION
	Page 31 - DESCRIPTION
	Page 32 - DESCRIPTION
	Page 33 - DESCRIPTION
	Page 34 - DESCRIPTION
	Page 35 - DESCRIPTION
	Page 36 - DESCRIPTION
	Page 37 - DESCRIPTION
	Page 38 - DESCRIPTION
	Page 39 - DESCRIPTION
	Page 40 - DESCRIPTION
	Page 41 - DESCRIPTION
	Page 42 - DESCRIPTION
	Page 43 - DESCRIPTION
	Page 44 - DESCRIPTION
	Page 45 - DESCRIPTION
	Page 46 - DESCRIPTION
	Page 47 - DESCRIPTION
	Page 48 - DESCRIPTION
	Page 49 - DESCRIPTION
	Page 50 - DESCRIPTION
	Page 51 - DESCRIPTION
	Page 52 - DESCRIPTION
	Page 53 - DESCRIPTION
	Page 54 - DESCRIPTION
	Page 55 - DESCRIPTION
	Page 56 - DESCRIPTION
	Page 57 - DESCRIPTION
	Page 58 - DESCRIPTION
	Page 59 - DESCRIPTION
	Page 60 - DESCRIPTION
	Page 61 - DESCRIPTION
	Page 62 - DESCRIPTION
	Page 63 - DESCRIPTION
	Page 64 - DESCRIPTION
	Page 65 - DESCRIPTION
	Page 66 - DESCRIPTION
	Page 67 - DESCRIPTION
	Page 68 - DESCRIPTION
	Page 69 - DESCRIPTION
	Page 70 - DESCRIPTION
	Page 71 - DESCRIPTION
	Page 72 - DESCRIPTION
	Page 73 - DESCRIPTION
	Page 74 - DESCRIPTION
	Page 75 - DESCRIPTION
	Page 76 - DESCRIPTION
	Page 77 - DESCRIPTION
	Page 78 - DESCRIPTION
	Page 79 - DESCRIPTION
	Page 80 - DESCRIPTION
	Page 81 - DESCRIPTION
	Page 82 - DESCRIPTION
	Page 83 - DESCRIPTION
	Page 84 - DESCRIPTION
	Page 85 - DESCRIPTION
	Page 86 - DESCRIPTION
	Page 87 - DESCRIPTION
	Page 88 - DESCRIPTION
	Page 89 - DESCRIPTION
	Page 90 - DESCRIPTION
	Page 91 - DESCRIPTION
	Page 92 - DESCRIPTION
	Page 93 - DESCRIPTION
	Page 94 - DESCRIPTION
	Page 95 - DESCRIPTION
	Page 96 - DESCRIPTION
	Page 97 - DESCRIPTION
	Page 98 - DESCRIPTION
	Page 99 - DESCRIPTION
	Page 100 - DESCRIPTION
	Page 101 - DESCRIPTION
	Page 102 - DESCRIPTION
	Page 103 - DESCRIPTION
	Page 104 - DESCRIPTION
	Page 105 - DESCRIPTION
	Page 106 - DESCRIPTION
	Page 107 - DESCRIPTION
	Page 108 - DESCRIPTION
	Page 109 - DESCRIPTION
	Page 110 - DESCRIPTION
	Page 111 - DESCRIPTION
	Page 112 - DESCRIPTION
	Page 113 - DESCRIPTION
	Page 114 - DESCRIPTION
	Page 115 - DESCRIPTION
	Page 116 - DESCRIPTION
	Page 117 - DESCRIPTION
	Page 118 - DESCRIPTION
	Page 119 - DESCRIPTION
	Page 120 - DESCRIPTION
	Page 121 - DESCRIPTION
	Page 122 - DESCRIPTION
	Page 123 - DESCRIPTION
	Page 124 - DESCRIPTION
	Page 125 - DESCRIPTION
	Page 126 - DESCRIPTION
	Page 127 - DESCRIPTION
	Page 128 - DESCRIPTION
	Page 129 - DESCRIPTION
	Page 130 - DESCRIPTION
	Page 131 - DESCRIPTION
	Page 132 - DESCRIPTION
	Page 133 - DESCRIPTION
	Page 134 - DESCRIPTION
	Page 135 - DESCRIPTION
	Page 136 - DESCRIPTION
	Page 137 - DESCRIPTION
	Page 138 - DESCRIPTION
	Page 139 - DESCRIPTION
	Page 140 - DESCRIPTION
	Page 141 - DESCRIPTION
	Page 142 - DESCRIPTION
	Page 143 - DESCRIPTION
	Page 144 - DESCRIPTION
	Page 145 - DESCRIPTION
	Page 146 - DESCRIPTION
	Page 147 - DESCRIPTION
	Page 148 - DESCRIPTION
	Page 149 - DESCRIPTION
	Page 150 - DESCRIPTION
	Page 151 - DESCRIPTION
	Page 152 - DESCRIPTION
	Page 153 - DESCRIPTION
	Page 154 - DESCRIPTION
	Page 155 - DESCRIPTION
	Page 156 - DESCRIPTION
	Page 157 - DESCRIPTION
	Page 158 - DESCRIPTION
	Page 159 - DESCRIPTION
	Page 160 - DESCRIPTION
	Page 161 - DESCRIPTION
	Page 162 - DESCRIPTION
	Page 163 - DESCRIPTION
	Page 164 - DESCRIPTION
	Page 165 - DESCRIPTION
	Page 166 - DESCRIPTION
	Page 167 - DESCRIPTION
	Page 168 - DESCRIPTION
	Page 169 - DESCRIPTION
	Page 170 - DESCRIPTION
	Page 171 - DESCRIPTION
	Page 172 - DESCRIPTION
	Page 173 - DESCRIPTION
	Page 174 - DESCRIPTION
	Page 175 - DESCRIPTION
	Page 176 - DESCRIPTION
	Page 177 - DESCRIPTION
	Page 178 - DESCRIPTION
	Page 179 - DESCRIPTION
	Page 180 - DESCRIPTION
	Page 181 - DESCRIPTION
	Page 182 - DESCRIPTION
	Page 183 - DESCRIPTION
	Page 184 - DESCRIPTION
	Page 185 - DESCRIPTION
	Page 186 - DESCRIPTION
	Page 187 - DESCRIPTION
	Page 188 - DESCRIPTION
	Page 189 - DESCRIPTION
	Page 190 - DESCRIPTION
	Page 191 - DESCRIPTION
	Page 192 - DESCRIPTION
	Page 193 - DESCRIPTION
	Page 194 - DESCRIPTION
	Page 195 - DESCRIPTION
	Page 196 - DESCRIPTION
	Page 197 - DESCRIPTION
	Page 198 - DESCRIPTION
	Page 199 - DESCRIPTION
	Page 200 - DESCRIPTION
	Page 201 - DESCRIPTION
	Page 202 - DESCRIPTION
	Page 203 - DESCRIPTION
	Page 204 - DESCRIPTION
	Page 205 - DESCRIPTION
	Page 206 - DESCRIPTION
	Page 207 - DESCRIPTION
	Page 208 - DESCRIPTION
	Page 209 - DESCRIPTION
	Page 210 - DESCRIPTION
	Page 211 - DESCRIPTION
	Page 212 - DESCRIPTION
	Page 213 - DESCRIPTION
	Page 214 - DESCRIPTION
	Page 215 - DESCRIPTION
	Page 216 - DESCRIPTION
	Page 217 - DESCRIPTION
	Page 218 - DESCRIPTION
	Page 219 - DESCRIPTION
	Page 220 - DESCRIPTION
	Page 221 - DESCRIPTION
	Page 222 - DESCRIPTION
	Page 223 - DESCRIPTION
	Page 224 - DESCRIPTION
	Page 225 - DESCRIPTION
	Page 226 - DESCRIPTION
	Page 227 - DESCRIPTION
	Page 228 - DESCRIPTION
	Page 229 - DESCRIPTION
	Page 230 - DESCRIPTION
	Page 231 - DESCRIPTION
	Page 232 - DESCRIPTION

